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mmm<DMLm^mmb. £jntj^if(D^mi^m^mt^:tifit>ifi^rzo tit. 1 9 
^jg«>fijfpffl> tn^mi^m. mmwmt:^t^tifit3t^^rz(NAtviie. 1993,365, 

61-65)o 

*^BJ#e>(i^ KSig<*:5'rf:::;^ h#ffl<&^-rsfl3^t;l^^ tnlg 

$&fcPb<tt^ tiKTK^.t2) -14) tHI-^o 

mg^**:?-:?-;^ hftffl'&^fi.fb^'^t?*?. 1 ) umommwmo 
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5 (Set's R Migife^ix"CV>T*) J:VNT;i/:^rV>-^fe D ; 

R^ltTA^A^s S:-C ( = R3) -R* (S^J^ RMiOXttSTJfet). R* 
\iT)i^)v, T;i/=i:^i/s T;i/^r j^Tv^•r j; 

tisSXttiC : - sOaR^ (Sfl's RMi7';i/^;i/. g^^$^^•c^^-c * ct t 5 

cDr;V:^^>-C-feD ; R^AJS: : - C ( = R3) -R4 (^4,^ R^^oxttST? 

5 ) l3«g(DtitiS^^o 
7 ) i^y±\LJ ^ Y^^^^T^-T. bf^ffl;fe:tt- *fb^«&A*s S (11) : 
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{^fp. R2^±sm$ntv^t^) :-c ( = z) w-r^ (s; 

5 S-efe D ; 

R 8 tJf R Mi - ic: o T g Ife ^ n T V ^ T * J: V ^ ^ 7^ D Jg ^ S ^ ^ t? V > T t) .fc 

10 v^r;^^^>■T?fe t) ; 
m(i 0 ~ 20MIS-^fe D ; 

A ^ ti T -c t» <t l^ 5"; X {± ggi ^ u 1 1) J: ^SiSSi^^^s s 

^ 7 ) fB«<Z)|n;g;$^, 

9) R2*sa;:-C (=Z) W-R8 (SttiN ZttOXttS ; WttOXttS ; RMi 
•CfeS 7) Xtt8) IBigOlaS^^o 

10) *>:Miy -f \:^^i$T^=.;^ hi'^^^^t^ih'^mifi. S (III) : 
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^^l$^^■cv^T'fe J:v^T5 bKn^^s/s T)\/^- 

-C ( = 0) -0-C ( = 0) -0-^ -0-C ( = 0) -NR^-s -0 
-S02-^ -NR"-. -NR^-C ( = 0) -NR^-SOi-s - N R " 

10 -C (=NH) -NR^-C ( = 0) -0-^ -NR^-C (=0) -NR* 
-NR*-C (=0) -NR*-S02-x -NR^-C (=S) -NR* 
-C (=S) -NR^-s -NR"- S Og-NR"-. - N R " - C ( = NH) - 
NRi'-x - S- . - S02-0-> - SOa-NR''-^ - SOz-NR^-C ( = 
0) -NR"-, -C (=0) -0-^ -C (=0) -NR'>-s -C (=0) - 

15 NR^-C (=0) -X -C (=0) -NR^-C (=S) -C (=S) -N 
Rb_^ _C (=S) -NR'>-C (=0) -> -C ( = NH) -NR"-. -C 
( = 0) -X -C (=0) -NR^-C ( = NR»') -Xtt-C ( = 0) - N R 
-NR^-Tffet) ; R»elB^^^$<^T^^T4»«tV^T;^dF;^x Blfe$tlTV>'C% J:v> 
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fiift$nTV'.T*a:v>T$ >'> hFD:¥-i/s t;!/^;!/^^ 
5 r ;i/ =^ - ;i/ n 7';i/=^r;i/:^;i/7 -r 

- h n XttS : - Y * - R « (S;*s Y*tt#ig-&. -0-s -S-. 
-S0-> -S0^-^ -NH-. -C ( = 0) -> -CHg-x -C (=0) - 

NH-3i{*-NH-C ( = 0) --efe!) ; R MigJfe ^ tlT V^ T J; VNj^^^SSi 

10 R»i;RyfR^2a^n^n3a:ficbt> g^{|$n■rv^^:'& j;v^t;i/:^;i/x @ 
^^nr v^•c J:v>t;i/'^-;Ws gl^^ti-cv^T* J;v^r;i/^-;Wx ^ad^^>, 

15 )\/^)\/7.)\/y -;i/x - h oxtt^ : - y^- R'^ (Si^fx 

-O-x -S-x -SO-x -SOa-x -NH-x -C (=0) -CHg 
-C ( = 0) -NH-E-Xtt-NH-C (=0) ; Ett^ig-^X 

l^T^)<fcV^T;l/^;1/X{i^^ : -Y«-R« (^tfx Y«{i#^-&> Sm^nTV^T 

4i J;v>r;v^i/>x 7)\/^=-\^>s 7jv^=^u>^ -o-s -s-x -so-s 

-S02-> -NH-x -C (=0) -X -C (=0) -NH-E-Xtt-NH 

25 -c(=0)-"efeD;Ett#i^-&3<Lttgife^n"rv>T*)J:t^:p;i/=^v>'T?fet) ; 

R « ttgife $ nt V^ -C t) <t ^^ K^SiCSXttEi^l $ nr V^ T 4) <t V^M |g^5!JS-C' 
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^^|$^^TV^T4) J:OiK^jS!c3JBA±0T;i/:^;i/XttS : - Y^-Re (^^iti, y«S 
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20 ; R*«g^fe^i^•Cl^•C4) J;v^;^^]i^^SXttri/;^^?fe§) 

R ^'Rv^R ^^a^-m^fsi^x. mi&t?>m^t^^\:.^y'tim'fRxj^/Rit^i& 

XASSXttO-Cife^S 1 0 ) i3®0jn;g3$^Bo 
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09f.<Dl^mit. Eur. J. Pharmacol. 1995; 276: 229-233 }r8BSIiO:J&»ir-S-:J V> 
compound 48/80 * tUffl $ tl^ tJM© --^T* fe S o 

feo ^fex W ^f^ffl^fe^■r'5'^b^tJA«^ compound 

48/80 K^^W^(0?^tjit,ty Substance P ^ ^0^i)nMt ^ ^ M.^^^ 
25 Ltzo 
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J. Pharmacol. Exp. Ther. 1998, Feb, 284(2), p644-650 1 13 ^ n T 5 

SR144528:S:<5effl bfeo 
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(ICBofli) *Ss 1000 nmol/L JJilTO * ® U < s i|tC300 nmol/L WTs $ 

e,Httl00 nmol/L JJAT© <& © A^if t LV^o d H e>KijiS;RVIC5o^B{d:^ 
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mm(oi\^'^^ifim-f ^nzo ±.m (6) ~ (8) (o\.^inxti>\^um<Dih^mt\^ 

Xkt. PCT/JPOl/11427K:|3®0^b^'feAS^Jf 5)n-l»o 
±IB (9) mmo^^^tX^Xkt. WT©ft-&feA«»* bV^o 
(E) -N- C2 - (4-t x = ;i/) - 3- {'A-^V^ 

i/-Z -^>5^;i/;t=Jpi'7 x-;i/) TiJ' U 5 H . 3 - ( 4 -x h ^^y-Z 
-^>f-;i/3f ^^^7 x-;W) - (E) -N- C2- (4 -b b*DdpS/7x = ;i/) 
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U;i/T5 h% 3 - ( 3 , 4 - ^ > 5" ^ 7 ai ri;V ) -(E) 

-N - C2 - (4-t Kn:^i/7x-;v) xf^;i/:i u;vr ^ (E) - 
N- C2 - (4-b Kn:3pS/7 xn;i/) - 3- (4-;^i.dfi.-3-:/ 

X T i> ^) }VT (E) -N - C2 - (4-b:KDdFi/ 

5 7x :=.;!/) - 3- (4 - h^i^- 3 - ^^^F i^^l/rT ^ 7 x Z^' 

(E) -N- C2 - (4-tKn:^S/7x-;i/) x.^/l') - 3- 
(4-^hdFi'-3 -'S7*f-;i/:r*i^7 xn;i/) T^U^l/T^Hs (E)-N 

- C 2 - ( 3 - t K Ddi^i^7 x-;i/) - 3- (4-p<b^i^-3-^> 
5^;i/2|-dp5/7x-;i/) T^U;i/T^ ^*^ (E) -N- C2 - (2-bKD:^S/ 

10 7 xr:;i/) xf-;i/^ - 3- (4-;<hdps/-3 31=.)]/) 

(E) -N- C2 - (4-t h*D:^i^i^^ D^:^$^;i/) x^;i/) 

- 3 - (4 - ^ b :JF'>- 3 - ^>^;W:t=3f^i^7 xx;v) z^J^ U (E) 
-N- C2- ( 4 - 1 b* Ddpi/7 xx;!/) xf-;i/) -N-^f-^lz-S- (4-^ 
Y^'Sz-Z - ^>5^;i/:t^i'7x = ;i/) Ti'U;i/T^K^ (E)-N-C2- 

15 ( 4 -t H o xx;i/) x^;!/]) -3 - ( 3 V'^>^;v;r 4 - ^ 

h:^^$/7xx;i/) 3 - C3 - (2 - x ;i/ 7" 5^ ;i/ :t dp i/ ) - 

4 b+S/7 xx;v) - (E) -N- C2- ( 4 - b H o dpi/ 7 x x;i/) x^ 
T^' >; ^ h% (E) -N- C2 - (4 - b KDdpS/ - 3 - ^ h:^i/7 
aix;v) x5^;i/) - 3- (4-p<h^5/-3-^>^;i/:tdri/7xx;i/) 

20 3-C3-(l, 1 -s^^^'^i/'^rf-;!/) -4-p< h^>>7xx;i/D 

-(E)-N-C2-(4-b KDdFS/7xx;i/) x^^;!/]) U 5 h\ (E) 
-N - C2 - (3, 4-i'bKDdr^'7xx;i/) x^;)/;) - 3-(;3-(i, 1 
-i^^5^;i/^7'^;i') - 4-p< b dpj/7 3ix;i/:i J'lJ? 1; ? h', 3 _ ( 3 _ 
's^ri/;V-4-^hdpi/7xx;)/) - (E) -N- C2 - (4-bKDdFi/7x 

25 x;]/) xf-;v) U ( E ) - N - ( 4 - T ^ 7 - 3 - ^ 

dpi/7xx;i/) -N- C2- ( 4 - b H D :^i/7 xx;i/) x5";v) T i> ^) )\/T X 
Fx (E) -N- ( 4 -T 5 7 - 3 -'^>5^;i/*^e^7 xx;i/) -N- C2- 
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^>^JV:^^i^7 3L=.)V) - (E) -N- C2- ( 4 >f-;i/;r + J/ 7 x 
X5^;i/) (E)-N-C2-(4-;>< hdFS/7x-;V) xf 

- 3 - (4 3 -'^V^^^l/^l-dpj/^ xx;v) ^•^ 3 

5 - (4-^ b^5/-3 -^>f-;i/:^-^2/7xx;i/) - (E) -N- (2-^;V7h 

u>'ai5=-;v) u;i/T5 ^^ (e) -n - C2- (s, 4-s^b k 0:^5/7 

3ix;v) x^;i/:) -3- ( 4 h ^i'- 3 xx;i/) U 
1*> 2 - C2 - {3 - (3-'^>5^;i/:!|-=^i^-4-p< bdpi/7xr.;v) 
T^Un-f;VT^>'} xf-;v) tfys^>-N-:r + 2/b's (E) - N- C2- 
10 (4-t K D:¥-i'7x = ;i/) xg=-;i/D - 3- (4-^b:^S/-3-^>5";i/r^ 
y7xn;i/) Ti^'J;i/T5.K. 3 - C3 - (N' , N' )\/T X J ) 

-4-^ h^5/7xx;i/) - (E) -N- C2 - (4-tKD:aFJ/7xri;i/) x 
T^U;i/T5Hx (E) -N - C2 - (4-bpD:^ri'7xx;p) xg^ 
-3- ( 3 5 - 4 -'^Vf-;V:e-^i/7 xx;i/) r^U;!/?'^ 
15 (E) -N- C2- (4-b FD:^i/7xx;i/) xf^;!/:! - 3- C3 - (N' 

-p<f-;i/-N' - 4-p< h^^i'^xx;!/;) t'^'U^vt? k> 

(E) -N - C2 - (4-b l«D^J/7xx;w) xf-;v) - 3- (4-^h^i/ 
-3-^>5^;i/g=-:t7xx;i/) r^'y;VT$K> (E) -N - C2 - (4-b 
H Dif >>7 xx;i/) x5^;i/D -3 - ( 4 - 3 7 

20 xx;i/) 7^ (E) -N- C2 - (4-T$y 7xx;i/) xg=-;v:i 
-3 - (4-p{h^5/-3 xx;i/) r U;i/5'^ Fx (E) 

-N- C2- ( 4 - b K o 7 xx;i/) xf-;i/:i -3- ( 3 - > ;)/ ^' 
- 4 -^>^;i/f^:r7 xx;i/) T^' U ;VT 5H> (E)-N-C2-(4-b 
KD^$/7xx;i/) xf-;i/D -3- ( 3 J'- 4 7 x 

25 r 5 h\ (E) -N- C2 - (4 -T 5 7 xx;i/) x5=-;i/) 

-3 - (4-p< h:^i/-3-^>f^;i/5":^7xx;i/) (E) 
-N - C2 - (4-xhD 7 xx;i/) X5^;i/) - 3- (4-^h#S'-3-'^> 
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5=-;i/5^:t7x-;i/) 7 ^ V }VT ^ Y . (E) -N - C2 - A 
)]/) - 3- (4-^h^S/-3-^>f-;i/^:t7xr:;|/) T^^U;!/ 

h*. (E) -N- C2- (4-::: hD7xn;i/) jl^;]/:} -3- ( 4 - 
b^t/-3-'^>^;i/7'$>'7xr:;i/) T^y;!/^^ (E) - N- C2- 

5 (-f^^y-;i/-4--f;w) - 3- (4-pt h:^rS^-3-^>5=-;i/r§ 

y 7xr:;v) T^U;i/5'$ 1*> (E) -N- C2- ( 4 - b K a =^'> 7 x 

-3- (4-^^;i/T$ y - 3 -'^>^;j/:t^5/7xn;i/) 5'^U;i/7 
^K. (E) -N- C2 - (4-T$y7x:2;i/) X5^;i/D - 3- (4-^h 
d|p.>_ 3 -^v^;!/^ 5 y y oL-)]/) V )VT 5. (E) -N- C2 - (4 

10 --hD7x=;i/) -3- (4 -p(^;i/7' 5 y - 3 -^>^;i/:t^S' 7 

31- T^'U-'l/T^ l<x 3 - (4-^ h^i^- 3 - ^y^)V:ir^i^y 3L=.)]/) 

- (E) -N-C2 - (4 -^:t7x>- 2 -1' ;i/)x5^;i/)T^ U;i/T $ (E) 
-N - C2- (4-bKn:;iri^7xn;i/) xg^;!/;) - 3- C (N* -^5^;i/-N' 

- 4 -'^>^;i/:^-^i'7 x-;i/) t^' U;vT$ h*s (E) 
15 -N- C2- ( 4 - t H D x^;i/) -3- ( 4 ^ 

- 3 -^>9-^V:t^i/7 ^=^JV) ^))\/7X b*s (E)-N-C2-(4- 
i/T^ 7xn;i/) - 3- (4-^ Y^'u-Z -^^f-;!/:^^?.^/ 7 xx;i/) 
T^' (E) -N- C2 - (4 -*;i/>'t^^';i/7x::i;i/) - 
3 - (4-^b^i/-3 -'^>5^;i/:t=^i'7 xn;i/) t ^ N- C 2 

20 - (4-tFD:J|ri'7x-;i/) x^;i/) - 4- ;?( Y ^ I' - Z - -^y}- )}/ Hi ^ 

>XTK Ys 4-xhdpj/-N- C2 - (4-bHDdf^S/7x-;i/) x^;i/D 

- 3 -'^>^;i/2}-:^i/'^>X7' $ 3, 4-i;^>5^;i/3rdFi^-N- C 2 - 
(4-bh*D:^2/7x-;i/) x5";i/) '^^XT^ 4 - i> $ y -N 

- C2- ( 4 - b D +5/7 xx;i/) x5=-;i/:) - 3 -^>5=-;i/:t ^^^i^'^ >X7' 5 
25 Hx N- C2 - (4 -b KD^J/7xx;i/) x^;i/) - 3 -'<^>^;i/T^ y - 

4-p( Y^^y^yXTK Y. 3 -7'5^;V;t=^i^-N- C2 - (4-bKD:^5/ 
7 xx;v) x^;i/)-4-^h^ri"OX7'^P> 3 - - N - 
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C2 - (4-tKndFi'73i-;i/) - 4- p< V ^iy^yXT ^ ¥s 3 

-'S7'5^;i/:^-^ J'-N- C2 - (4 -t H D t/ 7 x =.;!/) - 4 - ^ b 

N- C2 - (3-tFD:^*/7i-;v) - 4 - p{ 

h ^^i^- 3 -'>«.y5';V:t:^i''^>X7' 5 b*> N - C 2 - ( 2 - t K D dpi/ 7 x 
5 =.)V) J^^Jl/") - 4- V^i^ - 3 -^>^)V:t^iy^yXT ^ \fs N-C2 

- (4-bb*DdeJ'S/^D^dF>>;i/) - 4- ^ hdpi'-3 
^i/^>X7"5 N- C2 - (4-bKodF.S/7x=.;i/) -N-^ 

4:- ^ bdFS/-3-^>^;V:t^i^^>XZ5 Fx 3 V^>^)1:^ 
^^-N- C2 - (4-tF D ^^^^7 xn;i/) - 4- p( h^i/^>X:r 

10 ? 3 - ( 2 -xf-;i/X5^;i/:r^i/) -N- C 2 - ( 4 - b FD^i/7 x^ 
x^;!/;) - 4 - p< b^$/'^>XT5 l'^ N-C2-(4-bKn:^i^-3 
h 7 x = ;i/) x5^;i/) - 4 -t ^i'u^ty- 3 - ^>^J]/yt-^iy^>XT 
N-C2-(4-b K d:^^5^7 x = ;i/) x^";!/) - 4- bFn:^^i/-3 
-'^>^;i/:t^i^^>XT5 Fx N- C2 - (4-bKD^i/7xx;i/) x5=- 
15 - 4 - b K n ^i^-N- p< 3 J^'^VXT 5 Fx 3- 

(1,1 -i^:>i^?V^y^>) -N - C2 - (4-b F D d[i 7 - xf^;!/;) 
-4-^F:^$^'^>XT5Fs N - C2 - (3, 4-i?bFn:^i/7xx;i/) 
x5^<;i/:) - 3 - ( 1 , 1 -i^ jt^JV^y^ >) - 4 - ^ F :^'>'^>XT ^ Fx 3 

- (1, 1 -i^^'f-JV^r^ >) -N- C2 - (4-bFD:^e/-3-^F^i^ 
20 7xx;i/) x^;vD - 4 F =^i/^>XT^ Fx 3-(l, 

X^>) -N- C2 - (4-b Fn:^ri/7xx;i/) xg^;i/D - 4 - b F n dpi/'^c 
>XT$ Fx N - C2 - (3, 4-5^bFDdF>>7xx;v) x^^;!/;) - 3- (1, 
l-i?^f-;i'^XiJ'>) - 4- bFodF>>'^^'X7'^Fx 3-'\:^S/;i/-N- 
C 2 - (4 - b F v^iyy olzzjv) s.^ ))/') - 4 - ^ F ^ri/^^VXT ^ Fx N 
25 - C 2 - ( 4 -T 5 7 xx;i/) xf-;i/) - 3 , 4 - S^^>^;V3|-:^i/^>XT 
^Fx 3, 4-i'^^i^;i/2r=^pe^-N - C2 - (4-bF u =l)\,) x 

'OXT'? Fx 4-^ F:^i/-N- C2- ( 4 -'^>^;V:t:¥-S'7 XX 
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C2- (4-7'D'^>- 2 --f ;i/:r^i^7xri;i/) - 3 

i^^>XT 5 h*s N- C2 - (4-bKndpS/7xn;i/) - 4- p< h 

5 ^i^-li- C2- (7 xn;i/;^;i/7 -f - 3 
• XT KY^ N- C2 - (3, 4-S;tKO:i|ri'7x = ;v) xf-;!/) - 4- p« b 
dpi/- 3 -'^>5^;i/:t=^S''^>XT 5 Kx N- C2- ( 4 - 7-b b 7 x n 
xf-;i/D - 4 - ^ V ^ - 3 - ^> ^ ^ - U - (E ) -7 xx;i/f^:t 
trx;i//^>X7' ^ b\ N- C2 - (4-7-lrh^i'7xx;i/) x5^;i/) - N - 
10 x5=-;i/- 4 b ^5/- 3 5 4-C2-{N- 
(4-p< \'^iy-3 -^>^)\/:t^iy^>^J'^ )V) 7" 5 } xf-;i/D If U > - 
3- C2 - {N- (4-^ Y ^ - 3 - 
75^} x5=-;i/D If i; J^>-N-:^-*i' 3 -t^^>'^)VT K ^ -N 

- C 2 - (4 - b l»D:;f i/7 xx;v) x5^;i/D - 4 - ^ h^iy^>XT ^ K> N 
15 -C2-(4-bh* u^i/y =.)]/) x5^;i/D -3--i'V^=^i';i/-4-^h:^ 

5/^>XT^ b*> N- C2 - (4-tKD;^i/7xx;i/) x5"A) - 4- ;'t b 
:^^i/-3 - (N' -<j<5^;V-N' -^>5=-;i/7$ >')'^>XT?l»s N-C2 

- (4-bKa:J|rS/7xx;i/) xf-;i/) -3-'^>5';i/5'5>'-4-'^>f-;i/:t 
:^$^^>XT^ N - C2 - (4-bb'DdFi/7xx;i/) X5^;i/:) - 4 - '^ 

20 ly^)\/T K - 3 -^y^)V:t^i^^>:^T 5. Y. 3, 4-t^^>9-)\/:^^S/ 
-N - C2- (4-x;v77'^-f;v7xx;i/) x5^;i/5 /«oX7^ Kn 3,4 

-i^^>^)lt^iy-N - C2- (-f 5 ^5^1/-;!/- 4 --f X5^;v3 '^VXr 
$ h*x 3,4- i^^>f-;i/:t='F2^ - N- (2 - (4-xbD7xx;i/) x5=-;i/D 
'^yX^^ h'x 3, 4 -i^^>f-;i/:t^e^-N - C2- ( 4 - 7;i/:^-0 7 xx 
25 x^;i/:) '^^XT $ K> N- C 2 - ( 4 - b K n :^i/7 xx;i/) x^;i/) 

- 3 -^>^?V:t^i^ - 4-yu^>- 2 JV^>X7 ^ Y. N - C2 - (4 
-b K D:^rS'7xx;v) x^;v) - 4 -yu\i)V:t-^i^- 3 -^>^jvt^ly^ 
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^>X7'$hN 3, 4-i^^y^)V:i-^i^-N - C2 - (4-tKD 
iri^y x5=-;i/) ^>XTK Kx N- C2 - (4-tFD^'>7x-;i/) 

xf-;i/) - 4- pi^JVT K >^ - 5-^>'f-)l^:^^i^^>:XTK l«x N- (2 - 
5 (4-bKD:^>>7xn;i/) - 3, 4-i;'^>^;i/T5>"^>X:r$l«, 

N- C2- (4 - 1 Kn:^ri^7ai-;v) -3- (N' -^^;i/-N' - 

- 4 -^>^;i/::r^i'^>XT $ h\ 4-T$y-N- C2 

- (4-t FD:3ri^7x^;i/) - 3- ^>5=-;i/:t=Jlri''^>XT^ N 

- C2 - (4-t KDdfii^7ix;i/) X5^;i/) - 4- ;><hi|ri'-3-^>^;i/5^ 
10 si-'OXr^Hx N- C2 - (4 - b Kn#$'7 xx;i/) x^;i.:i - 4 -'^y 

3 -'^>^;V^^'<<>X7' ^ F> 3, 4'-i?^y^j]/:;i-^ty-N 

- C 2 - ( 2 -5=-xx;i/) x5^;i/D ^>Xr ^ 3, 4 - > ^ ;j/ 2|- 5/ 
-N-C2-(5-hh'Ddi^i/W> 3 - W :ii9=-;V) >XT $ h*. 3 , 
4 -J^'^>^;i/;t^2^-N- C2- (4 -^^;i/7'5 y 7xx;i/) x^;i/) ^> 

15 XT N-C2-(4-S;>p<5^;i/T$y7x-;i/) X5^;i/:i - 3 , 4 -t^ 

^y^)Vi[^i^^y%T 5 K> 4 - 7"^ 1; ;VT $.y-N - C2 - (4-tKD 
:^>>7 xx;i/) x5^;i/) - 3- ^>5';i/:t^i''^>X7'§h\ N- C2 - (4 

- t K D:^i/7 xx;i/) xf-;i/5 - 4 - $ ^vt- 3-^^51 

XT?; Fx N-C2-(4-th-n:^j/7x:^;i/) x5=-;i/) -4-^^;i/^:t 
20 - 3 dp$/y«<>XT ^ N- C2 - (4 -b HD^2/7 xx;i/) 
jc^;)/;) - 3 -'^>f-;i/:tdF2/-4 - ^>^;V5^:t'<>X7'$ N- ( 2 - 
(4 - b K D dp$/7 xx;i/) X5^;i/:i - 3 - ( 4 - b K D ^r2^X5";i/;t^ i/) - 
4 - ^ V^^y^yXT % Kx N- C2 - (4-7$y7xx;i/) xf;i/) - 4 
-^hdf-i/-3-^>^;i/9^:t^>X7'5 1»x 4-^bdFS/-N- C2 - (4 
25 b D 7 xx;i/) x^";!/;) - 3 -^>^;i/9^:t'^>X7' 5 N-C2-(>f 

$ ^v^-;i/- 4 - 4- ^ h:^ri'-3 -'^>5^;i/f^;r^>xr 5 

N- C2- (4 -Z^ y 7 xx;i/) x^;i/:) - 4 -'>^>f-;i/:t=^i' - 3 - 

16 



wo 03/070277 



PCT/JP03/01725 



^y^)\^^i^^yXT X K> N- C2 - (4--hD7xr:;i/) - 4 

-^>5^;i/:r^r^'- 3 -^>5^;i/5":r'^>X7 ^ N - C2 - ('f^ 
-4-'f;i/) oi^";!/) - 4 3 -^>5^;i/9^:r'^>XT5 h% 
2 - C2 - (4-blfD:^r5^7xr:;i/) x^;vD - 5- p{ h:3F$/-4-^>^;i/ 
5 3)-:^i/-2,3-2;'bKD'fV'f>l«-;V-l-:t>s 2-C2-(4-'<> 
$^;i/:^-^J^7 x:::;!/) x^";!/) - 5 h dp->- 4 2 , 3- 
J^b HD-f > l-:^->N 5-^h^5'-2 - C2 - (4--hD 

7xn;i/) :x.=f-)\,^ - 4 -^>^)\^:^^'y- 2 , 3 - b K D V > K - 
2- C2- (4 -p<5^;i/7x-;i/) x5^;i/:i -5-^h^^'-4- 
10 - 2 , 3 -i^b Kn-r V-r > b* — 1 -:t>, 4, S-i^''^ 

>^;i/:t:^>>-2 - C2 - ('f? - 4 -'f x^;VD - 2 , 3 -i^b 

K D V'f > b*— 1 2- C2- ( 4 -^>i';i/:r^J'7 xr.;i/) 
X5^;i/) -4, 5 -S?^>5=';V:t=^r2/- 2 , 3 - b K D 'f V > 1* - 1 - 
4,5 - 2 - C2 - (4-xbD7xii;v) xf-;i/) 

15 - 2 , 3 - i^* b K D -f V I' > K - l- :4->s, 2-C2-(4-T$y7x 
x;i/) X5^;i/D - 4 , 5 + 2 , 3 - b K D V > 
-l-:t>, 4, 5 2 - (2- ( 4 - b F D i/ 7 x x 
xf-;v) - 2 , 3 -i^b K D-r V-f > 1 >x 4, S-i^'^V 

2 - C2- ( 4 ^ y 7 xx;i/) xf-;i/:) -2, 3-Vb 
20 KD-f Vf > K-^V- 1 >N 2 - C2- (4-i>p<5^;V7'^y 7xx;i/) 
x5^;i/) -4, 5 -l^^>'^)]^t^i^-2 , 3 - b H D-f V-<> 1 - 

3}->^ 2 - C2 - (4-7'5y7xx;L') x^^;!/] - 5- ^ h:JFi^-4-^> 
2 , 3 -5^b KD-f V-l" > K~;i/- 1 2-C2-(4- 
b D:3|r$/7 xx;i/) x^;i/) - 5 -p< b ^ri'- 4 -'>«.>5=-;i/T 5 - 2 , 3 - 
25 i>b KD-f y W > 1 5 h 4 2 

- C2 - (4-b';2^>) x5^;v) - 2, 3-i^bKn'fy'f>F-;V-l-:^ 
2 - C2 - (4 - S^^^;VT$ y 7xx;i/) xf-;v) - 5 - 4 
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-2 - C2 - (4-p<5^;VT$y'7x-;i/) - 4 2 , 

3 -i^t K V'f > 1 -:t>N 2- C2- (4 X 

- 6 b^i^- 5 -^■>^JV:t^i^ - Zn-^V^J 'J >- 1 
5 2 - C 2 - ( 4 - b H Dd[iS/7 x-;i/) - 6 -p< h - 5 

-'<^>5^;i/:t=^2^- 2 H--r V*^' U >- 1 >s 2- C2- ( 4 - 'J 
- 6- ^ Y^=i/-b -^>^;i/;e-dFi/ - 2H-'f V^^^ 
4 - C2 - (6-^ h:^r5^-l-:t=^FV-5-^>^;i/:r='ri'-lH- 
-l" V^^ry U >-2-^ )\/) 7xr:;i/T-fe^-b. 6-^hdei/-2- 

10 C2- (4--bD7x=;v) xf-;i/D - 5 -^^^^--n/^t'SpS^- 2 H -'f v^y 
U>-l-:^•>^ 2-C2-( 4 - ^5^;i/7 X - - 6 - ^ h ^i' 

- 5 2H-'fy=^r>'U>-l-:t>^ e-^h^^ri'-S- 

^i'- 2 - ( 2 - 7 x-;i/x^;i/) - aH-'fV^y U>-l-:t>s 
2 - C 2 - ( A-7->z'^)\^T 5 y 7 xx;i/) - 6- ;>{ b^Fi^-S-'^.y 

15 5=-;i/:t=^ri/ - 2 H--f U >- 1 >> 5, 6 - > ;t ^ - 2 

- C2 - (4-tKD:^ri'7 xx;i/) - 2H--fV^>' ^;>-l-:t>^ 
2- C2- (4-T?^7x = ;w) xf^;v) - 6 h^s^- 5 
$/-2H->i'V:Jr>'U>-l-:t>s 2-C2 - ( 4 - T 5 ^ 7 x x;i/) xf- 

- 6 - ^ h ^i^- 5 - 2 H-'f V^>' U 1 >Jg^ 

20 i^s 2 - C2 - (4 -i?^5=-;i/T5 7 xx;i/) xg^;i/:i - 6 h ^^i/- 5 
-^>5^;i/:t=5rS'-2H-'fV=^^>''J>-l-;3->x 2 - C2 - (4-^f-;i/ 
T 5. y 7xx;i/) x^;i/:i - 6- ^ hdri^-5-^>5^;i'3|-^i/-2H--fV^ 
y U >- 1 -;^->s 6 h=^r>>- 2- C2- (4-lf^U i?^ 7xx;i/) x 

- 5 - ^>5^;i/:t^e/- 2H--i'v:¥>'«J>-i-2)->> 6-p( 
25 isdEL,>_2- C2- ( 4 - tr i; X5^;i/D - f> 21A-^ 
-:t>JS^ffis 6-^h:^ri^-2 - C2 - { A - :^ i7 Xi ^ 

x^;!/]) - 5 3, 4-i?tKD-2H-'f'v:5F>'U 
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- 3 , 4 - i^ t FD - 1 H --f V^y >; >- 2 - 'f 7 

- ^^ 2-C2-(4-t KDdpi^7xn;i/) - 6- p(b^i^-5- 

3 , 4-i;'bKo-2H--rv=3r>'U>-l-:^>> 2 - (2 
5 -7 x-;i/xf^;v) - 6 -p< h ^Sri/- 5 3 , 4-i?bHD- 
2H--fVdpy';>-l-:^>s 2 - C2 - (4-T-lr^;i/T^y'7x-;w) 
- 6 5 -^>5^;i/:t^ J'- 3 , 4 - t: 1« □ - 2 H - V 

:^^yU>-l-;t>^ 6-bh*D:^i/-2 - C2 - (4-b K D^pe^ 7 
Ji^^^l'D - 5 -^>^Jl:^^iy- 3 , 4 -i^b K D.- 2 H -^f ydpy >;>-!- 
10 2 - C2 - (4-^5^;i/7x-;i/) - 6 h'Jpi'- 5 -'^.V 

^;i/:tdp>>- 3 , 4-i?b KD-2 H-W V^SF 1 2- C2- 

( 4 - P' 5 y 7 - 6- ^ b^S/-5 - 3 , 4 

-5;tHD-2H-'i'V^r>' U> - 6-^ f:^i'-5-'<>5^;i/:t 

dp - 2 - C 2 - ( 4 - If U - 3, 4-J?bl«D-2H--fV^ 

15 y'J>-l-:t>s 6 h =3p$/- 1 -;^-dpV - 5 3 , 4 
-i^b F n- 1 H-'T V^y 2 -*;i/5t?>^ N- ( 4 - 7 ^ ^ 7 x 
T$ Fx 6 h =^S/- 1 -:a-dFV- 5 3 , 4 - b h* D 

- 1 H-'f U > - 2 N- C (4 y7x-;i/) 

20 lH--fV^ry';>-2->ij;i/xP>K N- (4--hD7xri;»/) K> 

T-^h^^ri'-S - C2 - (4--hD 7 xr^;i/) - &-^>^)\/t^ 

S/- (IH, 3H) -:3e:^\/'J>-2, 4-i?;t>> Y-^h^^i^-S - C2 

- (4-lfUi^;i/) x^;i/:i - 8 (IH, 3H) 
>-2,4-J^:t>> 3-C2-(4-7$y 7 xx;i/) 015^ - 7 - ^ h 

25 df J/- 8 -^>^;i/:^-=^i'- ( 1 H, 3 H) -dF:h\; y >- 2 , 4-S;;t>^ 3 

- C2 - (4-bKo:3FS/7xx;i/) x^;!/) - 7- ^ h^i^- 8 

:^>>- (IH, 3H) -^r:^!;';>-2, 4-S;:t>> 3 - C2 - (4-^5^ 
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/ 7 xr:;i/) xf^;i/:) - 7 - V^i/- 8 -^>g=';i/:tdp>>- ( 1 H, 3 

- 7 - h^iy- S (IH, 3H) -^i-^J^)>- 

2, 4-t>:t>. 7 h dpi/- 8 1; >- 3 
5 N- C2 - i?;!/) X5^;i/) F> 7 h ^ilri'- 8 

:^ri/:^y <; > - 3 - N- C 2 - ( 4 - b H n ^^5/7 xx;i/) x^;!/;) 

T^Ks 7 h dF>>- 8 -^>5^;i/:t:^->dF->' ij >- 3 N- 
C2 - (4-T^y7xx;i/) X5^;i/:i T5 h'. 7-^ h^i^-8-'^>5^;v 
:t=3pi'=Sr y >- 3 -*;i/5}ti/^ N- C2- ( 4 -X b D 7 ix;i/) x^;)/]) 
10 T'^Ks iS^V^ 7 - p< h^i/- 8 -'^>5';i/:^^^'dr>' U > - 3 -*;i/5j?>K 
N- C2 - ('f 4 -'f x^;i/) 2 - (4-^h:^r>>- 

3 -^>'5^;i/:t=^ri^7 xx;i/) -4, 4 - 5^ ^ - 4 , 5 - t K a :t 

2 - (4-p(h^2/-3 7 xx;i/) - 4 , 4 -S^^^;!/ 

-4, 5 -i^t l<D:t:^^1f\;-;i/, 2- (3, 4 - J^'^>5^;i/;tdp J/7 xx;i/) 
15 -4, 4 4 , 5 -e^h KD;r:Js^-y-v^-;v, 2- (4-p<^;i/^:r 
- 3 -'^>^;i/:;a-:3FJ/7 xx;i/) -4, 4 - ;>( - 4 , 5 - K d :t :^r-y- 
2- ( 3 4 -^>9^;i/5^:r7xx;i/) -4, 4- 
i'^-^;i/-4, 5 -i? t KD:t:^^•l?•l/-;^^ 2 - ( 4 - '^^^ > 5=-;i/:t dp i/ - 3 - 
^>5^;i/'5=-:t 7 xx;i/) -4,4- 4 , 5 - t H □ :t ^-y-^/-;!/, 2 

20 -(4-^h#i/-3 -'^>5=-;i/;r=^i'7 xx;i/) - 5 - ( 2 - b U - 4 , 

5 -S^b h-D:t=^r1?-\/-;i/o 
±13 (10) mmoib'^mtLXit. feilTiD'fb^tl**^* bV^o 
7-^ h:^ri'-2-:t^V-8 -'^>f-;i/:t^>> -1, 2-5^bKDdpyi;> 
-3-*;i/4?>® ( 2 - tr U 4 --f ;i/x^;i/) 7 § l«^ 7-;><h^>>- 

25 2 V - 8 1 , 2 -i^ b K D dpy U > - 3 - *;i/7}?> ^ 

(4-7$y^>i^;i/) 75 K> 7-^h^i/-2-:t^y-8 ^ 
i'-l, 2 -i^b KD dF^ 1; >- 3 C2- (4-7'$7 7xx;i/) 
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±fB (1 1) IB^0^^4feJi: b-Ctt> eiT©^b-a-ti*«Jf * bV>o 

7-^ bdF-i/-2-*dFV-8-'^>f-;V3}-^5/-l,2-i?t h*DdFy U >-3-*;i/5if 

2-i^b KDdry U>-3-A;i/3lf>^ (4-T$y'Oi?;u) 7-^ b :^ri'-2-:t 

dFV-8-^>5^;l/:t^i^-l, 2-$^t U>-3-*;i/7i?>® C2- (4-T$y7x 

T$ h% 7-^ h:^ri^-2-:t^V-8-'^>5^;i/;^-:^^-l, 2-i>t KD:^ 

yi; ^-a-*;!/^!?^^ (4-P'5y 7*-;!/) 7$ K^^iS> 7-^ bdp$/-2-:t^v-8 
10 -'<>^;i/:t=5F5'-l, 2-i^b Kn^py «J >-3-3!7;i/5}?>^ (3, 4-^>U>i?;i-^'>^ 
TKY. 8-aibdr>>-7-^ l>dE^i'-2-:t=3pV-l, 2-J^l: KDdr>"J V-3-* 
^l^l^^^ (2-br9$^>-4— r;i/x5^;i/) T'S; K 7-^ h:^r^-2-;r^V-8-'>?.>5^;i/ 
2-i?bKDdp>'«J>-3-*;i/Jjt>K [2- (4- b KD^J/7x=.;i/) xf-;i/] 
T$ h% 7-^ bdFi/-2-:t*V-8-^>5=-;i/:tdFi'-l, 2-5^b Hndpy y >-3-*;i/ 
15 7n>^[2- (4-7;i/:tD7x:^;i/) 7-p< h^5/-2-;t^V-8-'^>5^ 

^l/it^i'-l, 2-J^b Hodpy U >-3-*;i/5j^>^ (4-bUi^>'l/^5^;i/) Z5 h\ 7-^ 
V^t^-2-:^^V-S-^>'^;V:$-^i^-l, 2-S^b KDdr>' U >-3-*;V7t?>^ (2-b 
T^K> 7-->< h#S'-2-;tdpy-8-^>^;i/:tdp$/-i, 2-S?bKD 

20 2-S>bFodF>' >-3-*;i'7jt>K (3-by h\ 

7-^ h^ri'-2-:t^V-8-'^>^;i/;r=^r5/-l,2-i?b KD^fy U V-3->ij;i/7j?>K(2 
-tf 'Jt^;M5^;i/) 8-:/h^i/-7-^ h^i/-2-;r^v-l, 2-i^b h-D:5r>' 

<;>-3-*;i/^>®| (2-7x-;i/x^;i/) 7'$b*> 8-:7h=^^^'-7-^ h=^^-2-3r:^r 
V-1, 2-5?b Kn=^r>"J>-3-*;i/>J?>K [2- (4-7;u;tD7xx;i/) xf-;i/] t$ 

25 b\ 8-:r hdFi'-7-^ h=JFi/-2-:tdFV-l, 2-J^b Hd:^^ U > -3-*;1/7}?>^ (2 
-bUi^>-4--f ;i/x5^;i/) 7$ b% i-:fY^i^-7-;i h^i^-2-:t=JrV-l, 2-S^b 
Kn^y y >-3-*;i'Jt?>K (2-b';S>>-4-'f;Wxf-;i/) ^'^K^Kffi. 8-xbdF 
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i/-7-^ Y^i^-2-:i:^V-l, K Ddr^ U >-3- A;i/7j?>^ [2- (4-7;!/;^ 

HD^y i;>-3-*;i/7l?vK C2- (2-7;i/:tn7 3i-;w) x5^;i/] l«^ 7-p< b^pj/ 
-2-:^:^rV-8-^>f-;i/:^^i'-l, 2-J^b FndFy; >-3-*;Vsl?>K [2- (3-7 

5 ;i/:tD7 7x::i;i/) b\ \^^t^-2-t^V-b-^>^)\/:^^i/-l, 2 

-i't b'Ddey <; y-3-*;i/7l?>K[2- (4-t KD:^'>-3-^ bdF->7x^;i/)ai5^;i/] 
T'^ b% 7-^ hdf^i'-2-:*53pV-8-'>?.>f^;i/;rdF$/-l, 2-J^b pD^^-y i;>-3-*;i/ 
7}f>^ [2- (4-^DD7x^;i/) ^5 b\ 7-^ h^i/-2-:t^V -8-^>5=- 

2-S^t KD:^y U >-3-*;i/7p>^ (2-7x^;i/ji^;i/) t5 h\ 7-p< 

10 hdp$/-2-:t=3pV-8-'^Vf=-;i/:tdr'>-l, 2-5^11 KD^py U >'-3-*;H}?>K (4-<;( 
g^^l/^VJ^;!/) 1<> 7-;^ bdF>>-2-:t=¥V-8-'^>9';i/::t=¥'>-l, 2-5^bh*D:^r 
y >;>-3-*;y4?>^ (4-7;i/;tD^>j;;v) t$ 7-^ h:^^i'-2-;r:^v-8-7" 
n7}?:^^-i, 2-i?t FDdFy i; >-3-*;i/7}?>® (2-tru 5?>-4-i';i/ji^;i/) t$ 
h\ 7-p< h:^ri'-2-:t=^V-8-7D7l?^$/-l,2-i^b Kodpy U >-3-*;i/5j?>® [2 

15 - (4-7;i/:t0 7x^;i/) h\ 7-^ b^i'-2-:t^V-8-7"D7}?dri/-l, 

2-S^b Ko:;|r7 ';>-3-j!7;i/7t?>^ [2- (4-b KD:^i/7x-;i') 7 
h^i'-2-:t:^V-8-7'D5j?dri/-l, 2-i?b KD^F^ U >-3-pb;i/5l?>K (3, 4 

S^b KDdpy';>-3-:ij;i/j}?>^ (2-7xri;i/ai5=-;i/) T5 h\ 7, 8-i^^ h^^>-2- 
20 ;r=5F-y-l, 2-S^bKDdpy U>-3-p!7;i/7|?>K [2- (4-7;i/;j-D 7x-;i/) 

T$ h\ 7-^ hdEis>-2-;t=^ry-6-^>g^;i/:t^i'-l, 2-J^b KD^^y U >-3-*;i/ 
7t?>^ [2- (4-7;i/;t0 7x^;i/) xf^^l/] F> 7-/ V^iy-2-:f^V-5-^> 
^jVt^iy-l, 2-J'b l«D:^ry U>-3-*;i/7tt>^ (3, 4— ^5^1/>i';^-:^r5/^>J?;i/) 
b\ 7-^ h:^^'>-2-:t:^rV-6-^>f-;i/;r=¥S^-l, 2-i^b l«D:*-y Ui^-S-*;!/ 
25 7}t>M (2-^;i/7K9yj:-5^;^) T§ h\ 8-xhdFi/-7-^ h:^ri'-2-:t^rV-l, 2-5^ 
b KD:^y <;>-3-*;i/5j?>^ (3. 4-^5^l/>$;;r:^ri''<->i^>'W 
7-^ hdpS/-2-;r=^PV-8-'^>5=-;]/:i-dFJ/-l,2-i>b KD:^ry U >-3-*;i/7R>'^C2 
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>-3-*;i/5jt>K (2-^->l/*'jyxf-;i/) T5K> l-p{^;i/-7-^ b:%^e/-2-:tdpv 

-3-*;V7j?>K (4-7;i/*D^>$^;i/) h\ l-p(^;i/-7-<>{ hdr^'-2-:tdFV-8 

-'O^^^l/it^iz-l, 2-i^t Kndry U >-3-:;!j;i/;i?>^ [2- u^i/y ai=. 

)]/) ai5^;i/] h\ V -8-^>^)V:;ir^i/-l, 

10 bKDdpy «j>-3-*;i/jn>K (3, 4-^^i/>s?;a-dp>>^>i;;i/) t$ h\ l-ptf^;!/- 
7-p< h^i'-2-:t=^rV-6-^>5=-;i/;t^J'-l,2-$^t KDdpy U >-3-*;V7}?>^[2 

- (4-7;i/:tD7xx;i/) x^;!/;) K> l-^^J\/-7->t.V^t^-2-:t^V-6-^ 

l-;'<5=-;i/-7-^ b^i'-2-;tdf.v_6-^>f-;i/;4-dlrS/-l, 2-i^b Hndp-y i;>-3- 
15 *;i/5j?>^ (3, 4-^^\yyi^t^i^^>if)V) TK h\ 7, s-'J^y^;v:i:^iy-2-t 
^V-l, 2-i;t KDdf^y ij >-3-:ij;i/7}t>^ [2- (4-7;i/;tD7xx;i/) x5^;i/] 
5 h\ 8-fc \:x3^i/-7-/. h^t^-2-:^^V-i, 2-yt Kodpy U >-3-*;i/:}?>® 
(3, 4-^^l/>5^:tdpj/^>>:;;i/) t5 h\ 7-;>( h=JFe/-2-:t=^V-8-'^V^;V:tdp 
i'-l, KD:5r>' 'J >-3-:^;i/pJ^>^ (3, 4-i; t Ho^pi/^i/j;;!/) t'^ K> 7 

20 h^i/-2-:t=SrV-8-'^>^;i/;t=¥i'-l,2-i^t b*DiF>' i;>-3-*;i/5ft>K (4 

-t KD:^i/-3-p< h\ 1-0- {2-b KDdpj/-5- [(7-^ 

i/-2-3j-:^rV-8-'^>f^;i/:r^$^-i, 2-i^t Ka-3-^y >;;i/) /t7;v^-;i/T^y ^ 
7x-;i/} tJ^'^i/^i/K "^n^^, 1-0- {2-b KD:^e/-4- l{7-jih^i^-2 
-:r^V-8-^>5^;i/;t=^ri'-l, 2-i?t FD-3-^y U;!/) *;i/?J^-;i/7' ^ y 

25 7xr:;i/} t7;i/rJ'>K •>d>S?s 5- C7-;>< h^S/-3- {(3, 4-^f-l/>S^:j-^J''<> 

*;w;^'fM -2-:?r^v-i,2-i^t Kn-s-^y '<>>iJ'>^> 5 

- C7-p< Y^->-3- {(3-b Fd:5fS/-4-> bdF«>^>s;;i/) *;i/yt^-r;i/} -2-*dF 
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V-1, Z-i^hYu-S-^y ^y^y^. 8- (5-t KD:^r^^>^;i/:t=¥ 

_7_^ |.df^>_2-;t=^V-l, 2-i?b KO^^yj >-3-*;i/7}?>^ (3, 4-^5^1/ 

2-i?t h-D:^y <;>-3-3!j;i/5j?>^ (4-b KD:^ri/-3-^ h^^^J/^^i?;!/) 
5 5^$ Ks 8- (4-t l«D:^i/'^>5^;i/:t^i') -7-^ h^^ri^-B-^Tdf v -1, 

dfy ij>-3-*;i/5j?>i^ (3, 4-p{5^U>i^:t=SFJ'^>i^;i/) ]«s 7-^h^i'-2- 
;^d^y_8- (4-:t^V'^>f-;i/:t^i') -1, 2-J^tFD:^r>' >J >-3- (3, 
4-;^^U>i^:^^y^>i»\/) K> 8- (3-t -7-^ 
.>_2-;j-dF.v-i, 2-i^t KD=3e>' U >-3-*;i/>Jt>K (3, 4-^5^V>i?:t=JFi/^>i^ 
10 h\ 7-^ b:¥-^>-2-;t=3FV-8- (3-;r=^rV^>5^;i':«-=3pi.) -i, 2-J^t Kn 

:^yiJ>-3-*;i/*>^ (3, 4-^5^1/>i?;^-^i'^>i^;V) 8- (2-th*Ddr 

-7-^ h=¥5^-2-:t=5pV-l, 2-i^t h*D:^y'J >-3-*;Wl?>^ 
(3, 4-p{^l/>i^:t^$^^>S^;i/) h\ 7, 8-S^h h* Pdps/-2-;t=^rV -1, 2-$^ 
h HD:3F>";>-3-*;1/^>® [2- (4-7;i/:t0 7x:z;i/) 7^ b\ S-:fh^ 

>>_3_t ]s•□:^lf:^>;^^;^-7-^ hdri'-2-:t=^^V-l, 2-i^b h-D:^^ N- (4- 
7;i/:tD7xr:;i/) *;WU>K (8-::/h^S^-7-^ bdFS^-2-:t=5FV-l, 2-i^b K 

_7_;^ |.:3fLj,_2-:r^V-l, 2-i?t KD^py >J>-3--(';i/) ^5^;i/3i;^x;K 3-i^>>< 
20 y^5';i/-8-3ih ^5^-7-^ h=^i^-2-;t^ v-1, 2-i>b Kn^py U >^ 8 

-:/h:^>>-3-T^y ;^f^;i/-7-^ h^$/-2-:a-^V-l, 2-S?t KD:^^ U 8-a: 
l.r^.>_7_^ h:^^i/-3-^;i/*';^^^;i/-2-3l-diiv-l,2-i^t Yv^y U >>N-[(8 
_^].d^>>_7_^ |s:i|p>>_2-:t:^rV-l, 2-S^t H D:^r>"J >-3-'f -N' 

- (4-7;i/;rD7xn;v) N- l(i-:rh^t^-l-^h^i^-2-t^v-l, 2 

25 -J^t h-Difyuv-3— f;i/) - (4-t Kd:¥-^7x=;i/) T•b^T5 1<^ 

7_^ lsdp^>-2-;^-=^^V-8-'^>5^>'^:t^i'-l,2-i?t KD=^y U >-3-A;i/7l?>^^ 
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V^iy-l-:^ ]sdf$/_2-:rdpV-l, 2-i^l: Kn:^^^ U >-3-*;i/7j?>Ks 7-^ h^i^ 
-2-:rdev-8-7DJj?:^r$^-l, 2-$^b Kndpy U >-3-*;i/5}?>®, 7-;><bdpe/-2 
v-6-^>^;i/:t^i/-l, KDdry U >-3-*;i/4?>^> 1- ;'{5=-;i/-7 

b^^-2-;f:JFV-8-^>5^;i/:t:^i'-l, 2-$^b KD^py U V-S-ptj^WxP^^, 1 
-^9^;i/-7-^ b:^r>>-2-:e-:^rV-6-^>f-;i/;r='P5/-l,2-i?t Hodpy U>-3-* 
A^Tif^>m. 7-;>< h:^i>-2-;i-:^rV-8-^>5=-;i/:tdpe/-l, 2- i't h'D^y U >- 3 - 

±|B (1) ~ (1 1) IBliO-fb^feti. KS^itiasftjef^fflS;^ 
l-^-fb-^ife-^feSA^ ^(D§' < \tti>±\iy^ hf^ffl?fe5st^ 

^^W^ithX. 7:tJV:^zt y >j|nJS[K: J;:5cAMP^^SSJ5K&iaS-r 5 Jl t>&ST? 

^ ^ ^b-^t; ^ jlU? 1- n « J: v^ o 

±13 (1 2) ~ (1 7) iaS80^b^t>tt> I" F 1 ^S^i*:?' :J- ;^ 

Ktffl*'t1"-5'fb'&%T?fe t)x -tCDflljitts Current Medicinal Chemistry, 1999, 
Vol.6. No.8, p636 t iiS^ $ nr V\ * , 
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±IB (1 8) ~ (2 0) 0V^fn*»^::IBJi0^b-&t?^)^ *>:Miy'(' Kg^i*: 




HU-210 



HU-243 



CT3 




1-r:?h+$/-HU-210 

OC(=0)CH3 




DALN 
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±13 (2 1) ~ (2 5) cDV^■f tiA»tc:fB®0^b^«>*s *>:Mi^'f 

o 
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U^ 0i^«s 1 -^^;l/al^^>^ 1 015^1/ 

5 1, 1 - i^^5=-;i/xf- 1/ >^ 1, 2-i?^^;i/ai5^U>> 1, 1 -J^a:5^;i/x^ 
1, 2 1/ 1 -xf^;w- 2 -^f^;Vx5Fl/>s hU;?<f=- 

|;^f•^>^ 1, 2 0 2, 2 h u ^ >^ 

1 h i; ^ 5=- V >^ 2 - X5^;i/ h ij ^ 5^ V 1, 1 - i^xf^;i/ h ij ^ ^ 

10 1, 2 -s^x5^;i/ h i; 2, 2 -j;x^;i/ h U ^^i/ >> 2-x 

2-^5^;i/7^ 1, 1 h ■7^5=-w>> 1, 2-i^^f^ 

;i/7' h 7 ;< ^1/ >^ 2, 2 -$^;><f^;i/x h >s 2, 2-S?-n-7'Dtr 

• 15 R i©T;i/dr v> i: t-ctt> 2~ 9 ®ii^;KXtt^K^©T;i/:3p 1/ >^ 

j^^l&2~ 9 0^5>«^tli0z;i/dpv>>{)S«^S tVNo *i*:ftJCtt> 2, 2 
U;><f-^>x 2, 2-e^xf-;i/h i h u ^ 5^ 

2 b U hijp<g=-l/>s 2, 2-i^-n-7-Dl^;i/h ij 

2, 2 -i^-'f V7'Dif;i/h u^5^^'>^ 1, 1 -i^^5^;i/x^ 1/ 
20 X{i 1 -^9";^x5=•^>As^^$ bv^o cn ?>0<iSS-^tt. n-ri-sojimh 
S-R^-N0Jiif=<^L.feJ»^©ffil:;&S3Si5|ct*o 
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>-??liiJi$nfc7';i/dFv > (^?oiL«s 2, 2 -xf-i/> h 2, 2- 

15 b'J^5^1/>b';p«f=-V>> 2, 2-rh7^^b>b>;p<^U>s 2, 2-^ 

(««J^«s 1, 2 -7" h 1, 2 -Jif-lxy b U 

W>^) *sQ-^$nSo 2, 2 -x5=-l/> b U 2, 2- 

hUpi^^i^vh'j^^^^s 2, 2-5"^7^f=•^>^';p<f=•^>^ 2, 2-^ 

20 ^iS^p^f-l/^ b y ^5^l/>i>*|(f* U <s <NFt3s 2, 2 b U 
2, 2-xhvp<g^U>h';^f=-V>N 2, 2 -'^>^;^^l/> b U 

rT;i/^;i/j iK^iS 1 ~ 1 0 0iim4^X{i^ett0r;i/=^;i/*iti* u^ 
25 ^^;v^ n-T'Di^;!/^ i-T-Dtf^n/, n-:/^;i/> i-r^ 

;i/> s e c - t-:r^;i/s n-^>^;i/> neo-^> 
n-^^S^;W> n-'s7'5=-;i/s n--tiP^)\fs n-y'— ;^^ n-x5';i/'6t 
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^«:e?jctt> n-7•^tr;l/^ i-7'Dt!;i/> n-:?"^;i/> i- 

>f-;V:r*5^> n -^:3i=-i';i/:t^^'N n -^7•9^;^3r*i'^ n - :t ^ ^ 
10 sec-:rh^i'x t - ^ b ^^i^ UV^o 

i - tr;i/5^:tN n -:?'f^;W5=-*> i - s e c - t 

15 1 ~ 4 0ii^3Z.{^^^tt®T;i/^;i/5^;tAs$f S b < ^ 3:5=-;)/^ 
n-rn i - 7*0 tr;i/f-:t> n - i - 

s e c -:r^;i/f-;tN t uvno 

20 $ ^ J^Ji^'^l/T? ^ s y U }f }\/ ^ ^ ?]/ T 5, J ) > 

y ) > TV )\/^A^T % J (00^ «s 'Oi^-'l'T^ 1 -7 x-;i/x5^;i/7 ^ y^ 
2 -7 xr:;vx^;VT 5 ^'s 1 - 7 xx;i/7'tl If^VT" $ ^ ^ 2 - 7 x x;i/7'n If 
25 3 - 7 xx;i/7'D tr;!/^ 5 1 -:^7^;^,><^;^7'^ 2-±-7 

^ >::^;i/jnx;l/T$ >'^ x^ >;^;i/7txx;i/T 5 y ^) s T ;i/ -Jr x ;i/ :t =^r * ;V 
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7x:z;Vx5^;i/) , 7 x-^vro t!;V (^«J^«x 1 - 7 x 7" D tf 2-7 
xn;i/7*n t!;l/^ 3 - 7 xr-^VT-D ^ 7 «^ l-:^- 

7f-;i/;»<^;i/s 2 -:^7^;i/^f";m) ^A*^{ffeix*o 

15 v;)/:Jr;i/:t^i:^j O T 7 ;i/ ^ ;i/ ^ ^ ±bB ^Tv)^/-^)\'1 

:^:^'> C^^^fis 1 -7 xr;;vjif-;i/:^:^ri/, 2 - 7 x-;vai^;V:t ^5^) , 7 
x:i;i/7'D5jt:3pS/ 1 -7 x-;v7'D 2 -7 xzi^VT^n tr 

;i/;t=^ri'x 3 -7xn;u7'D\f;i/:rdp>>^) > :?-7f-;i/p< hdp>> 1- 

20 :^7^;^p< h =3ei^> 2 7f->ii/^ b^i'^) ^A^^w ^nso 

1 -7 x:z;vxf-;i/f-;?r, 2 - 7 x x;vxf^;i/^;t ) ^ 7 x x;i/r D tr;i/ 
1 -7xx;i/7'alf;V5=-:t> 2 - 7 x-^I/t^d lf;i/f=-:ts 3-7 
25 xx^i/T'a If > :J-75^;i/p(g^;i/5^:r (^aj^H^ 1 -:^7 5^;i/.>t 

2 -:J-7 5=-;i/;><5^>'l'^:r^) ^A^^f^ 5>n*o 
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?L\£. 1 -7 3i-;i/7'D tr;i/r 5 2 -7 x-^i/^D tr;i/T^ 3-7xr: 

rT)va^iyT/u^)ij tits ±IB rr;i/=i:^ri'j -cgJSi$nfe±IB rT;i/dp 
^jil*L^ ^ ^:^ri>'p<f^;^^ xhdri/^^;i/, n-yv■!r^^t/ ^ ^ 

10 dpi/xf-;i/^ 1 - n-7'D7}?dpi/jif-;),^ 2 - n -7*0 5}^dF>>x5^;v, 

1 -X h ^i/-n-7'o 2 -x h n -T'D t;;i/s 3-xhdp$/ 

-n-7'Dtr;i/s 1 -n-:7'D7}?^^-n-7'Dtr;i/^ 2 - n-7'D5l?dFi/- n 
-7'Otr;i/. 3 -n-7'D5j?dj^i/-n-7"Dtr;i/^A«^(f ^.nSo 
15 ry)iif.)],^:irT)V^)lA tits ±13 rT;i/^;i/5":^j ■eg^fe$nfc±BB 

^Mf&^bs MPiits ^=S-)\/^iiS :^'f-)\/s xf^;i/f^:^^f-;i/, n-7'Dt 
1 -ptf-^l'f-si-x^;!/^ 2 f-;v^;4-xf-;i/^ 1 - x ;i/ f=- :t 
x5=-;i/s 2 - x^;i/^:t xf-;i/^ 1 - n - t^d if ;i/f-:txf-;i/^ 2-n-7'ntr 
;i/5=-;tx^;i/, 3 - n - 7*0 tf;i/^:tx^;V^ 1 - p< n - 7"D tf;i/^ 

20 2 -^5=-;Vf-:t- n-7'D 3 -p<^;v^:t-n-7'ntr;i/, l-x5^;v5^ 
n-ro 2 -x^;i/f=-:t-n-7'D 3 -x5^;i/f-:t- n - 7*0 

tr;i/^ 1 - n -yv\f)V^t - n-yu 2 - n -7"d Vf^l/'j^rt- n - 7*0 

tr;i/. 3 - n-7"n n-7'D If & ti-So 
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r^mmumm^mj tit. mmm^. mmmi^. ^^v^y^itmnm^^ i 

2-7 «; 3-7 ^ 5^x-;]/ imtit. 2-f■x=;^^ 3-?-xr:;i/) , tra u;p 
i-ifDU;v, 2-ifDy;v, 3-tr a ^ 5 -5^ 'J ;i/ (f!I;?.H^ i- 
5 2-^ ^ tJ^vf 4-f $^v^u;v) > i-tr 

7 'J u 3- If 7 y 4-if 7 u X b u t i; u >>i/ (i^ ;i «s i, 2, 4- b 
';Tv^-;v-i-f 1, 2, 4-h u ';-;i/-3--f ;v> 1, 2, 4-b Tl/-;^-4- 
'f ;i/ ) ^ X h V ;i/ (t^j X «s 1-7" h ^ ji. 2-7- h 7 1/ 'J 5-7^ V 

>J;v) ^ 2-:t:3p•y•^/';;l/^ 4-:tdFi?-\; 0 5-:tdpi?-vr 

V -b- U ;i/ ) X i-'f-T'J ^) 4-f-Tv^U;i/> s-^r^J 

s u v^^tv; >; ;v (^ai^Sx s-t v5=-tv"j 4-< v 

^P'l/y^i/x s-'f v^rv^ 'J;i/) X trui'-n/ 2-ifue^;i/> 3-^^U5^;^^ 

4-t; 'J > tf'j^j^-;!/ 3-try 4-i^ u . t; 

15 1;^ 2-if u $ i^-;i/s 4-tr >; 5 i^*-;i/x s-tf 'j $ i'^;!/) ^ 7 

7-tf-;v 3-7 ^-y-;!/) > if7i^=;y 2-t;7i?:::;i/) > 

iir^=>jT^J 1, 3, 4-:t*-9-s^TV^-;v-2-'r;i/) s ^0^/7 U ;i/ m 

X \t. 2-^ > 'J [b] 7 U ;V X 3-^^ > 1/ [b] 7 U 4-^ > [b] 7 U ;i/x 5-^ > [b] 

7';;Vx 6-'<>i/[b]7 'J ;i/> T-'^^v^ib] 7 •;;!/) x v^5=-3i-;i/ (^^Jx.«x 2- 
20 ^ >^/(b]5=-x-;i/, 3-^>\;ib]f-x.-;i/x 4-^>^/(b]f-x-;i/, 5'^>'/[b]^x. 

i-^> 5, <J'*v' ;i/x 2-^> iz-f $ i5^\/ 'J 4-^>'J^ i-s^^J ^) 5- 
^>^/'r N i?^>i/7 ;i/x ^^^^^^r^i^-v^ 'J ^ii/n ='f-/' ^-y- u;i/ 

25 ;V (^^ ^ 3-'> > ^ y -;i/x 4.i/ > y y =;l/x S-S/ > y V -)\^. > y y 

7-i'> >' y -;Vx 8-^'>>' y-;i/) > («?9^«> 2-:^^:hi; y ^>>i/. 4- 

d|r:^>/yx;V^ 5.:^P:f >; y 6-=^:?- >/ y 7-*:^'^y --'I'N 8-:^r:^\/y- 
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s J ^-^J u;^^ s-^y 6- 

V dp y "J 4-'r V ^ >' >; ;i/s s-^f v y u 6--f v u n.^ v^j^) 
7^ <j 6-7" >; = v-r^ u ^ 5!7;i//vy u 7 x:^ > b y 

2-^ y K u ;^^ 3--f > H 'J ;^^ ^-^ > H U ^I's s-f > H 'j ;^^ 6--r > K U ;^^ i-^ 
10 >KU;i/) N V 'f > K y 1-7 x:^i^=l;l/^ 2-701 

*fett7 xy 5=-Ti^=;v 1-7 xy f-TS^-;i/> 2-7xy''3^ 

7'i^-;i/> 3-7 xy ^Ti^::^;i/> 4-7 xy* ^As^Jf e)n'5o 

15 ;l/AS$f^bV^o 

U 3-ii D 'J ifD <j . 2-tf a u 3-lfo U = i-'f \¥ 

'J 'J 4-< ^ li^v/ U 1-1^7 \; u 3-b! 7^; u 4-tr7 <J 

25 \/ u i?-;Vs 3-if7 u J'-;!/, 4-1^5 \/ i?-;i/> i;'^<Ji^y> 2- 

its u 3-^;i/* u >'> 7" h 7 1 yxi\^v =:.)]/mifimi ^n^o 
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ij^i;, troui^y. i;^^ -ij^if * Uv^o 

10 ri/^DT;i/^;i/j tts ^^j»3 ~ i o ©^H^sawj^^bTkil^S^i* u^ 

hy^f-l/>> ■rbv/^V>s ;^ V > 

iSO'xxO®^ J:V^jK^ISC3Xii 5iiM^0T;v:3pu>A5i?* U 

35 
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:^J;^;)f-;l/^ i-7'o:^^S/*;i/7J?-;i/N n-:7 h ^i'*;V5}t:^;v, i- :r b dp */ * ;i/ >}t 
15 ;Jt::i;V^As^$ UV>o 

rgii$ti-cv>"C J:v^*;^/■^^■1' -(Vj ©iimSi: U"Ctt> 
z■fe^;^^ 7'Dtr:t-;v> ^>V-()vm) mifim-fbti^o itjj\^^^'^-( )im0m 

I 
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^i^^ 2-yu}^=.)\/-^^i/s 2-:?"^-;i/:^dri'> s-r^^^;!/:^ 

rT;i/^;i/x;v5}^-;vj fcutSs p< a:^ i/;^;l/7^^- 

;^^:i^^l:f e,nse 

> ±13 rj/^ D7';i/^;i/j ^ TIB r>>:^ n 7;V'Jr:2;vj ^^^{j'^n^o 
r^;i//r-i/ >j tts ±13 rT;i/dF-u >j c Hi$fett-enw±0— fiiS-a-* 

^■r5]^^i!c2 ~ 1 2m(Dmm^^Tz\t^^^(07)vir=.\^ym^MmLs 

25 t:-i/>s yv^-\yy^rz^t:fy'-]yyifi^\-f'^ti^ot^l^L<\t.^m 
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J: > ^g^$tl"cv^•c^) J;VNT;i/ndF$/z;i/^;i'j > rg^$ 
S T- ffi jit ® ffi S *s g g| $ IX t V ^ T * J: V % o 

nils 3^m) X /NDr;i^=^;i/ (^?J^(^^ cf,s ch,cf„ ch,cci, ^) s j\uy)v 

zi^i^^ Tf\^^)\f {,mX\t^ xf-;v, ^vrolf;!/^ tert-:r^;i/«) s 

:/f^u;^^ tr^^D'f;i/> '<>v^-f;^^ t: >*;i/5jtn;i/, i^^D^> 

D-%dri/;i/a?) , ^ D T ;i/ -Jr :i ;i/ (0iJx.«s <^ P 7 D^r:;i/^) . 
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^ff> ;><^V>S^:t*i/) X T)]/^\y> {m7L\t. ^5=-l/>s i^VVx h Up< 
10 75":^ i'T:?- ^^ T ;i/ dp ;i/ 5=- :t 

rt^ifOs f-:t3b;v5J?=^i'> $^9':t*;i/Ji?=sp$/s 

2, 2 -S^^ D Dai5=-;m) ^*s^tfe.nSo 
25 r^ND dF>>j ±|B rr^i/n^i^j ic l ut±®>'> d ^> A^^lfe bfc 

h^s/x b >; 7;i/:a-Dx h:^>> (2, 2, 2 - h 7;i/:r ox h^r>>^) 
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5 y )]/:^^^y {m7L\t^ I -y ^i-y V ^) 2-7j^i->Y^) 

10 X h dFi/«;Jf As^(f f,n^o 

T;^^-»^9^:t^ T;^^^>i^:t^'>^ /nd-^Vs bh-a^pi/^ 
5?Sli^^tS^«^3l (iag|^i:bttt> :t^v^ ^xD7 ';-;!/> /^a^>^ TU 
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;i/;^;i/7lT:^;i/. T J)/ / 5l\t^\V ^ >i\jT JV-^ i^mt tV^o 

{mx\ts 3^f=•^>^ h »;;>«'9^1/>> 

10 filSiSi: fCttx >'\n^>^ bKD^^Fi/. ri^ h% T^^s T;i/rJdF'>, T;V'Jr 
•r:;i/;r^i's T ;)/ ^ ;i/ ;^ ;V - ;V ;t =Jp s 



^ (I) Xa: (II) •e5^^n-5^-&tl{-:feVNTs m(4O~2 0^|i(*^tF|cU, # 
(C, m= 0 * UVNo 

^ (III) T•^$ns^-&!t^^c^5v^"t^ ^R2;atrR3©ili^t)•B■^ r^svr* 
cam-^ti'^s R4sz^•R5 0M•^*)■fr0l^-r^^*^-oeDm-&^D■e•i)S-^^3^t•^Ts 



(5S:'t'> #|3^ttffl3fclil«t8-??fe!J ;-Ri<"'-A-Rii»-^ -R^i'-A 

41 
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.0 

Jit T 0 < b ^ iia # ^ (f e» n * o 




(=&|B-^ttBUl3i:PI^# ; YttKlgii^> «lEltIi^Xtt-NR- ; R. R' &V 
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(1) mMifi^mm^mmx&:5,m-^. 
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^'&**SBJK:^'&$n-5o ^it«^ WO97/29O79|B«0'fb-&ii^'^> WO99/02499 
(2) mslAs^^gJfeOj®^, 



20 -&#:^^9EU•CV^t^» J;V^@^^S$ntV^■C^) J;^^^itfeS:®■&;&s»^ ^^V^o 
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jS-r-S^&^Stts Design of Prodrugs, Elsevier, Amsterdam 1985 }3 $ 

^>5;>;i/A;i/>'^p<- h^) ^ ^'^K^*: ti^^wat^ h\ r-fe^^n 

T-b^-bs i^/iDx-b, '^oyx-h^) mt^m-f^tiio 

«>A^^ ^>i>vi/ h u 7^;i/T>^-'j' A^^ ;><^;v h 5r^'5=-;i/Z>^x^ A 
JBs 5^ b7rf-;i/7>^xi>Am^0^4«l7>^xi>A^ ; 7';^^x>^^ 

25 mmm. mmi^s vymm. ^mm^ mm^mm. mmmmm^omm^m-.m 
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fl-5Stfcrn: J: =i^ff3\zm^t ^mfSi. m^^. mm. 

(c:. ^^I^K^ -fb^^S^diift;.): DiS^ilJiSs JJ^S^^j: i:*s?S14<b$ tit® :i i.. 
20 SfS?fejiJ5|ct" i»o 

25 m-^i:0mnis>-¥mM. fesv>tt> sjm^i*> sspfaai^s jST^itfeifoaitffi 

mmxitMmm. mxn. r^mm. i^^Ms mm. <hL <{i^mM^ifom&ist 
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. Mm^A (^jtidis r3-;i/^:^ h >; -^A^) xjit&^R^j (^a^ 

-c ^ffl f -S ® ^ t X !i® <b^J i: bT ffl V^ ^ o 

20 2|i:|gW^b^ifc®iS!-^fittx S!^Bfi§s Ja^®3ffi^s ■^fix liSlis feSl^ 

\mm-^n^W.m (&^i:-rti«) «J^lcJ;D^&t3s ft«l«fc:ttEBili®*iJBrl- 
gia^tl^A^s ?gP^#®:©^> #«lkg fefc t)> 1 B 0.0 1 ~ 1 0 Omgs 
$ U <tt0.0 1 ~ 1 Omgs J: t)»t t < ttO.l ~ 1 Omgx I^^Pja#®@-&x 
«i:a lkgfe/i?3x IBO.OOl-lOOmgx if*U< 0.00 1-1 mg> 
25 »$L<tt0.01-lmg ^ig-^f^o l~4|E|fc»aiUtlS!#-rtl«J; 

±fB (1) Xtt (2) fB«®^b^%tts W001/19807iB®ffliaig?*{Ct^o-CSi 
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mt^z-tt^n^^o ±13 (3) - (5) (D\.^ttit>Kmm(o<t^^\ts wt® 



S 

A 



. ^ . ^ 

(na) (Dto) (He) 



i;CH2)m H R' 



,N^N^ — 



0" 



:cH2)„ 



»3ie x—^JCH^m I »4IS 

5 mi 

^>7':^-^) it (lib) -c^^ns^b^^^^fesaii-r^xg-cfeSo 

b-rtts (1) (NHas NH4OH) -^h'J X5=-;1^7 5 > (E t 3N) 

10 55:if®iss®#«Tfc:-Hftj^« (c S2) *#ffl$■e•■r^#fensi^5=•3^*;l//^ 

5 Km^*> Dj^mx^;i/ (C 1 CO2E t ) s h 'J 5 > (E t 3 

N) ■e^a.a■r•s;5ras^ (2) fiiBi^f-:t*;i/A5 k^^^s «g^§9^o^Mm-e 

^BiJlt-^J&Sx ( 3) ^:t5f:;^^^> (CS C 1 2) (4)5^ 

15 ( 1 ) (om-^. ( 1 . 0 ~ 1 . 5 ^a) ;sr>'r:ffiS'fbjK^ ( 1 . 0 - 1 . 5 
mm.) <fe-fb^ti (iia) CiniLs ^^t-d by-tt^gj® i;x5^;i/x-x;i/, 

D Dj^^x5^;i/ ( 1 . 0 ~ 1 . 5^g) JSlV^ V U xf^;i/7 ^ > ( 1 . 0 ~ 1 . 5 
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VUt^JVA^) ft^-C 0 . 5 1 0 nmmnt^o l^f^^&tLXit 0 -C- 1 

(3) ^tt^:^^> (1. o~i. 5Sg) S-fb-g-^Kr (iia) \zm^^ 
pfj-e 0 . 5^^~ 1 ommmwt?>o sjSM^t ttao'c^ i o o-cAsjf * u 

<^ iiti;: 0 •c-^MA*^* bV^o 

(4) 0i©-^> f-3j-3!7;i/5j^x;v$;-f 5 ^rv^-;w (i. o~i. 5 as) ^fe-fb-^ 
10 tl (lla) KJn;tN I^T-D h >tt?§ii im^\t^ e?x5^;i/x-^r;i/, r b 7 t h* D 

s (iia) r-ss^n^'fb-a-tiJ: UTttx m=o ®^?^^:u-c^ t:^v>^ 2-^^;i/ 

15 7X ij 2-x5=-;i/Tx ij a-n-rn \fAT=-^) >s 2--f V 7*0 lf;l/Tx U 

X i; 4-p<5^;vTx i; 4-'r vT'oif-n/Tx u 2,6-i?p(5^;i/7'x u 2,3- 

i^p{5^;i/Zxi; >s 2,4-i^;^5';i/7x ij 3,4-i^x^;i/7x U 2,5-5^ ;>< 5^ ;i/ 
20 Tx y 3,4-5^;^5^;VTX ij 3,5-^ ;^ Tx U 2,6-i?x^;i/T x U 

2,6-i^-'f V7"Dlf;i/TxU 2-^ h^J^Tx i; 2-x h dFi/TX ij 2-< 
vrn Jj^^i^T'x IJ 3-p< Y^^>T-V >s 3,5-$; p< h :^ri^Tx i; 3-a-y h 
i^^^T-\) 4-n-::^b^$/7XiJ 4-xh:^^TX"; 3,4-i;p{ h:^i/TX 
2-p(^;i/f^:t7x ij 2-x^;i/5^:r7'x 2-f V r d 5^ x 

25 y >^ 2-N,N-i;p< ^ y Txy 2-7 xx;WTX y 3-7 3:x;i/7'x y 

>^ 4-7 31 7 ^S/ZX y 2-$^^ D^^^^S/Jl/ZX y 2-i/ ^' D-^>^;i/7x 

y>, 2-xhDTxy>, 2,4-e^x h Dirxy 2-7;v*D7xy 2-^^00 
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^ vrn If <>i/.4-= b D7 - u >^ 2--f vro tr;i/-6-- b d z - >x z-t h d 

t K D T >s 2-^ V 7" D tf;V-5-i' D D U 4-i' D 5=-;i/7 — 

m = i bTtts ^>i^)]/T % >^ 2-^5=-;i/'^>' ^ >N 2-xf-;i/^> 

§ >s 2-sec-:/^;i/'^>e^;j/T ^ >^ 2-t-:/^;i/^>i?;i/T 5 >^ 

vrn if;v^>i?;i/T ^ >x 2,6-i?p<f-;i/^>i?;i/T $ 2,3-i^;^f-;i/^>J' 

15 JVT^>s 2,4-i^^5=-;l^^>i^>'1^7' ^ >v 3,4-i' xf-;i/^ T ^ 2,5-i? p< 

2,6-5^xf-;v^>s;;i/7' ^ >s vyn if;i'^>5^;i/7' ^ >s 2-^ b dp-j/^ 

>i^;i/T$>. 2-x b ^5/'<i/t?;i/7'$ >s 2-^^ y 7'D7}^:^i/^> J?;!/^ $ >s 

20 >x 4-n-:r $ 4-x b:^S/'<>S^;i/Z$ >s 3,4-i^;«{ b 

^i/^V'i? )\/7 ^l/-. 2->^^)\/^:t^>i^)VT 2-xf-;i/5=-:t'^>$^;i/r ^ 
>x 2-< V7"D \^Jl^:f^>i^)]yT 5 >^ 2-N,N-2;^ ^ ^ 'Oi^^l/T ^ >s 

2-7 xx;i/^>i?;V7" ^ >s 3-7 xX^l/zOi;;!/?" $ >x 4-7 x y dE^'>'^> 

25 2-- V a^>i^)iT 5: 2A-V- \ D^>5?;U7'5 >s 2-7;i/:tD'^>J>;i/r $ 
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2--f vrn u;i/-6-r: h u^yi^)iT^ 2-t Yv^i/^>i^AT^ 2-N,N 
-i^^ $ y *;i/7K-;i/'<>i^;i'7 $ >x 2-N-P''fe5^;i/^>i^;i/T ^ >s 2- 
(i-x5^;i/7'D tr;i/) >s 2--f v tf;i/-4-p{ 5=-;i/^> s^;!/^ ^ 

2--f V7n i;;i/-4-t K o :¥i'^>s';v7' $ >s 2-< vrn t;i/-4-e7 u 
5 T^>^ 2-1' V T'D ;i/-4-z ^ y^Vi^^wz 5 >^ 2-1' y 7*0 t;;i/-5-;<5^;i/^> 
s^^VT^ >s 2-'f vra }f)v-5'h Yu^i>'^>V)VT K >x 2-< vro \i;i/-5-^ 
D n^>i;;i/5' 5 >^ 4-^ DD-s-pi^;^^^?;!/^ ^ >x 3,4-^ ^ 1/ > ;r ^ 

ni = 2 U-C^i^ 7x;^;f-;V7^ 2-^ x^^^f-^l/Z 5; 2-x5^;v 

10 7 3i^^;VT^>s 2-0-7*0 7 x^^;vT ^ >s 2-f v 7*0 t!;v7 x^5^;v 

T^^x 2.n-:/f-;l/7 x-^5=-;i/r 5 >^ 2-sec-:/'5=-;i/7 x^^^l/T- $ >x 2-t-^f- 

;i/7 x;^.f^;i/T ^ >•^ 3-p< f^;i/7 x ^>5^;v7' $ >^ 3-^' V 7*0 tf;i/7 x ^ 

^ >x 3-< y7'Dbr;i/-4-p{f^;i/7x;^5^;vT5 >x 3-t-:r5^;i/7 x^5^;i/5' ^ >s 

4-p{^;i/7 x;^f-;wT $ >> 4-< v7"Dtr;v7x;^^;v5'^>> 2,6-5; ^ ^ ;i/ 7 X 

15 ^ >s 2,3-i^pi 5=-;i/7x^^;i/7' $ >x 2.4-i^ p( 5=-;i/ 7 x^^^;!/^ ^ 

3,4-i^xf-;l/7 x;^f-;i/Z 5 >s 2,5-i'^5=-;W7 x^5^;i/T ^ >x 3,4-2^^5^;!/ 7 
x^^;VT § >s 3,5-i;^f-;V7 x;^f-;i/T 5. >s 2,6-5?x^;i/ 7 x^f-;!/^ ^ 
2,6-i;-'f' V7'D i;;i/7 x^^;i/T5 >s 2-pi h ^$^7 x^5^;vr $ >s 2-xh:^ 
i^7 x;^f-;l/T 5 2-< V7'0 5j?dF5/7 x;^.5=--')/T ^ >x 3-;»{ b 7 x :^ 5=- 

20 >>3,5-S;^ h^5'7 x;%^;i/7 5 > > 3-ii-:/ h ^ 7 x ;^ ^'^l/ T 5 >> 4-n- 

y h iri^y 5 >x 4-x h :¥-S^7 x^^;!/?' ^ 3,4-5;;>{ b ^F>e/7 x;^ 

2--( V 7*0 V;;Vf^;r 7 x;^.5^;i/T ^ >.2-N,N-i? 5^7x^5^ 
2-7 xx;b7 x^f=-;i/T ^ 3-7 xx;i/7 x^f^;!/^ ^ >^ 4-7xy^r5/7x 
25 ^'^JVTl>^ 2-i^i^ U^^i^)]/7 3i^^)VT 2-S/ D ^ 7 x 

^l/Z $ >^ 2-X h □ 7 x;^^;i/Z ^ >> 2,4-$;x h D y sl^'^JVT $ 2-7;i/;t 

D 7 x^f-^VT" ^ >N 2-^^ DD7x^f-;|/7'5 >x 4-^ D D 7 x 7" ^ > > 
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-A-- h D 7 x^f=-;i/7 ^ >x 2-^ V^D tf;i/.6-- h D 7 x ^1/ T $ 2-t K 
2-N-T-fef-;i'7 x;?.f-;VT ^ >x 2- (1-X5^;V7'D 7x;^^;i/T5>x 2- 

vro If ;i/-4-p«5=-;i'7 x;^^^;i/z5 >^ 2-1' vrn t;;v-4-t x^5=- 

^ >> 2-'f VT'D lf;i/-4-^ D U7 x.^^)]/y X 2-'f V7'Dl^;i/.4-7' $ J 

7 x^5=';i/7' ^ >^ 2-^^ vrn if;i/-5-p( f-;i/7 x^.f-;i/T $ >s 2-1' v 7" d tr ;i/ 
-5-b 1« Dd[^^'7 x^5^;i/T 5 >^ 2-Y y 7"D tf;i/-5-^i7 D D 7 x^f-;i/:r 5 >^ 4. 

li^ DD-3-^g^;i/7x^5^;i/5' ^ >s 3,4-^^^>i^5r=3[^^'7 x^5=-;U7'^ >^AS 

S; (lib) T-S^^ns-fb^tfO^ V^:ti>T>^ai;;^7^;i/ Vf^:^^'?':^- b) 
fc. NH2-CH2C (R9) CHg-OH^SJiS^'Hrx ^ (lie) -CS^^nS 
-f b ^ ® <fe Si ji f S X ® t? fe o 

>^ N,N-i?;)<f^;i/7^;VA5' ^ b*, ^>-fe*>^ h;vx>, i?^DD^^>, 

RI&UmtVX\±. 0-C~ 1 0 0*CASif ^ U < s O-C-^MAs^laFS L < X 
SJiS^^ i: b-Ctt. 0. 5 ^r^- 1 O^P^ASIf $ Ul^o 

NH2-CH2C (R8) R^CH2-0H}d:x -fb^tJ (lib) . 0- 

1 . 5^SfliV^tl«J;V^o 

NH2-CH2C (R8) R' CH2-0Hii bttts 3-7'5y T-D/W-;!/, 3- 
T$ y-2,2-S^^^;i/7'nyiy-;w, 3-7 $ y-i-^ f^;i/7'D/ty 3-T5 y -2- 
p< ^;i/7'DyW 3-z 5 y -3-^ ^'^i/T'Dyw 3-7 ^ y-2,2-i'x^;v7' 
D/^y — i-T'^ y ^^;i/-i-t KDdFi/^^^i/j/^ D7'ny^>, i-r 5 y ^ 5=- 
;i/-i-t KD^i/^5^;i/j/^'D^>^>, i-T'' y ;»<^;i/-i-h Y u ^i-i/ jii^ 
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A (lie) iim-^ti^M<iss^mn^-^s ^ did) -cs^^n^-fb^fessiisi-s 

5 m^:B'^tLX\t. il) i^:r.^)VT 'J VtDVyfi^i^ {DEAD) ISlV^ 

\> ji=./utsyt.7 -<> (PhaP) t^mMti:^^. (2) i&m-r^mmt^:& 

10 DDpi^'V. t5'DD7|^;^A^) ^5&fflV^x 0. 5I^F^~5l^^x 0'C~^?gTfi^ 
tlSctl^o if:3L^)VT'Ji^i3)Vt^^i^]y'-V (DEAD) S V h U 7 x x;v>^ ;^ 

7'f> (PhgP) \t. -en-^n^-^t; die) c^uti. o-i. 5^Mffll^ 

15 ^4Xg 

did) •sm^n^ib'^iis^. R^&mxL. s (II) •^B^n^it'^m^mi 

^ t 'J i^>^) ®#^iTv ^:X-C (=Z)W-R8 {^f^. ZliOXttS; 

(ctJtot=fTA«j; <x m^\i. ^mt[yxnyv h («?y^«s $^x5->»w 
5 ^F^~ 1 0 ^m. Rj&^n^\t^\^^o 

±IB (6) ~ (8) ®iN-rn*»»c:iB«6®<b^tittx &.T(D^m^viu^xmm 
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(HI) R^'a OH 



5 S (Ilia) -CS^^n^-fb^tli:^ : R ^ ^NHa (iC + x R ^ ^ ttfllB 

T?^^ jx*fl5^i&*s^s$-&, s (iiib) 'nm^ni>{b-^m^mmt^j:m'^& 

(Ilia) t^^n^-fb-^tlO^aji: tttt. xf-;i/ ^'-fe hT-ir<5'- xf^ 
dp 2/ L/V^o S/iSi&iPttx ^^- 2 0 0*0. I^l^if* U < tt 8 0 - 1 8 

15 (iiib) •c-^$ni»'fb^^tt^EX(i;ijBET-c^®^-rs c tic J; DJiiSSt-s^: 

(Illb) -C-^$n€>'(b-&t/i:S (lllbO -C5^$n-5'fb^tf&JggCD#4TfS 
fS^-B-x (Illc) T-5^$n*<b^fe*|g3if^XigT?feSo ffiSitrttx tf 
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yifiH^^L^-^o S.Jl^^mmtLX\ts i?xg=-;vx-7^;i/, y'Y^\iYU7^>, 
m\t. 0~2 0 0 •C^ iRpK^S U<tt^S~ 1 0 O'CTfc^o 

5 mi Jim 

^ (iiic) T!5^$n*^b^ti&«iS®#ftTffl5!i$-&, s (III) Tjs^^n^'fb 

(^?|Jx.l^^ vi^t;:^^ v^'y}^^) i^mm^ti^c Rmmmtbxit. 

10 ASJf * bV^o M/iBfiSttN 0- 2 0 0 °Cs $ U< 1 0 O-C-r&So 




oii-ieo 011-114 gn-1) 



5S; (Ill-la) -eS^^nsfti-^ifel^lSC : MeOCRi<»=C (COOMe) R^tf^ 

15 ^n^-fb-^tiSSJib^^s S (iiMb) ■e5^$n^'(b-&tr*#«xgt?fe:5o S : 

MeOCR^'» = C (COOMe) R^H^^tiiih'^'&tbXit, 

0 0 ^ ^ b < 1 0 0 °C~ 1 5 0 -CT- ^ o 
20 ^ 9XS 

s (iii-ib) -es^^n^^b^ifei&insuts s (iii-i) x^-^mih-^^sa-^mm. 
r-sxg-efe^o uti^^^v-f AXtt b;i/x>$j5effl t> 

^S~2 0 O'Cs l^tc: 1 0 1 5 bV^o 'S:*^ SSX^ 

i:^9xgtt5ti^tTs Ip-feiC (iii-ib) -e5^$n*^b^4&*#ai"&T tiff oTt 
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ifi-^^^o ±13 (10) BMoib^mt. W099/o2499 i3«®ssjs^t:t*ot:ia 

mt?>Ctifi'^^^o ±13 (1 1) ffiiJ^-fb-^trtts WO00/40562|B«®M5itfe 

izu^rmmt i Z tt^l: % ^ o ±IB ( 1 2) ~ (2 3) ffl^^t* n*^k:|B®®'fb 



:^7;j/5i?-;i/- 5 , 5 l , a -^tp> (-fb-^til l - l ) cD^jfi 



CSo (1.Seq) 

NaHaaJS AIWCI (1.3eq) 




DMF OMF 
ot: o.5h otJih 




1 n-1 

wooi/19807 8B«0*^St: J:oTf§e>nfe2 - (2 y^TD xr:;v) 

-f ^ y - 5 . 5 - i^^^Jl^- 1 , 3 -5^ 7^^^X0.26 g). -Mit^miO.lQ g). N, 

7Jc^^TT•iI^^fco 3 0»^gsifm> t y ^i/^' d y h-(o.io g)?fefl]^x o-ctii^ 
mMWvrzo sjts?g{C7j<(80mL)*in its s^xf-;i/3i-x;i'(iooinL)-effiiiabfco 

( 2 -W" V7*n i;;i/7 x::i;i/) -f 5 y - 3 - (T y ^;t3b;i/7t^ = ;i/- 5 , 

5 1 , 3 -?-7'S^>(0.26 gs JK^ 6 9 %)?fe^||fi^i;Kt> i: ^§ 

fee 
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mMmB 2 - ( 2 - -r V i?;i/7 x:;;!/) $. y - 3 - (5 - W y )V'tu 

2 - If >J t^JV) - 5 , 5-i?^^Jl- 1 , 3-^Ti^> (-fb-^tH I - 

10 6) omm 



5 wooi/19807 IBS4®:^SK:<t^T^§e.nfe2 - ( 2 --f V rn lf;i/7 01 

$ y - 5 , 5 -S^pt^^;!/- 1 , 3 -5^7 5^X0.26 g)^ 5 - h U 7 D ^ ^ 

mv:. 6 o%*if?ft-:^b U'>A(o.o5 g)%^?^TT*p^feo mu^Ti 2v$mmw^. 

7K(80inL)<&iP;i, i^3i5^;i/x-7^;i/(10pmL)-e}flai bfeo lizKM^V^'4^i/>> A 
^- (n-^^r-9->/S^S^xf^;i/) X-mmLs 2- ( 2 --f V 7D If ;l/ 7 

(5 - h iJ 7;i/:^-D^5^;y- 2 -tf >; - 5, 5-i?^5=-;i/- 
1, 3 -5^TJ^>(0.13 gx JK5^ 3 2 %)Slifi?fi4^!gJi: t-c^f fco 

15 mmmc 
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BnNHg 



Bn*..,-'H _ 
N O 



Me^ "OB ■ 

Me toluene 

1-004-01 



Me'-^ OEt pyridlne-ElisO Me' 
Me 



Na 



EtOH -toluene 



10%Pd-C/H2 



OH 

MeOv_;jjis^Me 



Me 
1-004-02 



MeOCHsCOa 



r 



Bn^.,>=0 
N o 



OEl 



Me 
1-004-03 



Ph 



MeO. 



O'^'N^Me 
Bn 
1-004-04 



K2CO3/DMF 



'rV 



Me 



J M 
O'^N'^Me 
Bn 
1-004-05 



aq. DMF 



Py.Ha 



O^N^Me 
H 

1-004-06 



HOy^Me 

" O^ISl^Me 
nBu 

1-004-08 



MeO 



Me 



NaOMe/nBu-l 
DMF 



ah" 



NaH/DMF 



O^ISl-^Me 
nBu 

1-004-07 



,N^^O 



Me 



\=a/ 0^ y Me 
nBu 

1-004 




a) 3 5 y - 2 D b Kl.004-02)®-a-fiK 

2 ^;i/r'fe h T-fe^— Kl-004-01)(115.34 g)^ > ;i/ T 5 > 
(85.73 g). b;i/ai>(1.6L)0ig?£!&, ^^^^Kf 1 4 5 'COii^S'^ 8 I^^^^^K 

5 2K5feffofco '<>S^-n/T^>(i2.86g)*ji*Pb> Sk:|li7jcSffo&o 6«fS^, 

SH^g^fefrVNi^ GOOmL^g^Ufco 3 -^>S^;i/ 

T § y - 2 5^;V^ □ V±- V (1-004.02)(195.66 g)&^f fco 

NMR (300 MHz. CDClj): 6 1.28(t, J-= 7.2 Hz, 3H), 1.80 (s, 3H), 1.93 (s, 3H). 
4.13 (q, J= 7.2 Hz, 2H), 4.43 (d, J= 6.8 Hz, 2H), 7.20-7.40 (m, 5H), 9.65 (brs, 
10 IH). 

b) 3 - (JV-^>i?;i/^ V^i^T±^ ^ F) - 2 u hi-- 
Kl- 004-03)© -a-fift 

X5^;i/ 3 -'OS^^UT? y - 2 - ^^)]/^U Y-r- Kl-004-02)(97.83 g)* 
x>--5";i/(2 L){3>i|PU> ^^^m^^if^^y-^mWhtzo lf'Ji?>(35.6 mL)?£^ 
15 iD^N i*I^a5 ~ 6 °C-ep< Y^i/T±^)Vi' U U K(40.2 mL)0x — x^l/^^S* 4 5 
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^ H) - 2 D b i-— h (1.004-03)(111.47 g, 

NMR (300 MHz, CDCls): 6 1.21 (t, J= 7.2 Hz, 3H), 1.74 (s, 3H), 1.89 (s, 3H), 
3.44 (8, 3H), 3.97 (d, J= 14.7 Hz, IH), 3.98 (q, J= 7.2 Hz. 2H), 4.12 (d, J= 14.7 
Hz, IH), 4.31 (d, J= 14.4 Hz, IH). 4.95 (d, J= 14.4 Hz, IH), 7.20-7.40 (m, 5H). 

c) l-'<>y;i/-5, 6 4 -b H D:;r^5^- 3 h ^^^i'- 2 - 
10 tr ij H > (1-004-04) 0 ^ 

^^m^iE't'N ^;l/x>(1.39L)StJfx^^--'l'(2.O8mL)0^§^S'^'^^^M■:^ h U 
i^Ait (7.98 g)<£iP^An> 1 4 0°C^fi^&4'-C^*f®j3l£Ufco S;iK?Sl3x5^;i/ 
(1-^ bdpi/T'-b^^ h*-2-^f';i/^D h-^-h (1-004- 

08)(106.93 g)0 b;H>(840mL)i$?S* 11^1^2 0^-e^STb^ JiiifE * o 
15 fee 2 1^^^. S^SS^fe'fe*?^^** 4N^^-i^^dpi?->(86.8mL)>fe 1 0 

5>nfe*ftBi^(73.16 g)t3i' n n:^;i'A(500iiiL)i:2k(500mL)$in;tfco 6 5°C7jc 

^56(250 mL) 1 iUfT o fc^^ ^^"^ A T'lSife b;feo ^JEg^^s ^^(64.95 

20 g);feS^Sxf^;i/x;;^7^;i/(50mL)SVx-x;v(50mL)'ei5ti^bs l-'Oi?;!/- 

5, 6-i?^9^;i'-4-tKD:t:3|r^-3-^b=^5^-2-tfy K> (1-004- 
04)(53.95 g, 60.0%)*JteieSi: bTfffco 
: 2 1 2 -Co 

•H NMR (300 MHz, CDCls): S 2.03 (s, 3H), 2.19 (s, 3H), 3.99 (s, 3H), 5.38 (brs, 
25 2H), 6.41 (brs. IH), 7.11-7.33 (m, 5H). 

d) 1 -^>i^)i/ - 5 , 6-$^p<f^;i/-3-^h=^^>-4-0-(l-7xx;i/- 

. - 1 X h 7 y U ;l/ ) - 2 - tf U K > (1-004-05) 0-& fig 
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K > (l-004-04)(25.93 g). 5-'^UU-l-yj^-/U-lH-y'h^'J — )]/ 
(21.67 g), :i3<ttfiK^* »J <;A (27.64 g)fc. ^Sg^Jft* D M F (300 mL):feiP ;! 

tzo mmm^mu-^A . 51^^^*^^^, MJB?s**7jc(iL)4'K:aAbs mm:^^ 

5 ;i/(500mL)Tf 3 ISUaai bfco 2 lazk^5fe(500mL)U^ Ji^-Ttf^^i^';; A-e$gAI|^, 
*fi£E@*Ufeo aS(42.4 g)*T-lr h X300 mDfcinS^filbs MH^iilims x 
-x;V(300mL)*in;^fco «ftiibfci^l*«imbs l-^>5^;v-5, 
5^;i/-3-^h:3rJ'-4-0 - (l-7x^;i/-l/f--rh7VfU;V) - 2-1^ 

u h*>(i-oo4-o5)(29.87 g, 74.0%, : 1 7 s'o^mtco nmtmm^> i^V 

10 3t;y;i/*5A^'DVhi^77^ -(150g, CHCls)T?SIIS b, 1-004-05 (4.3g, 10.7%) 

'H NMR (300 MHz. CDCls): 5 2.07 (s, 3H), 2.28 (s, 3H), 3.79 (s, 3H), 5.41 (brs. 
2H), 7.15-7.84 (m, lOH). 

e) 5, 6 -i^^g^;!/- 3 bdpt/- 2 -If >; K>(1.004-06)«D^^ 
15 l-^>i^;i/-5, 6 3 - ;i h^i^- 4-0- {1 - y 

1 jy-x h 7 y - 2 - U U K >(l-004-05)(27.15 g)©D MF(272 mL)?§tS 
CI 0%A7V^A^^(5ASe)<DMTmL) mmWi^m^. ^ST'4'JEE587C(5 
kg / cin^inffiT)^ff ofco j^tl't? 1 0%>'l7i^>>AK^(2.72 g)§iiiJDbfco 4 

B^F^ms «iS£<fe-fe7'f ^±'e^t*b^ p<^y-;i/i5fe}#^MEIISbfco ^jIK: 
20 7k(160mL)*i^^^ 8 5 t;2Kt&±Tinf»bfco ^^Sife*^i*b^ ^zKt!^ft?^^(^ 
^g?tr^ 8.77 g) MESSbfeo ^«(11.55g)K:T'fe hXllOmD^iOAs 

^^^^ ^[RfimTi^^^ltmb 1-004-06 (8.23g, 79.8%. : 2 1 5 - 2 1 9-0)^^ 

tzo aiSA»e>ll^JSc^QiS{c:j; !3s 1-004-06 (0.31 g. 3.0%)5fe^feo 

'H NMR (300 MHz, CDCls): 8 2.07 (s. 3H). 2.28 (s, 3H). 3.79 (s, 3H), 5.41 (brs, 
25 2H), 7.15-7.84 (m, lOH). 

f) i-:/5^;i/-5, 6 -i^^f-;)/-- 3 h 2 - If H >(i-oo4-07) 
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5, 6 - V ^ JV- 3 - >^ V - 2 - \f V K >(l-004-06)(306 mg)Sl>'7K^ 
1 -3- >(0.44mL)%i^^^ 8 S-CtlllJ&Ef-einfSftlg^bfeo 2 4^m^. 

5 m^ 2Ki5t 1 il=ff I'^s a^^^^^-i^'>A-elS^S^> i^£E§^bfeo ^«(330mg)% 

(3:l))tfi|i^ U> 6 3 b i^- 2 -If U K > 

(1-004-07)(124 mg, 29.6%)&ltfeo 

NMR (300 MHz. CDCls): 8 0.96 (t. J= 7.2 Hz. 3H), 1.36-1.48 (m, 2H), 1.60- 
10 1.70 (m, 2H). 2.09 (s. 3H), 2.26 (s. 3H), 3.78 (s, 3H), 4.08 (t, J= 7.8 Hz, 2H). 
6.44 (s, IE). 

g) l-:/^)]/-5, 6 -J^p<^;i/- 3 - t H D dpi^- 2 -If U K Xl-004.08) 

1 5 , 6 3 h^JpJ'- 2 -If U K >(l-004-07)(124 

15 mg){r h° 'j i>-'i7 O ij h*(293 mg)§iP^. M^^m^s 2 0 0 "C^ft ^4'-C"iD 

;V-5, 6-i^p{5^;i'-3-bl«D^S/-2-tfyK y (l-004-08)(94 mg. 81%) 

20 : 1 1 2 - 1 1 6 

iH NMR (300 MHz, CDCU): 8 0.98 (t, J= 7.2 hz, 3H), 1.37-1.60 (m. 2H), 1.61- 
1.72 (m, 2H), 2.08 (s, 8H), 2.26 (s, 8H), 4.10 (t, J= 7.8 Hz, 2H), 6.66 (bre, 2H). 

h) 3- (^>V^:t*-l?-V^-;i/- 2 --r;i/:;t=^i') - 1 -^^)]/- b , 6-i^p< 

1 H-\fV 2 - :r>(l-004)®^fifc 
25 1-015 i: 11 a =ff ^ (66.7%)o 
mj^: 1 0 6 - 1 0 S-C 
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1-013-11 1-013-12 



nBu 
1-013 

a) 2-^^)V - 3-:tr^V'^^i--)l h U i*ffi(i-013.01)©-&^ 

5 -b(57.2 g)0ii^ti&s i*j^a4-6-c{c-c4 5^-c?giTt&o 3 0 »mnn. 
-mm^mntn^tz^ «fttibfeiifi»*%5mus z-^^^^^v-s-t^'jzr 

9 — ;V i-y^) Aii(1.013-01)(60.66 g, 70%)5fe^feo 

•H NMR (300 MHz, CDCU): 6 1.62 (s. 3H), 2.13 (e, 3H). 8.99 (s, IH). 

b) 3-$/T>'-5, 6 -i?^5^;i/-2 -b:>; K>(l-Ol3-O2)0-&fifc 

10 2- :^^)}/- Z-t^-V:^^ir^J\, b U «> Am(l-013-01)(34.73 g)fC7jc 
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(546 mL)^ 2 - i/^y T-b:^' ^ H(23.91 g)s ^VNT 1 . 7 6 ^ )V tT^Ui^-e? 

A7'-fe<5'- h (119.4 mDSin^s 1 2 7°c^m^-Gmwmm\yrco 2 

SJiS?Rl;:i*ia6 5*C'Cefil(42.7inL)SiJ>Uf oiPAfc(l 5^)0 rta2 4'Clr*t 

5 2 - If >J H >(l-013-02)(27.76 g, 65.9%)$ff feo 

lljiS :258-263'C 

>H NMR (300 MHz, DMSO): 8 1.98 (s, 8H). 2.23 (s, 3H), 7.95 (s, IH), 12.45 (brs, 
IH). 

c) 5, 6 2 -If >J F>(l-013-03)£D-^fi!4 

10 3-J'T>'-5,6-5^^5^;i/-2-trUF> (1-013-02)(12.0 g)02K(293 mL) 

Rl&m^i^MiV. m&'S^brco ^^(24.75 g){;:<;7DD*;i/A(300mL)i:p<^'y 
~;K15 mL)*i^it^ 6 5 •C7jc^S±"CinS U^ ^mi^^^^Ltzo ^^^^i7U 
D7t%;VA(200 mL)i;p<>>'-;V(10 mL)!? Pl^f^^lLa Ufco ?)^E 

15 g^Lfco ^^(13.26 g){;^ ^ y-;i'(150 mL). U -i? A(10 g)^in;?.x 3 

0^^a^i^^s^^t>S5* Uxi^ffiS*Lfeo^^(14.7g)fc:^ D D7t^;i/A(200 
inL)SiPx.s nV^^^m^6^b. Mffi@5SL-C5. 6 2 - U K 
>(l-013-03)(9.41g, 94.3%)S^feo 
Sll;jS:202-207-C 

20 »H NMR (300 MHz, CDCls): 6 2,06 (s. 3H), 2.31 (s, 3H). 6.38 (d, J= 9.0 Hz, IH), 
7.26 (d, J= 9.0 Hz, IH), 18.17 (brs, IH). 

d) 5, 6 3 bo- 2 -If U K>(l-O13-O4)0-&fiK 

5, 6 -i^^f^;!/- 2 -If y H>(l-013-03)(3.695g)fc^H^Ts igM^(38mL) 
^tliXXmm\^rzo».^mW~f> 7 0%«gii(3.53mL)*|*ia3-5*CT?5 0^-C 

25 mrhtzo 2^^mn'^. R}!^Wit:»^f^^'j>\y-r-oiQXxntzo ^iHLtz^^^ 

aSlbs?]^^*^^ 5 , 6 - - 3 -ri h D - 2 - If y KXl-013.04) (3.102 

g, 61.5%, : 2 5 1 - 2 5 7(^«?))^#fco ^tz. zKii* ^ o a 7h;i/ AT? 5 
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MH 271 mg (5.4%)&#feo 

'H-NMR (300MHz, DMSO): 8 2.06 (s. 3H), 2.29 (s, 3H), 8.35 (s, IH), 12.79 (brs, 
IH). 

5 e) 2-^DD-5, 6 -S^^^;!/- 3 h D If >; i^>(l-013-05)CD-&^ 

5, 6-5^p«^;i/-3--bD-2-l:fU H >(1-013-04)(841 mg);S:Uf3EJfi'fb 

^«(i.25 g)^mm^m^s i 4 o•c^tf^^&4' t-ip^ji#ufco 3 5^^. 

10 ^S0 2-^'DD-5, 6 3 h D K U S?>(l-013-05)(842mg, 

90.2%)^ ntco 

m NMR (300 MHz, CDCls): a 2.38 (s, 3H), 2.58 (s, 3H), 8.01 (s, IH). 

f) 5, 6 2 hdpS/- 3 h D tfij >(l-013-06)0'&filo 

2 8%i- Y V »>A.?< K(l.ll mL)® y ^ y — ;i/(5.5 mL)^g?^ SS^^^K 

15 i+i, bfeo 2 a D - 5 , 6 3 h oif y 

S^>(l-013-05) (837 mg)0^^' y-;l/(6.6mL)iSSf?&*5:S--CJiSTUs 5 O'C^ifi^S 

2lPlWab;to 7jci5fe llafTV^^ 5!Si?v^^'>>> A-e$giSb. ^«ffi@*bT;rU'> 
S^6iei©5, 6-S^^f-;i'-2-^ bdri/-3--hDtr'Ji?> (1-013- 
20 06)(675 mg, 82.6%) S 1^ fe o 
: 7 1 - 7 3 -C 

•H NMR (300 MHz. CDCls): 6 2.28 (s, 3H), 2.48 (s, 3H), 4.08 (s. 3H), 8.07 (s, 
IH). 

g) 3-Tiy-5, 6 2 -.X h^rS/tf U 5^>(1-O13-O7)0^fi£ 
25 5, 6 2 3 h D t: <J i?>(l-013-06)(2.56g)Sx 

b 7 t H O 7 7 >(41 mL){Z^m b 5 7 <^ AMlPl(450mg)O^ ^ ^ -;V(41 
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(2.096 g, 97.9%)4^#fco 
ajjS : 5 6 - 5 8'C 

'H NMR (300 MHz, CDCls): 6 2.12 (s, 3H), 2.30 (s. 3H), 2.48-3.49 (brs, 2H), 
5 3.95 (s, 3H), 6.70 (s, IH). 

h) 5, 6-i?^^;v-3- [ [xh^j/ (^;r*;i/*=;i') ] -2-^ 

bdpS'lf U >(l-O13-O8)0-&fi£ 

3 -T^y - 5 , 6 - 2 V^i^}^^) >(1-013-07)(1.787 g)S 

2k(3mL)i:aiSK(3mL)fc:^giP^s j!k- T-fe h >^^^&T^ MnLtzo ^mm\^. 
10 M«8i?V-^(4.81 g)0*(27.1 mL)S^g*l*lS-4-'-5'C-C4 5^t?fi8iT^N 2 
O^mnVtco -;5s x5^;i/^-b-> h-^f >^*U >i7 A (12.64 g)©7XigTt (17.3 mL) 

4 0'C^ifiiS4''eiDStgi$Tb> ^o«K:^K:|lMbfcs^rVx^7 A^cDi^iP 

3iii«ifflLs fiSj»s#2k 1 Els ^I'^'^mm'ki&ykimm^^. mm^^^t/t? h 
15 -^igjssbfeo ^ffis^Ls 3S6:r'r>'i/0^@(i2.49g)§i/ y D V 

b 7 -r-OOOg, b;l/x>-^^r1?->(2:3))t*MiiUs 5, 6 - 3 - 

[[ai h :^S/(f-;i-A;i/5}?x;i/)]5=-:;r] - 2 - ^ h:^i/b: U > (1-013-08) (6.281 
g, 36%)^35^6?S#:i: LTftfeo 

NMR (300 MHz, CDCls): 6 1.33 t 1.45 (t, J= 7.2 Hz, total 3H), 2.18 t 2.21 
20 (s, total 3H), 2.39 t 2.44 (s, total 3H), 3.94 i: 3.98 (s, total 3H), 4.60 t 4.70 (q, 
J= 7.2 Hz, total 2H), 7.43 h 7.47 (s, total IH). 

i) (5, 6 2 b dpi/t; y i?>- 3 --f ;u)i^;^;i/7-f K(i- 

0l3-09)CD^fig 

5, %-V^^))/-Z- i l^^V^i' (5^:^*;i'7t?x;i/) ] - 2 - V 

25 :^S/tf U $^>(l-013-08)(6.275 g)*x^y-;l/(200 mL)l3^^i? Ml^^^'t's 
^^■CiSJs^Lfco SiSlStw 1 N*^-fb-^ h U e7A(67 mL)^-|^C^^^An^ 1 

5ieKSi*i/feo mmm^^mLs 7k^5tbT«fdl^^(543mg)<^^#fco 5?s 
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(100 mD^m^. mumn^. i^mm^^^L. Mas*b-r«faife(2.oo g)§ 

^ e>nfe^tat> 2.00 g t 543 mg 4fet)*. i> •9=- ;i/ ;V * -l?- K(20 ml) 

5 ^m^tzo mmm^. ^mmm^. s s-cwp-^^ta^mwhtco 7^^m^ r 

}i^»WL\^^U1!lWrs TkaOOmDSin^Atis 3 O^Ba^k?^«JI Lfeo mM^M 
MLX. (5, 6-i>^^;i/-2-;>{ 3--f;V)S^;^;i/7'f H 

(l-0l3-09)(2.23 g, 54.4%);fe^e3«&5|5i; fT^feo 

NMR (300 MHz. CDCla): 6 2.16 (s, 3H), 2.36 (s, 3H). 3.96 (s. 3H), 7.53 (s, 
10 IH). 

j) (5, 6 -i'p^^^;!/- 2 -uu K>- 3 -'(•;i/)i^:^.'i'7'r K (1-013-10)0-^ 

( 5 , 6 - 2 -p< h^i/tr >; - 3 --f ;i/)i^;^;i/7 h'(i-oi3- 

09)(2.225 g)f3try $^ = 't7A^'n H(7.69 g);fein^N ^^^SItf^'^ i 6 O'C^ib^s 

15 tf'tin^ig^Ufeo 4 0^^s MjtSM<&)^4nb> 7j<(100inL)>feiP;lx ^MT'iij^ 

tfco 5m 7Jc^5febt (5, 6-e;^9^;i/-2-i^U 3 -^;i/)s;;^;i/7 

K(i-0i3-i0)(l.736g, 85.i%)S^8e«&*i: bT^feo *fcs 7jcM* iJ' n D 
A-e 2 HlMai b^ 7jci5fe2 Hlfi^VN. ffiiS^V^;?^->.>AT'feJSbfeo ^SE^^tJES* 

b> a^(8i mg)^fex^y-;^t^5tv^s $ iKJt)(41 mg, 2.0%)^m&'^^t 

20 bt^feo 

iH NMR (300 MHz. CDCla): 6 1.96 (s, 3H), 2.18 (s, 3H). 7.42 (s, IH). 11.89 (brs. 
IH). 

k) (i-7'^;i/-5, 6 -e^^5";w-2-t'; H>- 3 --f ;»/)i^:^;i/7^' 

(l-O13-ll)0-&fiS 

25 (5, 6 2 -li U K>- 3 -'f ;l/)i>;^;i'7W' H(l-013-10) (31 

mg)0DMF(l mL)SS^?St:. 1 -3-H7"^'>(78 mg)*J U •>A(42 

mg)**n^s mm^Wi^. sBmmumwvtzo Rmf&^f?m:^'f-)v^m^. 
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«feM^s M£ES*l/t 1 -:/f-;K*:(i-oi3-ii)?fe^tJiiaS!%(39 mg. 92.9%)S# 
a (NMR J: D 1 -P'^^V 20%) o 

1) l-':f^JV-5, 6 3 h - 2 - tf 'J KXl-013-12) 
5 (D-^m 

(i-:/^;i'-5, 6-i^p<^;v-2-try K>-3-'f;i/)i^;^;v7-f K 

(1.013.11)(123 mg)*T'lr h >(8 mL){3j§«¥bs MM^^^fT^ h'J-n-r5^;i/ 

10 •t2|liatJBb> 7K?5fclli> a^v^^i/'>A-T!$g«|^s *Rffi®*tfco ^ai(277 
mg)S^ll^Ji^;' h^v 7 -f b >(39:l))-C!lilS{ ^Stt 

0 1 -7"^;!/- 5 , 6 3 - ^;i/*7*b - 2 - t; U K Xl-013-12) (11 

mg, 8.9%)^fe^f fco 

'H NMR (300 MHz. CDCI3): 5 0.93 (t, J = 7.2 Hz, 3H), 1.32-1.45 (m, 2H), 
15 1.62-1.72 (m, 2H), 2.11 (s, 3H). 2.32 (s, 3H). 4.20 (t, J= 7.8 Hz, 2H), 7.68 (s, 
IH). 

m) 1 -7'f-;i/- 5 , 6 - 3 - ('^>X:tdp-y-\;-;v- 2 

- 2 - If >; l« >(1-O13)0'&fifc 

^©Hffi^ 1-015 i:l^^K:^T^.^^ i-7"^;i/-5, Q ^ - ^ 

20 T-b -2 -trU l«>(llmg)3{p^.. ig^ttCD 1-013 (4.5 mg. 26.5%)*fffco 

1-014-01 1-01+O2 1-014-03 

Py..HCI HOyrv^ ^ NaH/nBul 

1-01*04 " 

1-014 

a) 2-4'DD- 3-t Yn^i/- 6-p<5^;i/br'J >(l-014-02)®-&fij4 
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5-tb^Ddri'-2 >; i^>(l-014-01)(27.01 g)K:M^^(200 mL)% 

tian.xmmb. 6 8 - 7 4'CK:rJtg^>tf;^S7^KJiiifeoS;S?K?&-«*M^> 

5 If U i^>(l-0l4-02)(23.96 g, 67.3%)*^§fco 

b) 2 b^i^- 3 -t FOdf^i/- 6-^9-A}f^) P >(1'O14-OZ)0^^ 

^JS^^Ii {:2-^DD-3-bKD:^2/-6-p{^;i/t;y5^> (1-014-02) 
(22.91 g)*5j;t;f 2 8 h "i? h ^i/ K-^ iJ' y -;i/i§?^(120 mL)$:*P;l^ 
1 5 O'CT- 3 B^SiKbfco R>S?gt:?X7jc(100mL)?feiP^. i^^T!t1'*n^> 

dpi/ - 3 - t K D:^*/ - 6 - P<5^;i/Vf U i^Xl-014-03) (10.44 g, 48.1%)*f§fco 

'NMR (300MHz, CDCl8):6 2.35 (s,3H). 3.97 (8,3H), 6,60 (d, J= 7.8Hz, IH). 
6.98 (d. J= 7.8Hz, IH). 
15 c) 2, 3 -i? t K a ^i'- 6 f-;i/lf 'J i^>(l-O14.O4)0^^ 

2 3 - t l<n^5/- 6 -^^;i/trij > (1-014-03X10.43 g) {C 

tf U $^ >ilgjffi(43.3 g)S*^;l^ SSRSltffiT 1 6 0 'CT! 1 $ 6 irl 7 0 'C 

Tf 2 0^*nl8tbfco HJffii?SR:7jC(50 mDSin^s 5 %?i ^ y -)]^/il^m^^)^:^s 

20 i^t HDdpi/- 6 -;><5^;i/tr i?>(l-0l4-04)^&^f> i^iif 5 c < ^Jjosjse 

d) 1 --^^iS/- 3 -7'5^>'V- 6 - 2 - If 'J K>(l-014-05)®-&fift 

iffiilffl 2 , 3 -S^t KO^^/- 6 -^^;Hf 'J (1-014-04X16.04 g)fe|g*g 
DMF(70 mL)fc^$A^bs 6 0 %*5S<b:^ b U •> A(10.25 g):&i!>SToiP^ . S 
25 ^T^MT?3 O^iS^bfco O^fc: 1 -3-K7'^>(29.1mL)-DMF(30mL) 

i t) 5S:-5v^tS^fe 2 0:&-c?eiT. ^is-c 3^^igi^bfco lain^^bT A 
TkiSffiSSiD^x SfilJ^^^K150mL)t! 3 llliatH Ufco $ & Czk^* ^ D D A 
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O-T'f^^l/- 6 2 -tf y H >(1-014)(8.915 g)?fe^JK<feli: UT^fc(2 

XgCDii#JR^ 50.1%)o 
5 >H-NMR (300MHz, CDClg): 6 0.96 (t, J= 7.5 Hz, 6H), 1.43 <m,4H), 1.67 (m.2H), 
1.82 (m,2H), 2.31 (s,3H), 3.88 (t, J-=6.6 Hz, 2H), 4.01 (t, J= 7.8 Hz, 2H), 5.87 
(d, J= 7.8 Hz, lH),6.52(d, J= 7.8 Hz, IH). 



6 



n-euNHa^ JL MeOCH^CCCOgMefa UBH4-CeCl3 ^^^X^ 

toluene [J diglyme ^ J^^^ THF ° 

1-015-01 1-015-02 1-015-03 

DMSO/(COC02 XX J CH.CU jTJ 

EI3N/CH2CI2 O^N""^-^ li)NaOHaq./EtOH ^ V 

n-Bu n-Bu 
1-015-04 1-015-05 

NaH/DMF O'^^N"^ 

n-Bu 

10 1-01S 

a) N-n-:/5^;i/-N-S^^D'\:^ri'U7'>T5 >(l-015-01)O-&^ 

i/i' D '\:^r-y->' > (10.36 mL. 0.1 mol)lr, n - T*^-;!/^ ^ > (9.88 mL, 0.1 
moDi: h;vx>(i5 mL)<fe^D;t^ ^ l^dpi ^-i'-:/ 4A SXnfev^-f - ^ 

15 ^^MJElSSibx ^^5feMffi^S(64°C, 2mmHg)b-t. N - n - ;i/ - N - ^ 
n^d|r*/ij 5 Xl-015-01) (12.8 g, 84%)%M6^A=KfeH il bt^fco 

'H NMR (300 MHz, CDCls): 5 0.93 (t, J= 7.5 Hz, 3H), 1.35 (sextet, J= 7.5 Hz, 
2H), 1.58 (quint, J= 7.6 Hz, 2H), 1.61-1.70 (m, 4H), 1.71-1.77 (m, 2H), 2.30 (t, 
J= 6.0 Hz, 2H), 2.34 (t, J= 6.0 Hz, 2H), 3.30 (t, J= 7.5 Hz, 2H). 

20 b) 1 2 -:t:^rV- 1 , 2, 5, 6, 7, 8 - \( 12 ^ V ^ ^ 
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>; >- 3 5" 7^ ;i/ (1-015-02)® 

H-n-y^}V-}ii-i^^ia^^i^V'f>TS,> (1-015-01)(12.8 g, 83.6 

5^ 1/ >-7D >^i^p<5f-;i/(14 g, 80.4 mmol)©$^^5f' A^?g(75 mL)^ 1 ^P^*» 

SJtTs 1 2 -2»-^y- 1 , 2, 5, 6, 7, 8 -'NdF-b-t K V 

i; > - 3 -:i7;i/7j?>^^f-;vx;;^7^;i/(i.oi5-o,2)(i5 g, 7i%)<fe^6?ft)KifeM 

10 'H NMR (300 MHz, CDCls): 5 0.97 (t, J= 7.5 Hz, 3H), 1.43 (sextet. J= 7.5 Hz, 
2H), 1.63-1.78 (m, 4H), 1.87 (quint, J= 6.0 Hz, 2H), 2,57 (t, J= 6.0 Hz, 2H), 
2.73 (t, J= 6.0 Hz, 2H), 3.90 (s, 3H), 4.02 (t, J= 7.8 Hz, 2H), 7.92 (s, IH). 
c) 1 3 -t 1»D 5 , 6, 7, 8 -t- b 7 t K D - 1 if 

-dr>' U >- 2 >(l-015-03)©-&^ 

15 1 2 -2i-:^rV- 1 , 2, 5, 6, 7, B - }^ Y V ^ V ^ y 

>- 3 - A;1/7J?>Kj^ ^;l'J^:^x;Kl-015-02)(130 mg, 0.5 mmol)*THF(12 
mL)t:^SfilU^CeCl8•7H20 (372.6 mg, 1 mmol)ii*3R'fb MS U f- >> A(21.8 mg, 
lmmol)?feiP^s ^M-e 2 OtS-^i^Ufeo SiS^tl^ 1 N^^(20mL)Sin^s S^^ 
x5^;i/(40mL)-e}tliai^. fiaiP:tlg7J<(30mL)tJi5feits V A |£ 

;i/)'r**S^Uts 1 -7"f-;v- 3 -t HDdpi/p^^^;!/- 5 , 6, 7, S-xb^b 
KD- 1 y > - 2 - 21- Xl-015-03) (80 mg, 68%)^ m&^^<lia M t 

25 'H NMR (300 MHz, CDCI3): 6 0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 7.5 Hz, 
2H), 1.65 (quint, J= 7.5 Hz, 2H), 1.71 (quint, J= 6.0 Hz, 2H). 1.85 (quint, J = 
6.0 Hz. 2H), 2.52 (t, J= 6.0 Hz, 2H). 2.68 (t, J= 6.0 Hz, 2H), 4.00 (t, J= 7.8 Hz, 
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2H), 4.53 (8, 2H), 7.02 (s, IH). 

d) 1 2-ar>y- 1, 2, 5, 6, 7, 8 -'sdr-y-t KD:^y U > 

- 3 -*;i/7l?T;i/7*t K (1-01 5-04) ©-^fiS 

DMS 0(0.54 mL, 7.64 mmol)^^<b P< ^ >(27 mL)}::?g^|| b> -7 S-CKi^ 
5 aibfco JI(Z)Jg|glr3j-:^rif y D K(0.4mL, 4.58mmol):fc&tJf{c: 1 -^^)\^ 

- 3 -fc FDdri^;^^;!/- 5 , 6, 7, 8-7^h7tl<p-liir-:3pyU>-2 

- > (l-015-03)(0.9 g, 3.82 mmoDOffi-fb-J^ ^ 1/ >j$*£(20 mL)<£Jlgi)JTiST bfco 
b i; ^ X1.33 mL, 9.55mmol)*ilPAs - 7 8 'C 5 b ^-^r 
t^m^^fflbfco e>t^2 0^1gi«^bfe^> SfS^gK: 1 NJfi^(50 mL) 

10 4*^it^ l^^x^;K200mL)-C«lttl^s fiSftj^K**:?- h U A2k^$?i![(60 mL)^ 

ia^n:t^7k(50 mDT'iSfe^s «E7jca^-^i5^^^>'> At-|g*i b> ME^i^lSbfeo ^ 
fliSi' U A-J-*;!/:;? D V h ^7 7 -f - (h;i/Ji>/i^Kx5^;i/)-ei^MbTs i-:^ 
2 -:^dpv- 1 , 2, 5, 6, 7, 8 - 's:^-'?- b h* n dp y ij > - 3 - * ;i/ 
jJ^T^Vy'b K(l-015-04)(0.5g, 56%)S^lte^att«iaS i: bT^fco 
15 NMR (300 MHz, CDCls): 6 0.99 (t, J= 7.5 Hz, 3H), 1.46 (sextet, J^l.h Hz, 
2H), 1.68 (quint, 7.5 Hz, 2H), 1.74 (quint, J- 6.0 Hz, 2H), 1.88 (quint, J= 
6.0 Hz, 2H), 2.59 (t, 6.0 Hz. 2H), 2.76 (t, J= 6.0 Hz. 2H), 4.05 (t, 7.8 Hz. 
2H), 7.76 (s, IH), 10.34 (s, IH). 

e) 1 3 - t Hndpt/- 5 , 6, 7, 8 - x h 7 t H D - 1 ^ ^ 
20 U >- 2 -2|->(l-015-05)©'&f!g 

1 2 -:t:JFV- 1 . 2, 5, 6, 7, 9,-^-i^^\LYXi^J^)-y- 
3-;i7;i/7jt7;Vxt (1-015. 04)(160 mg, 0.69 mmol)^ ^-fb p< 1/ >(10 mL)tw 
?Sfl¥ bx NaHzPO* • H2O (190 mg, 1.38 mmol)i:p< ^ ^ D D3©^1.SK(237 mg, 
1.38mmol)**D^s ^ffl-^ 3 0^igi«f bfeo SfB^SK 5%5^:tl!6K:^ h U «>A;!k 
25 ^§^S(20mL)^AP^^ If ^xf-;i/(50 mL)■t^ft^im^ la^Dj^^TklR:?- h 'J A7J<« 
SI (20mL)x taffi:&lS7k(20 mL)t?tJfe?#^ ^fft7jc5a^ v A "elg^ bs MJE 

Si^bfco ^^*x^y-;K5mL)H^«?b^ 2M*K^b:^ h 'J e^A2kSM(0.35 
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mL, 0.7 mmol)*^^X.^ ^St? 3 0 ^Mnbtzo Si^MK 0 . 2 NJg^(7 mL)^ 
in^s @fMJ^5";l/(25mL)■CW^ttl^^ ia«^ig2K(10mL)T-^5fe^> itzKm^V^;^ 

/'g^^i^;i/)T!!^iSl/-Cs 1 -y^^^-;!/- 3 -t KD^*/- 5 , 6, 7, 8 - 7^ h 
5 7 t. - 1 0 > - 2 (1-015-05) (82 mg, 54%)ife^*i6i^^ J: L 

t O 

'H NMR (300 MHz, CDCU): 8 0.97 (t, J= 7.5 Hz. 3H), 1.42 (sextet, J= 7.5 Hz, 
2H), 1.60-1.74 (m, 4H), 1.83 (quint. J= 6.0 Hz, 2H). 2.50 (t, J= 6.0 Hz, 2H), 
2.62 (t, J= 6.0 Hz, 2H). 4.02 (t. J= 7.8 Hz, 2H), 6.57 (s, IH). 

10 f) 3 - i^::y'J:ii^^'J-)l- 2-^ J]/:i-^i^)- 1 5 , 6, 7, 8 
-T^b^t ^ V - 1 H-^ ^ ^) > - 2 -2i->(l-015)©^fiR 

l-7^;i/-3-tKDdpi/-5, 6, 7, 8-xh^hKD-lff-dpyi; 
>- 2 -:t >(1.015.05)(10mg, 0.045mmol)SDMF(lmL)t:^§Mb^ 6 0 %7j( 
18^:^ b U '>A(2.7 mg, 0.068 mmol)**n;l.s SMTf 5^a([ b < 8i# bfco fifS 

15 2 D n^>\;2rdr-y-\/-;V (7.7hL, 0.068 mmol)<fe*n;ix ^St? 2 

liJtm, 1 Nffi^(3mL)*ilP^fco S^^Ji5^;V(8mL)T!ittais fiajSJ:ft«7k(4 mL) 

vh^v7'f- (h;vx>/i^®Jx^;i/)f)©ISUT> 3- i^>'J:if^^'J'-)V 
- 2 --f ;V2)-^i^)- 1 5 , 6, 7, 8 -x h 7 t K d - i U 

20 >- 2-:t>(l-015) (12 mg, 79%)*^||6)|&5|5 bt^f fe o 

NMR (300 MHz, CDCIb): 6 0.94 (t, ./= 7.5 Hz, 3H), 1.40 (sextet, J= 7.5 Hz, 
2H), 1.66 (quint, J= 7.5 Hz. 2H). 1.74 (quint. J= 6.0 Hz. 2H). 1.87 (quint. J= 
6.0 Hz, 2H), 2.58 (t, J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 2H), 4.02 (t, J= 7.8 Hz, 
2H), 7.16-7.26 (m, 2H), 7.24 (s, IH), 7.40 (dd, .;■= 6.9 Hz, 2.4 Hz, IH), 7.48 (dd, 

25 */■= 6.9Hz, 2.4Hz, IH). 
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Br 



a) 1- (2 -^D^7 x^f-;i/) - 3 h ^i^- 2 - If 1<>(1-017-01)0 

2-034-02 il mm^^ U-r-^fiio l/fc(44%)o 
5 'H NMR (300 MHz, CDClg): 6 3.22 (t, J= 7.3 Hz, 2H), 3.83 (s, 3H), 4.21 (t, J= 
7.6 Hz, 2H), 5.96 (t, J= 7.8 Hz, IH), 6.60 (m, 2H), 7.07-7.22 (m, 3H), 7.55 (d, J 
= 7.6 Hz, IH). 

b) 1- ( 2 - :rD^ 7 x^f-;i/) - 3 -b K D dps/- 2 U H >(l-017-02) 

10 1-004-08 i; H ^ b T b tz (100%)o 

iH NMR (300 MHz, CDCla): 6 3.23 (t, J= 7.3 Hz, 2H), 4.23 (t, J= 7.3 Hz, 2H), 
6.02 (t, J= 7.0 Hz, IH), 6.57 (dd, J= 7.0, 1.2 Hz. IH), 6.78 (dd, J= 7.3. 1.8 Hz. 
IH), 7.08-7.14 (m, 2H), 7.18-7.23 (m, IH), 7.56 (dd, J= 7.0, 1.2 Hz, IH). 

c) 3- (^>!;:t^-y-\;-;i/- 2 -'f ;V3l-=3Fi/) -l- iZ -Z^u^y j^^^ 
15 - 2 - If U H > (1-017) ©-^fig 

1-015 illl^C bT^^bfc(70%)o 
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MeO. 



Pd(dba)3-CHCl3 



MeO. 




HO. 





o- 



Py.HCI 



0' 



1-017-01 Br 



1-018-01 




NaH/OMF i^is 



a) 3-;^b:^i'-6,.7-S?tKDbfUKC2, 1, a.} ^ V ^ ^ V > - 4 - 
2|->(l-018-01)<D-&^ 

1 - (2 - zru^y - 3- p( hdf>>-2-t^'; K >(1-017-01)(100 

5 mg) O D M F (4.0 mL)?gf?g{Cs gfit- Pd(dba) • CHCls (30 mg)s EtiNCl (54 mg). 
SUfj^Kjij 'J "J? A(67mg)*in;tfeo 1 2 O'CS Smm^WLtz^. ^B^S^ 

10 ?«Jg^ D V h ^^^7 ^ - h > = 1/1)1? « IS bTs 3-^ h^i^- 

6, 7-i^tKDlf>JH[2, l,a]-l'V^y'J>-4-3}- >(l-017-02)(50.6 

mg, e9%)^m:^mmtLxmrzo 

NMR (800 MHz, CDCls): 6 2.97 (t, J= 6.4 Hz, 2H), 8.88 (s, 8H). 4.34 (t, «/^ = 
6.3 Hz, 2H), 6.64 (d, J= 7.9 Hz, IH), 6.74 (d, J= 7.9 Hz, IH), 7.23-7.84 (m, 8H), 
15 7.64-7.67 (m, IH). 

b) 3-\iYV^*y-6, 7-i?th*Dlf>;K[2, 1, a]'fV^>'U>-4 
>(l-0l8-02)©^56 

1-004-08 tm^i^ LX-^m [^rzi98%)o 
'H NMR (300 MHz, CDClg): 6 3.00 (t, J= 6.6 Hz, 2H), 4.35 (t. J= 6.6 Hz, 2H), 
20 6.71 (d. .;■= 7.8 Hz, IH), 6.93 (d, J= 7.8 Hz, IH), 7,24-7.34 (m, 3H). 7.64-7.68 
(m, IH). 

d) 3 - ('^>y;tdr-y-v^-;i/- 2-^ jlt^P) - 6 , 7 -i^t KD t; i; K [ 2 , 
1, a] 'f V^rV y >- 4-:a->(l-018)®'&fifc 
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1-004 hmm^Z bX^fi£bfc(47%)o 



I 



MeO< 



nBu 
1-004-07 



Me 



Me 



Lawesson's reagent 



toluene 



MeO. 




Py.HCI 



HO. 



nBu 



Me 



Me 



2-004-01 



2-004-02 




Me 



Me 



2.004 



5 a) l-7'f^;i/-5, 6 3 h:Sri^- 2 K >(2-004-01) 

1 5 , 6 3-^ h:^rS/-2-tr'J K > (1-004-07) (222 

ing)St^D-V>Kai(502 mg)K: h;i/at>(8 mL)?feia^®S® b^ Slfl^iS4'> « 

10 ^^ MJES* U;feo ^^(0.80 g)^Dr-/N'->b7 AB$fflV^-Ci^ A 

p<^;i/-3-p< hdpj/- 2 -5^:ttrU 1« V (2-004-01) (177 mg, 74.1%) ^fef^feo 
illiS : 1 1 1 - 1 1 2-C 

'H NMR (300 MHz, CDCls): 6 1.00 (t, J= 7.2 Hz, 3H), 1.43-1.55 (m, 2H), 
15 1.70-1.95 (brs. 2H), 2.22 (s, 8H). 2.46 (s. 3H), 3.89 (s, 3H), 4.90 (brs. 2H), 6.54 
(8. IH). 

b ) 1 - ;V - 5 , 6 - ^ - 3 - t H D - 2 - •J^^t If 'J K >(2- 
004-02)0 fife 

1-018-10 i:ll«lfc:fT-5 c ^)^ 2-004-01 (i70ing)A»& 5 , 

20 6 - - 3- tHDdF^-2 If U K >(2-004-02) (118 mg, 74.2%) 

illjfe : 8 1 - 8 8 -C 
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10 



NMR (300 MHz, CDCls): 5 1.02 (t, J = 7.2 Hz, 3H), 1.46-1.57 (m, 2H), 
1.70-1.90 (m, 2H), 2.21 (s, 3H), 2.45 (s, 3H), 4.72 (brs. 2H). 6.87 (s, IH), 8.44 
(bre, IH). 

c) i-7'^;i/-5, e-s^^f^-'v-s-o - 2 --r^n/) 

-2-5^;tVf'J 1< >(2-004)CD-&fiK 

1-004 i:liI;||H=fJ-5 c: i^CJ; t) ^ 2-004-02 (ii8mg);{p 5) 1 - 5 , 

6 - i^^^^^V- 3 -0- ('<<>X:t=¥1f 2 -'f -2-5^:tlf'; K> 

(2-004) (84mg, 45.9%)^t#fco 
: 1 8 5 - 1 8 7 -0 



J 

1-014-01 2-014-01 CH, r 

2-014-02 



HO 

PhNHCSNHPh 



I^N'^Me NaH / DMF S'^N A 



BaN/CHaCN S N Me NaH /DMF S^N'^Me 
Me l!/le 

2-014-03 _ _ 

2-014 

a) 2-3->*-3-b H D:^ri/- 6 -p{5";Hf >J i;>(2-014-01)®-&^ig 

5 -t Kn^->- 2 g=-;Vtf <J y> (1-014-01X36.11 g)K:j^KV — (68.0 
15 g)*5j:i;f2k(810inL)&iD^> ^ST-ji«i^PUfco 3>>lil(117g)43J;t>*3'>'fb* 
U <>A(117g)®7jC(810inL)?§?8[% 3 5 ^HT^jST b &o ^ttJ t fee«e©«S^* 
5^a^ M£Eie«ilLT 2 -a- K-3 -t KDdFi/- 6 -p(^;i/Vf'J i?>(2-014- 
6l)(34.1 g, 43.9%)Sf#>feo 
: 1 8 7 - 1 9 ox; 

20 'H-NMR (300MHz, CDCls+CDaOD): 6 2.45 (s.SH), 6.45 (d, .7= 6.9 Hz. IH), 7.02 
(dd, J= 6.6, 1.5 Hz, IH) 

b) 3-tHD:^>>-2-3-H-l, 6 U A 3 - K 
(2-014-02)0 ^fig 
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^^T.mom'^iZ 2-3-F-3-tKD:^ri^-6-^^;i/tfU S^>(835 mg) 
:feJ;yf3-Kp<tJ' V(3mL)^X^^^ 1 3 0 -C-C 4 ^ ^ 1 8 O-Ct immtW 

;l/ tf i; - A h-(2-014-02)(1.42 g)^#fe<, 

5 c) 1> 6 -i^P<^;i/- 3 -t KD^Fi/- 2 -5^:21- tr U K > (2-014-03)© -^M 

3 - fc K D ^ ^ - 2 - 3 - P - 1 , 6 - 5^ ^ tf U - •> A 3 - i; 1« (2- 
014-02)(852 mg)43J:Vh ai5^;V7' ^ >(457 mg)0 :r -fe h h i; ;i/(10 mL)^§M 
(3. 1, 3 -i^7 x^;i/f-^M^(517mg)**P;l 2^^in^i§mU;'co ^SSi^, 
^^§5/ >; D V 7 -f -(n-'\dr'y->/S^^x5^;V)-C)!ilS| b-c> 

10 1. 6 3 -t KndFi/- 2 -f-:ttf U H>(2-014-03)(279 mg)*t# 

>t o 

m NMR (300 MHz, CDCls): 6 2.47 (s, 3H), 4.12 (s, 3H), 6.53 (d. c;^= 8.1Hz, IH), 
6.95 (d, J= 8.1Hz, IH), 8.35 (brs, IH). 

d) 3- (^>'Jt^v-'J'-}\^-z-^ -1. 6 1 if- 

15 If ij 2 -^:t>(2-014)©-^fig 

1 > 6 -i^^ f-;!/- 3 - t K D:JF S^- 2 J K >(2.014-03)(157 mg)* 

DMF(3 mL)\zmiJ'L. 6 0 Y U •>A(52 mg)^JlP^. MM^C 7^j5l 

# tfeo 2 -^5^ DD'>;V\;:t='p-9-^;'-;i/(184 mg)*DMF(0.6 mL)-V^ 

JliM=^^ V7'0/1>'— ;^/^DDJJ^;^AJ;DWie^?feffV^, 3- (.^>^J:t^ 
^ y _ 2 - ) - 1 , 6 - 5^ ^ - 1 i^- U > - 2 - 5=-:^ > 

(2-014)(182 mg, 66.8%)<feff feo 
il[^:245-247-C 

25 
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"*"°Y^ l-awesson's reagent ^ '^""^1 BBfa/CHgCIa -" "Y^ 

O^N^^Me toluene S^KI^Me S^N-^Me 

n.^u "-^ n-Bu 

1^)14 2^)26 2-018 

NaH/DMF S'^^N^Me 

a) 1 --^f-^l- 3 6 2 -^'ittf U H > (2-026) fife 

1 - 3 -T'f^;!/ - 2 -vr u K >(i.oi4)(8.9i g)*$g« b ;i/x>(200 

5 feo HjEBJgti^^^-JKso mL)S^)a^^ ^s-e 1 . s^p^^js^m^ sjss?s*m 

181 UT> m^<D 1 - >'5=-;i' - 3 - 6 - ^ - 2 -5^:ttr 'J H > (2- 

026)(12.97 g)?fe^f^ iiiM-r* < ^5^0SJf&lCfflV^feo 

»H-NMR (300MHz, CDCU): 6 0.94 (t, J= 7.5Hz, 3H), 0.99 (t, J= 7.5Hz, 3H), 
10 1.46 (m, 4H). 1.87 (m, 4H), 2.50 (s. 3H). 3.98 (t, J= 6.9Hz, 2H), 4.75 (brs, 2H), 

6.40 (d, J= 7.8Hz, IH), 7.80 (d, J= 7.8Hz, IH). 

b) 1 - f 3-tb-ndf^i'-6-^5^;i/-2 -5^:ttf U K >(2.018)a)^fife 
1 -^5^;!/- 3 6 2 tf U K y (2-026X12.97 g)S 

le^i^-fb^ ^ V >(200mL){::^*» L^ 1 mmol/ml ©H^-fb^l^ ^ V > 

15 1§^£(5.6mL);fe«9)o < D i:*n^> S^P^^Jiji t;feo HJfB?g*7jC7lC(150mL) 

K:■C^5fe^^^ T;V5±(150g)^3«SJ^bfc*7A$® bfeo iJ' □ D7|x;i/At:t:^§tU 
1 - 3 - tHD:3ei/-6-.?<^;i/-2-5^;ttf'J K >(2-0i8)(5.439 g, 

73.4%)5&3ru >S;fi®^ftjK<Krfc ttl#fco 
20 'H-NMR (300MHz, CDCls): 6 1.02 (t, J= 7.8 Hz), 1.50 (m, 2H), 1.85 (m, 2H), 
2.51 (8, 3H), 4.66 (brs, 2H), 6,49 (d, 7.8 Hz, IH), 6.91 (d, J= 7.8 Hz, IH), 
8.44(brs. IH). 

c) i-:^f-;w-3- ('^>X:t^'t?-\/~;i/- 2 ->r;i/:t^s^) -6-;»<^;i/~ 
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2 - 5^ :t tf 'J b* > (2-014)® 

l-:/5';i/-3-tKP^5^-6-^5^;i/-2-f-:tlfUh*> (2-018)(113 
mg)S$g^SDMF(l.lmL)K:^*>t^ C^^fC 6 0 %:i(.mHj-r V U A(36 mg)§ 
M^X^WCS O^mWLfco 2-'!; uu^>9^^'^9-)\/(ll2mg)^mx.s 
5 2^^4 O^^^J^Lfeo H^5^SK:7J<7Jc(20mL)^::^^;t^ fi^^ J^5";i/(30 mDT- 2 

(2.014X117 nig)?&|f feo 
10 ilji^ : 125-127. 5*C 



^°y^ nBul/NaH 



'V^ Lawesson'e reagent "^^Qy^ 
• >;> toluene S^'^N'^ 



O^N''^ DMF S'-^N' toluene » 

H nBu /iBu 

»434-02 ^NMea 2-O34-03 

HO ^ ^ HO X DMel/CHaQa 

Py.HCI 111 *^ 2)PPh3/BOH "° 




S"^ IjJ EtOH S'^^N 8)NaOH/MeOH s'^N' 

nBu nBu nBu 

2-034-04 2-034-06 2434.06 

2-034 Abu 

a) 1 3 -pi h^i'-2-t!U K >(2-034-02)O-^lS 

15 3 - ^ h dp - 2 (1 if) -bf U K >(2-034-01)(5.0 g)© DMF (40 ml) iS^g t . 

^^a-e 6 0 %7k^'^b:^ h u -i; A(2.2 g) ?&iPx.fco 2 0^^i^^. i-s-kt' 

^^>(15.5 g)Si)D^, ^ fete 4 O^^^J^Ufco 2K*in^, SJ«SS5SL/fco B 
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3-^ hdp$/-2-lfU KX2-034-02) (6.7 g, 93%)<fe ^At^tJ© i: LTtf feo 

'H NMR (300 MHz, CDClj): 6 0.93 (t, J = 7.2 Hz, 2H), 1.30-1.42 (m, 2H), 

1.68-1.78 (m, 2H), 3.81 (s, 3H), 3.97 (t, J"= 7.2 Hz, 2H), 6.09 (t, J= 7.2 Hz, IH), 

6.59 (dd, J= 7.2, 1.5 Hz, IH), 6.88 (dd, J= 7.2, 1.5 Hz, IH). 

5 b) 1 3 h^Mf'J i^>- 2 -^:t>(2.034-03)®^fife 

1 3 h^'>- 2 -If U F >(2-034-02)(6.4 g)© h;i/Jc>(150 

mMtgCD-VVS?^ (16.8 g) ^fe^D^^ *P#itiimbfeo 3I^^S#^s ^Mt? 

^iJ'y-;KioomL)^in^s $e.};3 o^ii^bfco MJET-c-^ii$g*^> 

/T-fe b >'=4/l)-e)iii8 l-7'f-;i/-3-^ h#>>t;>JS>>-2-5';j)-> 
(2-034-08) (6.6 g, 80%)S^tf|)RtJSt t lllfeo 

»H NMR (300 MHz, CDCls): S 0.98 (t, J - 7.3 Hz, 3H), 1.36-1.48 (m, 2H), 
15 1.84-1.94 (m, 2H), 3.92 (s, 3H), 4.62 (t. J= 7.6 Hz, 2H), 6.61 (dd. J= 7.9, 6.2 
Hz, IH). 6.69 (dd, J= 7.9, 1.2 Hz, IH). 7.38 (dd. J= 6.2. 1.2 Hz, IH). 
c ) 1 3 - t KD=^i^lf y i'^ - 2 > (2-034-04)© -g-JSfe 

1 3 b dri/lf "J 2 >(2-034-03)(1.4 g)fr tf U > 

Jgi?i®(3.6 g)&iD^fco 1 9 0'Cf4 o^p^JSf^^s 7jcSiri^Kxf-;i/<&inx^ 

-yf-;!/- 3-tKD^i'l^Ui?>-2 -^;r>(2-034-04)(1.02 g, 78%)^?ftt^ 

»H NMR (300 MHz, CDClj): 6 0.99 (t, J - 7.8 Hz, 8H), 1.43 (m, 2H). 1.91 (m, 
25 2H), 4.53 (t, J= 7.6 Hz, 2H), 6.66 (dd, J= 7.6. 6.7 Hz. IH). 6.97 (dd, J= 7.6, 1.2 
Hz, IH), 7.34 (dd, J'= 6.7. 1.2 Hz. IH), 8.61 (brs, IH). 

d) l-:^5^;i/-3-tKD:^r'>-4 - (N, N-S>p<5";i/7'$y;?(^;i/)trUJ' 
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> - 2 - 5^ > (2.034.05)(Z)-&^ 

1 3-tKDdri'tf>;i^>-2 -f-;t>(2.034.04)(1.0 g)a3 1 0 % 

$y p{<$'>(i.70g)*in^fco 7 2 4^^^s#^^ mET-^mm^s^L. 

5 1 -yf-?]/- 3-bKDdei/-4-(N, N-i;^f-;i/T$y^f^;i/)lf«Ji?>- 
2 -^:t>(2.034-05)(1.3g, 95%)*^*JK«rH t L/T l^feo 

»H NMR (300 MHz, CDCls): 5 0.99 (t, J= 7.3 Hz, 3H), 1.39-1.47 (m, 2H), 
1.86-1.93 (m, 2H), 2.29 (s, 6H), 3.48 (s, 2H), 4.51 (t. J= 7.3 Hz, 2H), 6.87 (d. J 
= 6.7 Hz, IH), 7.32 (d, J= 6.7 Hz, IH). 
10 e) 1 3 - t h'DdFi^- 4 ^;n; - 2 >(2.034.06) 

l-P'^;p-3-tb'Ddpi/-4-(N, N -P :>if-)VT K y P> 
- 2 -5^;i->(2-034.05)(1.0 g)0ifi'fb->< ^ V >(20 lnL)^^g t Sfi-C 3 - K ^ ^J' 

>(2.i g)*in^feo immntW'ik. «ffiT^?^S^i*e*bfeo ^itco^^y-;!/ 
15 (20 mL). :fectVh >J 7 x^;1/5Jt;^ 7 >(1.6 g)^ia^feo 7 5°c-e2 0^^^ 
^jET-^^iiSSifeLfeo ^ttlc^^J'y-;K10 mL). 1 N TK^-fbr^ 

b u •>i^*^^a(8mL)s^^;l^ e o-ct? 2fifKi»ji^ t^o MffiTt?^i«*e56b> 
^t^nfeffl*J5gt^*5fJ7^^^v h^77>f- (h;i/x>/T-fe h >=4/i)-??)ii 

M 1 -y^^JV- 3-tKDdri/-4 f-;Hf y i;> - 2 - 5^ ;t > (2-034- 
20 06)(0.57 g, 70%)$^ft:KtlMt tT^ifeo 

iH NMR (300 MHz, CDCls): 5 0.98 (t, = 7.3 Hz, 3H), 1.36-1.48 (m, 2H), 
1.84-1.94 (m, 2H), 2.25 (s, 3H), 4.50 (t, J= 7.6 Hz, 2H), 6.55 (d, J= 6.7 Hz, IH), 
7.25 (d, ./= 6.7 Hz, IH). 8.67 (8. IH). 

f) 3- i^>V:t^'^V-)]^-2-^ JV:f^i/) - 1 - 4 f-^Vtf 

25 'J 2 -5^:t>(2-034)iD-&fiS 

l--:f^J]/-3-tYv^p-4-^'^)]/\fVi^>-2-^:t> (2-034-06) 
(50 mg)®DMF(1.0mL)j§^gtC, gjaT 6 0 %7jc|g'fb:^ h U 'J' A(15 mg)«iP^ 
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)feo2 o^mnnu. 2 DD'o\;;r=3F-y-^;-;v(85ing);feiD^>$ ^ki sv 

- 1 -y^JV- 4 - i>>- 2 >(2-034)(73 mg, 92%) 

^^feiiS^i: b-C#fco# €>tifei^^§$ (mih^^u>/3L^y-)],) 

vi^^mrnvtzo 
mmmu 



O-^ti-^ BOH ON 8)NaOH/MeOH O^N''^ 

H H 



2-034^1 



2-035-01 2-035-02 



toluene S^^^'l' DMF s'^'^N'^ s'^N'^ 

Abu U 
^'^^^ 2^)35-04 2-03&O5 




NaH/DMF 



a) 5- (N, N-i;^^;i/T^y - 3-^hdFi/-2 { 1 H) -IfU 

>(2.O35-Ol)0'&5l6 

15 3 -p< h ^>>- 2 (1 iT) -tfU ]«>(2-034-01)(5.0 g)® 1 0%^*:t^y- 
;l/(150InL)^M^3. ^i^TN, N, N' , N' -X b ^^^^l/i^'T^ y ^^S' >(54 

■emSllb, 5- (N, N-i^^^;VT5 -3-^Y^i/-2 ( 1 H) 

20 -tf u K>(2-035-oi)(4.5g, 53%)S^it^4aMi: b-rfffeo 

»H NMR (300 MHz, CDCls): 8 2.21 (s, 6H), 3.17 (s, 2H), 3.87 (s, 8H), 6.86 (d, J 
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= 1.8 Hz, IH). 6.90 (d. J= 1.8 Hz, IH). 

b) 3 h ^S/- 5 -;?<f^;i/- 2 (1 if) - If y > (2-035-02)©-^ fig 

2-034-06 >LnU^ UT-^fiE tfe(71%)o 
'H NMR (300 MHz, CDCI3): 6 2.11 (d, J- 1.2 Hz. 3H). 3.84 (s, 3H). 6.62 (d, J= 
5 2.1 Hz, IH), 6.80 (dd, J= 2.1, 1.2 Hz, IH). 

c ) 1 -'^^)\,- 3 \ 5 2 -trU K> (2-035-03)0 -^J^ 

2-034-02 >L n%\^ bt-^fS bfc(63%)o 
>H NMR (300 MHz, CDCls): 6 0.94 (t, J = 7.3 Hz, 3H), 1.29-1.42 (m, 2H), 
1.66-1.76 (m, 2H), 2.08 (d, J= 1.2 Hz, 3H), 3.80 (s, 3H), 3.92 (t, J= 7.3 Hz, 2H), 
10 6.45 (d, J= 1.2 Hz. IH). 6.65 (dd. 2.1, 1.2 Hz. IH). 

d) 1 - 3 - h ^S/- 5 - ;><^;i/b! U J^> - 2 (2-035-04)0 

2-034-03 }Ln^^ Lt'&fife L/fc(100%)o 
>H NMR (300 MHz, CDCls): 6 0.97 (t, J= lA Hz, 3H). 1.35-1.48 (m, 2H), 
15 1.83-1.93 (m, 2H), 2.21 (s, 3H), 3.91 (s, 3H). 4.59 (t, J= 7.7 Hz, 2H), 6.55 (s, 
IH). 7.21 (8, IH). 

e) 1 3 -t KDdpS/- 5 5?>- 2 -f-:t> (2-035-05) 

2-034-04 illllilJC UT-^J^ Lfc(76%)o 
20 'H-NMR (CDCI3, 300 MHz): 6 0.99 (t, J = 7.3 Hz, 3H), 1.37-1.50 (m, 2H), 
1.85-1.95 (m, 2H), 2.19 (d, J"= 0.9 Hz. 3H). 4.49 (t, J= 7.6 Hz, 2H), 6.86 (d. J = 
1.2 Hz, IH), 7.16 (dd, J= 1.9, 0.9 Hz. IH), 8.55 (s. IH). 

f) 3_ (/>;>v^:r=5r-9-\/-;i/- 2 ;t=SFi^) - 1 - 5 - ^ f-^l/ tf 
<J > - 2 - ^ :t > (2-035)0 ^fift 

25 1 - 7^5^;!/- 3-tFD:^ri^-5-^ U > - 2 - ^ :t >(2-085-05) 

(3OOmg)0DMF(6.OmL)^Smt^s MM-C 6 0 %iif.%^^^ b U A(79 mg)&ia^ 

;&o 2 0^^ig^^^^ 2-i'DD'>^>v^;^-=^•y■^/-;^(432mg)*||^A^ $e>K:^ 
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- 1 5-:^^J]/}£V 2 -■?^;t>(2-035)(872 mg, 78%)*«fei!g 

10 |l£S^JN 



a) N-xf-;w i/T^' T-fe^ ^ 1* (3-003-02) 

T-fe h(3-003-01)(11.31g)C^aji#Ts 7 0 %3L^)]/T\ > 

15 1 5^p^*sb3 2-3 7x;t?^fofco -^(D * $ 9 ^^Mit^. -^m^-mwh 

tzo S^ti:^S$?«JEg*U^ ^6tlfc^SfiSgStt«S(11.93 g){;:x-x;i/(20 mL) 

i: n -^:3r1?- >(10 IIlL)<feiPx.^ 5^L-C> N-x5^;v i/ T >' T -fe ^ ^ K (3- 
003-02)(9.05g. 80.7%)S:tU>i'feiK^i: bTftfco 
Sli;!^ : 5 4 - 5 g-C 

20 'H NMR (300 MHz. CDClj): 6 1.20 (t, J= 7.2 Hz. 3H). 3.31-3.40 (m. 4H), 6.22 
(brs. IH). 

b) 1 -x5=-;i/- 3 -S'Ty - 5 , 6 - f-;i/- 2 - tf U H >(3-OO3-O3)0-& 



ONa 
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2 3 :^ b U Ail (3.18 g)i:N -xf=-;i/ >>t 

yr^^^K K(3.003.02)(2.243 g)§DMF(20 mL)K:«g«|Us gM«6#T> 

(i.49miK m^xy^^v i^xoAOmD^m^. 1 3 5 vmm^-vunmm^^ -o 

2 -tr >; K >(3-003-03)(3.38 g, 9G%)^m^m ^ t bX^tzo 

'H NMR (300 MHz, CDCI3): & 1.33 (t. «/= 7.2 Hz. 3H). 2.13 (s, 3H), 2.43 (s. 3H), 

4.19 (q, J= 7.2 Hz, 2H), 7.59 (e, IH). 

c) 1 -X5^;i/- 3 -;!7;i/5i?^i'- 5 , 6 - I? ^ )]/ - 2 - M V Y y (3-003-04) 
©•^^ 

1 -JL^JV- 3-yTJ - 5 , 6-J'p{^;i/-2-br'; H >(3-003-03)(3.37g) 
%8 0%x^y-;i/(66mL)t:^gpUs *i?<b* U »> 2^(7.96 g)S in mmMWi 
cf> 1 0 2 °C^^i?&4'T*a#3lgK*fT^feo 2 4B#F^^. S^K^gSMflElij^L. 7jc 
(50mL)i:iS^^x5^;i/(50mL)4in^> iSi:5^?£bfeo *®{37KI^ 

x5^;V- 3 - *;i/7P;^>>- 5, e-y^^;\/-2-\iV K >(3-003-04)(2.734 g, 
73.3%)$M±feie^i: UT^#fco 
IijS : 1 6 4 - 1 6 5 °C 

'H NMR (300 MHz, CDCla): 6 1.38 (t, J= 7.2 Hz, 3H), 2.20 (s, 3H), 2.49 (s, 3H), 
4.28 (q. J= 7.2 Hz, 2H), 8.28 (8, IH), 14.73 (bre, IH). 

d) 1 -x5=-;i/- 2 dp V - 5 , 6 -S^;><f-;i/- 1 , 2 - P \i u \f V i^y - 

3-*;i/3j?>gi ^>i?;i/:r5 l*(3.003) 

1 -x^;i/- 3 5 , 6 2 - tf U H >(3-003-04) 

(195 mg)$DMF(3 mL)K:?§fi|bs 5 >(0.17 mL)> V 7* D tf ;i/ 

x^;i/T5 >(0.35mL)> ^JlJV^tf'^>^/ h VT'J — J]/- 1 --f h >J ;^ (IfD 
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5 D7tx;VA)?£fTV^x 1 -x5=-;v- 2 -;r^v- 5 , 6 1 , 2-i^t:K 
n t y 3 1« (3-003) (259 mg, 

Mj^: 1 1 7 °C 



10 mM0io 

H H H 

3-067-01 3-067-02 3-067-03 3067-04 

O 

aq-NaOH 



HOBt/DMF O^N^ 




3-060 

a) 2-\tYu^i^-::i^>m. p< f^;»'3i;^7';i'(3-067-02)©-&^ 

2 - t P D ^r^ = r3^>®(3-067-01)(50 g)0^ ^ ^ -;i/(500 mL) {d . m 

^^ 2k® D 0 7}^;l/^-e 3 Eliftai ^ii7j<mig-^^^^i"> AT$g« tfeo mM. 

. *^JET-e@* L/ts 2 -t KD:^ri'r:r3f^>^^^;VJi;^7^;i/(3-067-02)(46g. 
84%)% L/T^i&o 
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NMR (300 MHz, CDCI3): 6 3.92 (s, 3H), 6.45 (dd, J= 7.3, 6.4 Hz, IH), 7.78 
(dd, J= 6.4, 2.4 Hz, IH), 8.29 (dd, J= 7.3, 2.4 Hz, IH). 

b) 2 - t F D:^rS/- 5 -3- ^ g=-;i'x;<7^;i/(3.067-03)(D-6'Ji£ 

2 - t \f V ^i/ =:n9->M p< f-;i/x;^5^;i/(8.0e7-02)(20 g)©ffi'fb;^ U > 
5 (500 mL) mm^^. fit^i^^-f ^ K(NIS, 38 g)*AD;ls m^i^ 

$ e>K:2i^rainj»amtfeo ^^sos^s^mts 2 - b Kd:^^/- 5 - a- k 

-3g^>^ p< 5=-;ux;;^x;v(3-067-03)(30 g, 8i%)^&^mii^t b■c^§fco 

•H NMR (300 MHz, CDCI3): 6 3.97 (s, 3H), 8.33 (brs. IH), 8.43 (d, J= 2.4 Hz, 
10 IH). 

c) i->^g^;v-5-3~l*-2-:t:JirV-i, 2-i?tHDi;i;i;i/-3-5t7 

;i/7}f>® ;>< 5^;i/ai;^x;i/(3-067-04)®-^fiiG 

2- 034-02 t I^I^d bt^/^o Lfe(89%)o 

•H NMR (300 MHz, CDCI3): 6 0.96 (t, J= 7.4 Hz, 3H), 1.31-1.44 (m, 2H), 
15 1.69-1.79 (m, 2H), 3.90 (s, 3H), 3.94 (t, J'=7.4Hz, 2H), 7.71 (d, 7= 2.8 Hz, IH), 
8.24 (d, 2.8 Hz, IH). 

c) 1 5 -3- 1<- 2 -:t^V 1 , 2 H D b 'J $^>- 3 
5j?>K(3-067-05)©-&^ 

3- 003-04 t UT-^^ Ufe(89%)o 

20 »H NMR (300 MHz, CDCIb): S 0.99 (t, J" = 7.4 Hz, 3H), 1.35-1.47 (m, 2H), 
1.74-1.84 (m, 2H), 4.06 (t, J= 7.5 Hz. 2H), 7.83 (d, J= 2.7 Hz, IH), 8.63 (d, J= 
2.7 Hz, IH), 14.13 (s, IH). 

d) 1 - ;^5^>>U- 5 -3- H- 2 -/r=3F V - 1 , 2-i^tHoif';i^>-3-* 
;i/J}t>e ^i'i^^V^'^ H (3-067) O'&JSJi 

25 3-003 tP^C br-&^Ufe(82%)o 

e) 1 -r^^;!/- 2 -3l-:^V - 5 - 7 xx;i/- 1 , 2-2^bl<Di;Ui;>-3- 

*;1/>}?>K ^>S^;VZ 5 H(3-O68)0-&^ 
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1-^5^;!' - 5- 3- K-2-/r^V-l, 2-i^bKDtfUi^>-3-:ij;i/ 
^i'^>m ^ > ;i/ T ^ h' (3-067)(100 mg) © D M F (2.0 mL)^?S K: ^ ^ M T* 
PdCPPha) 4 (20 mgX 7 x jjx ^7 K(89 mg)S i;« 2 M ®? * U A2fC^§?Jl(0.24 

■fe h >=7/l)-eiliS^ bs 1 - 2 -;rdpv - 5 - 7 xr:;i/- i , 2 - ^ t K 

D t; ij 3 K(3-068)(77 mg, 88%)S^ft5Kt»® i: 

10 LXmtco 

f) 1 -7'5^;V- 2 -;t^V- 5 -7 air:;i/aif^ = ;v- 1 , 2 - i> t 1< D If U 
>- 3 5 H(3-069)fD^J5£ 

1 - 7'5^;i/ -5-3-Y-2-t^V-l, 2-ybFDb:';j?>-3-*;i/ 
5}t > K ^ > e; ;V :r 5 K (3-067)(78 mg) 0 D M F (2.0 mL) ^ ^ S 

15 PdCl2(PPh3) 2 (15 mg). 7 n ;i/ T-t ^ b >(89 mg). Cul (11 mg). b U 

20 3i>/T-b h >=7/l)T?)li^-r* C i:fc:<}; D 1 -r^;!/- 2-:r:^V-5-7x 
r:;vxf--;w-l, 2 - h h* D tf >- 3 >il $ K(8- 

068)(65 mg, 89%) ^ift^t/S i: LT^Jto 
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a) 2-th*D^ri'-l - (2 -l/U ^7 x.:^^)]/) nnf-V® p<^;i/x;^7' 
;i/(3-lOl-Ol)0'&^ 

2-034.02 tH^K: UT#J5Sbfe(59%)o 
5 NMR (300 MHz, CDCI3): « 3.25 (t, J= 7.2 Hz, 2H), 3.93 (s, 3H), 4.23 (t, J= 
7.2 Hz, 2H), 6.09 (t, J= 7.5 Hz, IH), 7.08-7.23 (m, 4H), 7.56 (dd, J= 8.1, 2.1 Hz, 
IH). 8.15 (dd, J= 7.5, 2.4 Hz, IH). 

b) 4-;t=^rV-6, [2, 1, a]-fVdpyi;>-3-* 
;i/5j?>K p{ f-;i/x;^7^;K3-ioi-02)©-^j^ 

10 1-018-01 tt-^ fig bfc (42%) o 

'H NMR (300 MHz, CDCla): 6 3.01 (t, J= 6.7 Hz, 2H), 3.93 (s, 3H), 4.35 (t, J 
=6.7 Hz, 2H), 6.76 (d, J= 7.6 Hz, IH), 7.32 (dd, J= 7.3. 1.2 Hz, IH), 7.39 (ddd, 
J-= 7.6, 7.3, 1.5 Hz, IH), 7.46 (ddd, J= 7.9, 7.6, 1.2 Hz, IH), 7.78 (dd, J = 7.9, 
1.5 Hz, IH), 8.25 (d. J= 7.6 Hz, IH). 

15 c) 4-;r*V-6, 7-i^tl«Dl^i;iJ [2, 1, -(V^J 0 >-3-*;i/7}? 
>^(3-101-03)©-&fiR 

4 V - 6 , 7 ->:^ t Dt^ U F [ 2 , 1 , a] V^Jpy >; >-3-tiJV7f.y 

^ ^g^;i/aiX7";K3-lOl-O2)(252mg)0i^::a-dp-y->(2.OinL)l§?^{Cx SMt? 2N 
*®<b:^ b 'J 'J^A*^i«(2.0 mL)*APAfeo mW88}*ms x-^^l/T 

90 



wo 03/070277 



PCT/JP03/01725 



7 -S^ t H D tr "J K [ 2 , 1 , a} ^ ^) > - 3 - >^(3.101-03)(209 

mg, BS%)^&&mi^t vxntco 

'H NMR (300 MHz, CDCls): S 3.10 (t, J= 6.7 Hz, 2H), 4.42 (t, J= 6.7 Hz, 2H), 

7.05 (d, J= 7.6 Hz, IH), 7.36 (d, J= 7.3 Hz, IH), 7.41-7.56 (m. 2H), 7.84 (d, J= 
5 7.3 Hz, IH). 8.56 (d, J= 7.6 Hz, IH), 14.40 (s, IH). 

d) 4-;«-dFV-6, 7-S^tKDl^'JF[2, 1, a]-fV*>";>-3-* 

)V7f^ym 7 5 1'(3-101)<D^J^ 

4-;r=^V-6, 7-i^tKDt^';H[2, 1, a]>fV:^y';>-3-*;V 

7j?VK(3-101-03)(76mg)ODMF(2.0mL)m?gK:> ^fi"^ 1 - - 3 - (3 

10 -i^;>(f-;i/T^y rDV;;i/) ^-'V^e^'f $ K«KiS(EDC, 83mg)s l-bKDd[^ 

i/'OV* h U Tl/-;i/(HOBt, 58mg)^ 7 a: ;V r ^ >(80 mg) ^AP;^feo 

18^^1iis|ims 0. 5 Nig^-eSl^i?£<f±b> l^^x^;i/<feJjn^:t«Jl^^gill 

-r V:^^ U >- 3 ^ct^f^^VT^ H(3-101)(84 mg, 74%)SS6*S 




D SOCIa, DMF (cat.) 
NaOH aq. "" '^ V^Y^ toluene <f_V^^, 
0<*^M-'\/ BOH O^N''^^ B) Phenethylamlne H 

20 1-01M2 4-002-01 

a) 1 2 -;^-d[^V- 1 , 2, 5, 6, 7, 8 -^^^-y- 1 1* D U > 
- 3 -5b;i/?J?>K(4-OO2.Ol)0-&l!S 

1 2 -;r:^rV- 1 , 2, 5, 6, 7, 8 -^:¥-1?-t l«D:^F-7 

3 -*;i/7it>^.?< 9=-;i'X;^7^;i/(l-015-02)(263 mg, 1 mmol)Sai^ y -;i/(6 mL) 
25 {3^fi¥bx *^'ft3:^ h y ■j7A2kiS?S(2M, 0.6 mL, 1.2 mmol)§iPx.s MSt* 3 0 
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^n^^b. \ -:f^)\/-2--t^V- 1 , 2, 5, 6, 7, 8-^dpiJ-bKn 
5 >J y- 3 -*;i/7j?>^(4.002.01)(220mg, 88%)5^ 6 fei^g i: LXntco 

'H NMR (300 MHz, CDCI3): 6 1.00 (t, J= 7.5 Hz, 3H), 1.46 (sextet, J= 7.5 Hz, 
2H), 1.68-1.73 (m, 2H), 1.77 (quint, J - 6.0 Hz, 2H), 1.92 (quint, J= 6.0 Hz, 
2H), 2.65 (t, J= 6.0 Hz, 2H), 2.80 (t, J= 6.0 Hz, 2H), 4.10 (t, J= 7.8 Hz, 2H), 
8.22 (s, IH), 14.82 (s, IH). 
10 b) 1 2-;r:^V- 1 , 2, 5, 6, 7, 8 -'\:^Pi?-t KD^ry 'J > 
-Z-tl)\/if^ym. 7 x;^f-;i/7' ^ H(4-002)CD-&^ 

1 2 -;^:3ev- 1 , 2, 5, 6, 7, a --s^^i?- 1 H d 1; > - 

3 -Jij;i/;}? >K (4-002-01) (100 mg, 0.38 mmol)* b ;i/x >(10 mL)t ^gffl? b^ % 
^f-:t-;i/ (83 |*L, 1.14 mmol)i:ftllJgiaoDMF;&in^. 7 5»Ctf3 0^KS8 

^;i/7'5 >(143 |xL, 1.14mmol)*ia^^ja-e 1 O^M^^Lfco SJRS^S13 1 Ni® 
K(10mL)&in^WKJ^f-;K30mL)-e«lW^x iaW^J®7K(10 mDfiJfe^^ lift* 
JSKv^^^i/'^ Sills bfco ^)i3^A/i^u-^Yif 

20 2 -:t^V - 1 , 2, 5, 6, 7, 8 -^^-tJ- 1 H O / > - 3 - pf7;i/7l? 

>® 7i;^5=-;i'T ^ H(4.002)(100mg, 74%)S fifei®^ i: bt#fco 
'H NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 Hz, 
2H), 1.63 (quint, 7.5 Hz, 2H). 1.74 (quint. J= 6.0 Hz, 2H), 1.88 (quint, J= 
6.0 Hz, 2H), 2.62 (t, 6.0 Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 2.93 (t, J= 7.8 Hz, 

25 2H), 3.66 (dt, J= 9.0 Hz, 6.0 Hz, 2H). 4.03 (t, J=^ 7.8 Hz, 2H), 7.20-7.33 (m, 
5H), 8.25 (8, IH). 10.05 (brt, J= 6.0 Hz, IH). 
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4-501-05 



a) 3-^Dn-2 -i^i/V^^^tl^- 1 - :t > (4-501-03)fD^^ 

1, 3 - 5/^57 n^^Jlri^-Vi'^t >(4-501-01)(8.72 g, 77.6 mmol)?&il-(bp< 5^ 1/ > 
5 (400 mL)fc^fi|ts p{ ^ >;^;i/*-;i/^' D 'J l«(6 mL, 77.6 mmol)i:i^i?* U 
A(32 g, 232mniol)S*n^> ^M^^ 2 l^^^js^ Lfe o 5=- 1/ >(1.4 L) 

i:7k(4oomL)©rs^?SK:inx.^9-^gb> ^mm^mm-^mTki^oomD-em^'^. m 

^Kii^V^;^^ 300 mL K^t^^-C-JS^EEa^Ufco C©^' 

i/l/- h«c(l)®«{b>»<5^l/>?S?i!tt:ifi'(b'<>S^;v b 'J x5^;i/T "i; i^(25 g, 
10 110 mmol)t Ji^n > h >; 7;i/:t'J y ^ ;^(1.9 mL, 15.4 

mmol)^*P^^ ^M-C 1 . 5^mm^LrzolS.&mt:m^:>i^\^>(.0.8Di:M400 
mL)0ti^?gt::*P^^?Sb> 5t«||lSgSfn^iS*(400mL)-e^?tm> IR^a^V 

15 :t>(4-501-03)(7.24 g, 72%)^n^n'^mm t \yXmtzo 

•H NMR (300 MHz, CDCI3): 6 2.09 (quint, J= 6.0 Hz, 2H), 2.40 (t, J = 6.6 Hz, 
2H), 2.69 (td, J= 6.0 Hz, 1.5 Hz, 2H), 6.23 (t, J= 1.5 Hz, IH). 

b) 3 -i/Ty'T-^'S^ 5 2 -i/^ D'Ndp-bV- 1 - :;t > (4.501-04)0 -^J^S 
2-i/T>/T-^i' ^ H(4.42 g, 52.8 minol)S 5 W A(56 mDCS^I L^ 6 
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tiiW.^ 3 - ^ D D - 2 -^y^n-^ir^y- 1 -5r>(4-501-08)(6.24 g, 48 mmol) 

'i/T JT^9 X 1«(1.6 g, 19.2 mmol)i: 6 0 %2KlR<b:^ h U «> A (0.76 g, 19.2 

5 mmol)5fe4n;tMa-e 1 . 5 ^P^igjif U o S^B^t 1 N ^^(100 mL)§ iP ;i ^ 

ai^;i/(300 mL)-eJftaibfeo TkJi $ fc::^Jfi t ii«f b fe^s 31 5^;!/ (300 
■r«f«!Sb^ ^^it>*^&Si^Sb-r 3 ? H- 2 -i'^' o^^-fe > 

10 - 1 - :t> (4-501-04X6.5 g, 76%)^ 6 fii^^ i: bT #feo 

*H NMR (300 MHz, rf«-DMSO) : 6 1.71 (quint, J= 6.0 Hz, 2H), 1.79 (quint, J- 
6.0 Hz, 2H), 2.78 (t, J= 6.0 Hz, 2H), 5.90 (s, IH), 6.90 (s, IH), 11.16 (brd, J = 
1.5 Hz, 2H). 

c) 3, 8-J^:tdf-V-2, 3, 5, 6, 7, 8 -'^^■i?- b K D >f V ^ U > - 
15 4 -:^3;i/7jt- h U ;i/(7-010)©-&^ 

Z -*/T J 7^^ X. P-2 -i/i' D^:^^-fe>- 1 -:t >(4-501-04)(1.25 g, 7 
mmol)<&DM F(25 mDfl^filbN, N' - p{ ^ ;l/ Jjx ;l/ :r $ K ^ ^ ;i/ 5^ -fe 
-;K1.1 mL, 8.4 mmol)Sin^MMt?7 O^MS^^bfco HjtKtatfcl NifiK(lOO 
mL)?fein^@^^j^5^;i/(300 mDfWai bfco ;?k® $ ir:t^-e^*f b 
20 ^3ig^;K300mL)-e}attis b-cfttTKM^^^^i^'i' At-$g«b^jE 

b^ h ;i/x e,:^!^^ bt: 3 , 8-$?:t^V-2, 3. 5, 
6, 7, 8 -^=^-y-t K D^" ydp^ ij >- 4 -5!j;i/;ltx b U ;i/ (7-010X0.92 g, 
7094)S«i^ifeiigg b■C^#fco 
25 'H NMR (300 MHz, CDCla + (a small amount of CDsOD)) : 6 2.17 (quint, J= 6.3 
Hz. 2H), 2.63 (t, J= 6.3 Hz, 2H), 3.09 (t, J= 6.3 Hz, 2H), 8.34 (s, IH). 

d) 2-y'f^;l/-3, ^-V-A^V -2 , 3, 5, 6, 7, 8 -'^^th t K D 'f 
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3, 8 -5^:t=J|rV- 2 , 3, 5, 6, 7, 8 - ^^=5^1^ t K D V ^ U > - 4 
-3b;i/7}?^b >J ;i/(7-010)(770 mg, 4.1 mmol)*DMF(15 mL)^3^Sfi|L^ 1-3 
— K r/tJ' y(0.51 mL, 4.5 mmol) i: 6 0 %^^ibi- h 'J ^7 A(180mg, 4.5 mmol)$ 
5 iP^. ^Sf 3 bfco SJ5S^S»- 1 N#m^(60 mD^in^S^^x^;!/ 

(150 mL)-CttWm^ f^m^k^MO mL)t;m^. *ft*5RK'^ A IS^S b 

2-:/^;i/-3, 8-i^:t=^V-2, 3, 5, 6, 7, 8- 
^:J(r"!J-t h*D-f 'J^J U >-4-*;i/3j?- b >; ;i/(7-011)(610 mg, 61%)*efei^ 
10 Si:UT^fco 

»H NMR (300 MHz, CDCI3): 6 0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J= 7.5 Hz, 
2H), 1.76 (quint, J= 7.5 Hz, 2H), 2.15 (quint, J= 6.3 Hz. 2H), 2.61 (t, J = 6.3 
Hz, 2H), 3.06 (t, J= 6.3 Hz, 2H), 4.03 (t, J= 7.5 Hz, 2H), 8.39 (s, IH). 
e) 2 3 -jT^e^V- 2 , 3, 5, 6, 7, 8 -'sdp-y- 1 O V dp y U 

15 >- 4 h u;i/ (7-012)0 -^^ 

2--:/^JV-3, 8 -i^:^=3pv- 2 , 3, 5, 6, 7, 8 -^^^rl?- 1 H n ^ V 
dpyU>-4-*;i/sK=hU ;i/(7-011)(100 mg, 0.41 mmol)* T H F (7 mL)K: J§ 
ML^ 5i^D>h U7;V:tU Kxf-;i/x— ■r;i/g|^(0.21 mL, 1.64 mmol) iizlc^-fb 
i/Ty^^^m± V U •>A(90mg, 1. 44 mmol) 4 in ^> ^Mt* 30^^^is^Ufco H 
20 JS£;*KfclS5pP^®*lR:^ b U •> A*IS^S(30mL)*i0^s »Kx^;K60 mL)-Citf(tH 
m^ fil?n:ti®*(30 mL)T?^5fe}#s lizlcaiiv^/;^S/»> A-e|g«|UMEig«ibfco 
ff e)nfca^5&^ u^-r^v^^ DT h^^77 -(h;i/x>/B^^x5^;i/)fc:-r;^^ 

b^ 2 3 -:r:5pV- 2 , 3, 5, 6, 7, 8 - 'x^JPit b K □ V ^ 
<J > - 4 - b U ;i/(7-012)(70mg, 74%)^&&B^t hXntzo 

25 'H NMR (300 MHz, CDCI3): 6 0.96 (t, 7.5 Hz, 3H), 1.37 (sextet, J'= 7.5 Hz, 
2H), 1.67-1.86 (m, 6H), 2.54 (t. J= 6.3 Hz, 2H). 2.87 (t, J= 6.3 Hz, 2H). 3.93 (t, 
J= 7.5 Hz, 2H). 7.22 (s. IH). 
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f) 2 -T'^;!/- 3 -:t^V- 2 . 3, 5, 6, 7, 8 -^^^\^ Y U V ^ y 
U > - 4 - *;i/5}?>^(4-501-05)£D-&^i8 

2 3 -;r=^V- 2 , 3, 5, 6, 7, 8 - 1 K n V U 

>- 4 -*;V5i?- h U ;i/(7-012)(260 mg, 1.13 mmol)^2K(6 mL)/ai^y-A 
5 (26 mDtC^^S Us Tk^-fb* U A(444 mg, 7.91 mmoD&in it 24 ^^iP^S^S 

b-C^ 2 3 -:t^V- 2 , 3, 5, 6, 7, 8 - ^dp-y- 1 H D -f V 
y i; >- 4 -*;i/5jf> ^(4-501-05X197 mg. 70%)% 6 6!^^ t 1 1 }/S:o 
10 'H NMR (300 MHz. CDCla): 6 0.97 (t. J= 7.5 Hz, 3H). 1.37 (sextet. J= 7.5 Hz, 
2H), 1.70-1.82 (m, 6H), 2.56 (t. J= 6.0 Hz. 2H). 2.87 (t. J= 6.0 Hz, 2H). 8.95 (t, 
J= 7.5 Hz. 2H), 7.27 (s, IH). 

g) 2-:r9-)V-3-:^^V-2, 3, 5, 6, 7, B Y U ^ V ^ ^ 

'J >- 4 -ijATT^ym ^>i^J)/y K h'(4-50i)(Z)-&j^ 

15 2 3 --t^'^ - 2 , 3, 5, 6, 7, 8 -^^^f it t H □ -T V ^7 U 
>- 4-p!7;V5}?>^(4-501-05)(5 mg, 0.02 mmol)% h ;i/x >(1 mL)K:?§«¥ L> M 
<bf^;r~>(4.4(xL, 0.06mmol)J:M^i«fflDMF*in^v 7 5 »C T? 3 0^|ISiiftJ«|i 

TK> (6.2 ixL, 0.06 mmol)%iD^^MT- 1 O^P^^#Lfco SJSBmt; 1 N^^ 
20 (3mL)§|in^gf®xf-;K8mL)T?aaimx filSl:ti®7Jc(4 mL)-C iftj^s li7jC%®V 

- (h;i/x>/|f^x9^;i/)K:t:!^§ibs 2 3 -rt^^v- 2 , 3, 5, 
6,7,8 -'N^^-y-t FO-f V^>' U >- 4-*;V^>^ K(4-501) 
(5 mg, 74%)S SfiU^i: btfffco 
25 'H-NMR (CDCI3, 300 MHz): 8 0.95 (t, J= 7.5 Hz, 3H), 1.37 (sextet, J= 7.5 Hz, 
2H), 1.66-1.77 (m, 6H), 2.57 (brt, J= 6.3 Hz, 2H), 3.27 (brt, J= 6.3 Hz, 2H), 
3.92 (t, J= 7.5 Hz, 2H), 4.60 (d, J= 5.7 Hz, 2H), 7.12 (s, IH), 7.23-7.40 (m, 5H), 
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9.58 (brt, J= 5.7 Hz, IH). 



S 




l_ 



nBu 



Me 



Me 



5 a) 3 -^>i^;v3r=3p$/*;i"i^=-'V7'$ y - 1 5 , 6-i^p<^;i/-2 

-If U h-> (5-017) ©-^^ 

\-':r^)\/ 3-*;i/3ltdei/.5,6-i^^^;i/-2.tf >J K >(5-004-01)(2.233g)$i^:^-:^r•^^• 
>(50 mL)K:«Sf«| b Ux^;i/T ^ >(4.2 mLK MV\-Ci?7 air:;i/4^;^7jx U ;i/ 
Ti^ F(2.4 mL)*i^A^ M^^^^tff^ l l 0-C?*^&>1'Tfji*i^3l«S*fTofco 51$ 

10 ^>^;;^T;l/rJ-;l/(l.lmL)^ip^^ Hi^fcin^lSiNi^&^Jt feo 4^H#^ 

x>/7-b h >(29:1))S^^V^, 3 -'<>i';i/;r^i^ >&;i'5lt-;i/?' ^ y - 1 - 
15 ;i/-5, 6 2 -If U K>(5-017)(2.477g, 75.4%) ^feltfij^^i: 

o 

ill;^ : 6 5 - 6 6 -C 

b) Z-TX^ - l-'^^JV-b, 6 2 -If U K > (5-004-02) ®^ 

20 3 -^>i^;i/>r^ ^ y - 1 5 , e-i^p<^;v-2- 

If U F >(5-017)(2.487g)<fe^ if J -;i/(25 mL)lC^SIi¥ L 1 0 7 ^ KUU. 
(373mg)®2^C(2.5mL){g88?gS^^X.An^ mJEC-C^MSTO^fJofeo 41^^^, 
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y^;i/-5, 6 2 -t; U p >(5-004-02)(1.438g. 97.8%)&tifei^^ 
Bf^: 9 4 - 9 71: 

5 'H NMR (300 MHz, CDCI3): 6 0.97 (t, J = 7.2 Hz, 3H), 1.37-1.49 (m, 2H), 
1.60-1.71 (m, 2H). 4.08 (d, J= 7.8 Hz, 2H), 6.42 (s, IH). 

-If U F X5-004) ©-^^ 

3 5 y _ 1 -•f.f.js,- 5 , 6 2 -t^ U K X5-004-02) (117 

10 nig)i&lf U i'Xl mL)fI^§filbs ^mM«fc4's *^^«Si*Tx 4-7;v:rD^>\; 
'f ;i/<!7 0 U K(0.08mL)Ox b 7 t K D 7 7 >(1 mL)?S?g * 10^t;?iSTt^ ^ffl 

v^J^^J/i^ATf^g^^s J*Ee*bfeo ^&nfeilt^'l4aSI(202mg)^ffi'fb;><^ 

15 1/ >n--s^-y->T-WiSS^?&fi^V^s ilfetft^^© 1-7^^;!'- 3- (4-7;i/:^D 
^> V'-f r 5 y - 5 , 6 - i?^ 2 - If U H >(5-004)(103 mg. 54.2%) 

ill ;^ 1 2 9 - 1 3 0^ 

20 HSGI^T 



a) 4- ('^VV/i^^l^-V^-;!/- 2 --f - 1 - ^ > S^^V- 3 - .X h 

i^- 5 , 6 1 H- bf U S^V- 2 -;r>(5-0l8) 

2 -:/o^7 i-;i/'f Vi/?'^- K80 m^^y- h^t. KD77>(2 mL)i;?g 

25 fi¥tM^fl.«fE'*'. ^MS^i^'T^ 3-T^y-l-:^^;i'-5. 6 -s^ptg^;!/- 2 




nBu 
5-004-Q2 



5-018 
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-Vf y P >(5-004-02)(78 mg)0x b^b K D 7 7 >(2 mL)}§?gt§ 1 0^^-??^ 

> ;i/ - 3 - ;»< h - 5 , 6 - p{ ;i/ - 1 br U V - 2 -. :t >(5- 
5 018)(142 mg, 89.9%) ^tf ;feo 
m^: 1 9 7 - 1 9 8 -C 



10 a) ( 1 -Z/f-^l/- 2 -:^-:5FV- 1 , 2-5, 6, 7, 8 -^^^-y- b K n :3f >' U 

1 2 -:t:^V- 1 , 2-5, 6, 7, 8-^=3p-tJ-b HDdpy U >- 
3 -*;i/;}t>^(4.002.01)(100mg, O.SBmmol)^ h ;i/x >(5 mDCJgg? b^ i&it 

15 fzo Rmm^n,mmmbs nm^y-^ hxdmDiz mm btc'i^. yi><\ji-h 

A(29 mg, 0.42 mmol)*^^£(0.5 mL) iP ^ ^ f 1 5 ^mH^W btco SfS?SC 
2K(6 mL)<feinil> WKxf^^KlO mL)T?«iaims fiS?a^«7jc(5 mL)Tfi5fe?^. |R|7X 

0''CT-3 0;9-^^J«^^> '^>i^;i/7;i/3-;i/(46 nL, 0.44mmol)<&^^;l^ $ 6 C 
20 1 2 0»C-C2^|@SJ5S$-e-feo.Eli6lg<&i^'J*<^;i/^OT hi?'77^- (b;i/x 




6-001-01 




n-Bu 
8406 
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>/mm^^)i)izxmmb. ( i 2 -;t^y- i , 2-5, 6, 7, 

007)(90 mg, 63%)* e^^S^KfeSi: U"C^#feo 

»H NMR (300 MHz, CDCI3): 5 0.96 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 Hz, 
5 2H), 1.63 (quint, J= 7.5 Hz, 2H), 1.70 (quint, J= 6.0 Hz, 2H), 1.83 (quint, J= 
6.0 Hz, 2H), 2.53 (t, J= 6.0 Hz, 2H), 2.63 (t, J= 6.0 Hz, 2H), 4.01 (t, J= 7.8 Hz, 
2H), 5.19 (8, 2H), 7.29-7.41 (m, 5H), 7.76 (s, IH), 7.86 (brs, IH). 

b) 3 y - 1 5, 6, 7, 8-xh7bKD-lH-dp-/U> 
-2-:t> 1^^^1(6-001-01) 

10 il -y'^JV- 2 1 , 2-5, 6, 7, 8 - ^^Jp-I?- b K D ^^r ^ U > 

- 3 --f ;l/)*;^>'^* 5: >^^>t^;i/x;^T-;l/(6-007)(100 mg, 0.28 mmol)<^p{ ^J' y 
-;W(7 mL)t?§fi¥Us Bf^(16 nL, 0.28 mmol)J: 1 0 7 A j^^(30 mg) 

15 ;i'-5, 6, 7, 8-7^b7tKD-liy-dpyU>-2-;t> B^^ji(6-001- 

oi)(6o mg, 76%)^e^m^t vxnrzo 

'H NMR (300 MHz, CDCU): 6 0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, «/= 7.5 Hz, 
2H), 1.67 (quint, J= 7.5 Hz, 2H), 1.76 (quint, J= 6.0 Hz, 2H), 1.88 (quint. J = 
6.0 Hz, 2H), 2.05 (s, 3H), 2.58 (t, J= 6.0 Hz, 2H), 2.67 (t, «7= 6.0 Hz, 2H), 4.04 
20 (t. 7.8 Hz, 2H), 8.27 (s, IH). 

c) N- ( 1 2 -::r^V- 1 , 2, 5, 6, 7, 8 - }::. Y U ^ 
yU>-3-'f;i/) H (6-001) CD -^J^g 

3 -Z^ y - 1 5 , 6, 7, 8 -5^ h 7 t KO- 1 .ff-:^ry U >- 
2 - ;r > i^K«(6-001-01)(5 mg, 0.018 mmol)*J!i'fb.>< f- V >(1 mL)K:^Sfl? b> 
25 ^>'J^ V V K(2.3 |xL, 0.02mmol)J: h Uxf^;i/T 5 >(5.6 nL, 0.04mmol) 
^mX. mux 1 O^mmWbtzo Rf&WiiZ.O . l N^^(3mL)SinAg^^x^ 

;1/(10 mL)■C^ftal«^ fiSSl^ffizkO mL)■^^»#^ «R7jca^V^;|^5^i>AT$gAlb 
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5^;^){c■r)®l^ n- ( i 2 -:r=5pv- i , 2, 5, 6, 7, 8-^ 

^iJ- 1 1<D:^^>' U >- 3 -'f ^>:XTX K(6-001)(4.9 mg, 83%)* fifi^SiR 

5 'H NMR (300 MHz, CDCla): 6 0.99 (t, J= 7.5 Hz. 3H). 1.45 (sextet, J= 7.5 Hz, 
2H), 1.66 (quint, J= 7.5 Hz, 2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.87 (quint, J = 
6.0 Hz, 2H), 2.60 (t, J= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz. 2H). 4.06 (t. J= 7.8 Hz. 
2H), 7.43-7.56 (m, 3H), 7.94 (d, J= 6.9 Hz, 2H), 8.31 (s, IH), 9.26 (brs, IH). 
d) l-^>Pj]/-3- ( 1 2 -:r:^V - 1 , 2, 5, 6, 7, 8- 

10 ^^v-\i\'u^y v>- 3 )v) i/r (6-005)0 -^j^ 

3 -T^ y - 1 5 , 6, 7, 8-xh7bHD-lfr-dfyi;>_ 
2-:t> if ^il(6-001)(5 mg, 0.018 mmol)?fe*g'(bp< 5^ 1/ >(1 mL)C^IS ^ 
>$^;i/>r Vi^Z:^- K2.5 |xL, 0.02 mmol)i: pi ^ )]/T ^ ^ hrUi>>(2.4 mg, 
0.02mmol)^fein;l> ^mmmWLtzo l^i^miZO. 1 Nie®(3mL)?feiD^ 

15 mm^^^]^aO mL)■C^ftal^^ ia^:tJg*(3 mD-C-l^tj^x ^zKi5i^Vi/^i>'> A 

>/Bf^x^;i/)K:T!liS!ibx ^Hi®^ LT 1 )]^- 3 - ( 1 - 

•:f^)V-2-:t^V-l , 2, 5, 6, 7, 8 -'s^^lJ-t F D U > - 3 --f 
-J? ^T(6-005)(5.0mg, 79%)* e^SS^J: fCfffeo 
20 'H NMR (300 MHz, CDClg): 6 0.92 (t, J= 7.5 Hz, 3H), 1.32 (sextet, J= 7.5 Hz, 
2H). 1.57-1.65 (m, 2H), 1.69 (quint, J= 6.0 Hz, 2H), 1.82 (quint, J= 6.0 Hz. 
2H), 2.55 (t, J= 6.0 Hz, 2H), 2.59 (t, J= 6.0 Hz, 2H), 3.90 (t, J= 7.8 Hz, 2H), 
.4.46 (d, J= 6.0 Hz, 2H), 5.72 (brs, IH), 7.24-7.32 (m, 5H), 7.95 (s, IH), 8.00 
(brs, IH). 

25 
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7-004 

a) 1- (2 -7'D^7a:-;V)-3-(l -:r5^;i/-5, 6 2 
*y-l, 2-S^bKDV^UJ^>-3-'f V T (7-004)0 -^fiS 

l-^>J^;i/-5, e-5^;><^;V-4~bKDdF-i/-3-p< hdpi'-2-li'; 
5 K >(l-004-04) (259mg)SDMF(3niL)K:?g^ l/^ ^iSlSifTs 6 

0 %7Jc^ft!^ h 'J 1^7A(48mg)*-^(ci^^An^ i 

1?-\;-;K261 mg)0DMF(O.5mL)^§?gt*in^s 5 I^M^Si^^-Hfe^MSJM b fco 
R^&^g•&tl§7J<7J<ttIHr±AU^ @t^x5^;i/x;:^x;i/T? 2 HUattl b> 7k^5fe2Iil^. 

A"e^*l bs M£E@3cbfeo f#e.nfeig^'|4^tfi(278mg.73.9%) 
10 ST'-b h >^§glbB^&feJ^^Qla^^ x-7^;i/SJo^^Sifegbfeo ^/fabfe^g^* 
^tmb> 1- ( 2 3 -(1 -ir^;!'- 5 , 6-s;;><^;v-2 

-:t^V-l, 2-$^th*Dtfiji^>-3 -'f 1/7(7-004) (144 mg, 38.3%) 
154~155-C 

15 NMR (300 MHz, CDClg): 6 2.07 (s, 3H), 2.28 (s, 3H), 3.88 (s, 3H), 5.42 (brs, 

2H). 7.19-7.54 (m. 9H). 



o 

HOgC 



Y=*^ HMDS /TMSa Mb38IO''^Y*^ DIBAL ^ ^^^^^ 
d^H'^ toluene MeaSIO'^N^ ^luBne O N 

H 7-00W)2 



7-008 I 



7-008-03 7-0084)4 n-Bu 

20 a) 3 - t K D :i|r'>P<f-;i'- 2 (IF) - If U H >(7-008-01)©-&fiji 
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2- b HD:^i'-3^>^(3-067-0l)(5.0g)£D h;i/3i>(70mL) mW.\^. mm. 
-S^^V^^JVi^i^y^> (HMDS, 19 mL)s S ^ D D h U P< ^ ;i/ 7 > 
(TMSCl. 0.23mL)*iP^in«lig«Et&o Zf^^mW^iks mm^S^b. ^SlCh 

-«/x>(ioomL)*in^feo ikK:. zk^^bs^-f v::/5^;i/T<ii/$n<>A(DiBAL, 2m 

-a-fc-&fe^^Ji^7jCs l@f^:tm7k-^Jli^>J^5fev^. ^7jcM^Vi7;7>i/^7 A-e^^bJto 

m^-^W.E.y-^'S^Xu. 3 - t K D 2 ( 1 i/) - If U K >(7-008. 

10 01)(2.6g, 59%)SeftH<*:i:bT^feo 

»H NMR (300 MHz, CDCls): 6 4.50 (s. 2H), 6.43 (t, J= 6.7 Hz, IH), 7.33-7.36 (m, 
IH), 7.64-7.67 (m, IH). 

b) l-7'^;i/-3-b KD:^rS/p«5^;i/-2-tf U K >(7-008-02)£D-&^ 

3- tKDdp$/;;t5^;i/-2 (lif) -lfUl« >(7-008-01)(0.63 g)CD D M F (16 
15 mLmm^^i. mW^Unfi 'J A(1.4g):fe 1 -H- KT"^ >(1.86 g)<&iP ^ » 

7 0 °c-e 2 ^^Mf^bit^s ^«E?fe@sbfeo a^t^am-fb^'^^-'^A*^ 
?Si:S^Kx5^;i/*iin^> W«l«§^iib&m> *;i<fel^Kx^;vTf a mjnabfeo 

^fc-a-fe^a*B*7kx fiSSl:ft«*•^?li»J^ftl^^ *ll*tt^Vt{^;^^>>i> A7?$g«bfeo 

?§^<feMffiTT-®*b^^e.nfeiia^^t>?&*7 Dv h ^7 7-f-(h;i/i> 
20 /z-b b >=2/i)T:-)filMt-5 J: t) i 3 - t F d 2 

-If >; K >(7.008-02)(0.56 g, 61%)$ bT^f feo 

'H NMR (300 MHz. CDClj): 6 0.96 (t, J= 7.3 Hz, 3H), 1.32-1.45 (m, 2H), 
1.69-1.79 (m. 2H), 3.95 (t, J= 7.6 Hz, 2H), 4.57 (s. 2H), 6.20 (t. J= 6.7 Hz. IH). 
7.24 (dd, J= 6.7, 1.2 Hz, IH), 7.28-7.31 (m, IH). 

25 c) 3- (^>v/:t*"9-y-;i/- 2 --f ;i/;rdF-j/p< - 1 - - 2 - If 

i; K >(7-008.03)CD-&fi£ 

2-034-03 hn^^ bt-&J5£bfc(50%)o 
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d) 1 a-^DD^^^-^iz-a-ifu >(7-008-04)®^^ 

1 3 -t Yv^i^jl^)],- 2 -If ij K>(7.008-03)(169 mg)(DJ®'fb 

NMR (300 MHz, CDCls): 6 0.96 (t, J = 7.8 Hz. 3H), 1.32-1.45 (m, 2H), 
1.69-1.79 (m, 2H), 3.96 (t. J= 7.3 Hz, 2H), 6.19 (t, J= 6.7 Hz, IH), 7.27 (dd, J 
= 6.7, 2.1 Hz, IH), 7.49 -7.53 (m, IH). 

2 - If'; K>(7-008)®-^fig 
2-035 i:ll:^fc:b-C^fi6tfe(97%)o 



L}-o. 



N NaH/DMF 
n-Bu 



7-009 



n-Bu 



7-008-03 

U F > (7-009) 
2-035 i:fia{-L-r-&figLfe(50%)o 



-l-:^f-;i/-2-i; 




Uwesson's ^ 
O H reagent 

toluene 



NaBHi HO 



EtOH 



J Ij - 



n-Bu 
7-016 



ADDP/PMeg . ^"^=5^" S'-^^N' 
/ Imidazole /THF /,^u 




7-015 
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a) 2 -^^^^V- 8 - t K D:^>>- 3 -;r^V- 2 , 3, 5, 6, 7, 8-^^ 
•y-tKD'rv=^^y';>-4 -*;u;J?:z h U ;i/ (7-013)0) 

2-:/f-;i/-3, Q-t>:f^V-2 , 3, 5, 6, 7, 8-^^^\i\ta^ V 
»;>-4-:«j h U ;K7-011)(10 mg, 0.04 mmoDS T H F (1 mL)\zmM 

5 7jc^'fti7iN'>^-:h h ij >i7A(2.1 mg, 0.056 mmol)&iPjl> ^M-C I 0 ^^Igjsf 

Ufco SiiSMt 1 NieK(3 mL)SJiai?.gf^x5^;i/(i0 mL)-Cift tH^. fia*:t^2k 

2, 3, 5, 6, 7, 8 -^^^^-y-b K D-r V^r^ >- 4 -:*;i/7P- h ij jl/(7- 
10 013)(7.4mg, 75%)*e6i^^fc Urftfeo 

NMR (300 MHz, CDCls): 5 0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J= 7.5 Hz, 
2H), 1.76 (quint, J= 7.5 Hz, 2H), 2.15 (quint, J= 6.0 Hz, 2H), 2.61 (t, J= 6.0 
Hz, 2H), 3.06 (t, J= 6.0 Hz, 2H), 3.45-3.58 (m, IH), 4.03 (t, J= 7.5 Hz, 2H). 
8.39 (8, IH). 

15 b) 3-^:t^V-2 , 3, 5, 6, 7, 8 - \l \f U -{ V ^ 

y ij > - 4 -:ib;i/5j?- h U ;i/ (7-0 14)0 -^fig 

2 3 -:t^'J - 2 , 3, 5, 6, 7. 8 -^^-y-b K O V U 
>- 4 h »; >l/(7-012)(80mg, 0.35mmol)5& h > (8 mL)C U ^ 

D-V>|iSM(169mg, 0.42mmol)4in^x 1 2 I^^An^Ji^K L :fco ^M^-e^^ifiP 

20 m^ ^^5'./-;i/(i4 mL)5&ip^ sits ?£s«£Eii as l^o 

bs 2-:r5^;i/-3-^;t^V-2, 3, 5, 6, 7, 8 - ^ ^-y- b H D y 
y >J > - V ;i/(7-014)(63 mg, 73%)S^ili^ife©m i: 1 1 o 

'H NMR (300 MHz, CDCla): 6 0.98 (t, J= 7.5 Hz, 3H), 1.41 (sextet, J= 7.5 Hz, 
25 2H), 1.75-1.90 (m, 6H), 2.60 (t, J= 6.3 Hz, 2H), 2.87 (t, J= 6.3 Hz, 2H), 4.81 (t, 
J= 7.5 Hz. 2H). 7.50 (s, IH). 

c) 2 3 -^^r^ V - 2 , 3, 5, 6, 7, 8 -^:^-y-b K D-f V * 

105 



wo 03/070277 



PCT/JP03/01725 



y i; >_ 4 -:ij;V5}tT;i/xt h* (7-0 15) CD fig 

2 - 3 -5^:t^V- 2 , 3, 5, 6, 7, 8 -^s^^-y- 1 K D 'f V 

U > - 4 - - h U ;i/(7.014)(220 mg, 0.89 mmol)S h;i/x>(20 mDKi^f 

*?^Ts *lSl'fb5^^'y:rf-;i/T;i/5=e7A(lMh;Vai>i§?g, 1.7mL, 1.7 
5 mmoDSiP^ 30^1gif Lfco 1 N#^^(5 mL)^in^s I^^xf-;i/(i0 

\^xi^m:V. 2 3 -g^^r^^v- 2 , 3, 5, 6, 7, 8-^:3fy-tH 
D'f V^Jpy U >- 4 -*;i//J?7';i/7'b lf(7-015)(44 mg, 20%)&^^|fiijg^ J: b 
10 T^fco 

»H NMR (300 MHz, CDCI3): 6 0.99 (t, J= 7.5 Hz, 3H), 1.44 (sextet, J= 7.5 Hz, 
2H), 1.74 (quint, J= 3.3 Hz, 4H), 1.87 (quint, J= 7.5 Hz, 2H), 2.62 (br t, J = 
6.3 Hz, 2H), 2.95 (brt, J= 6.3 Hz. 2H), 4.51 (t, J= 7.5 Hz, 2H), 7.53 (s, IH), 
10.60 (8, IH). 

15 d) 2 -zr^ )\^- YU^'y ^^)\/- b , 6, 7, 8, -y'YvMYn- 2 
H-^ 'J^J y > - 3 -f-3r> (7-016)0 -^fig 

2 3 2 , 3, 5, 6, 7, 8 -'v^-tf t K D ^' V y 
U > - 4 -*;i/7nT;i/7*t 1«(7-015)(10 mg, 0.04 mmol)?& ^ ^ ^ -;V(2 mL){3 ?§ 
yi^mht^^mi- Y V •>A(4.6mg, 0.12 mmoD&iP^SMT- 1 O^mmi^ U 
20 feo KJ*^^gK: 1 NJiK(4 mL)SJnilg^Kx5^;K10 mL)T!Jlliai^. iaiPftffi*(5 

D v \"^yy (h;i/x>/B^^ai5^;i/)T?)|iSi t> 2 - 4 - 

t K D:^i^p< 9";!/- 5 , 6, 7, 8, -7"h5b:KD-2iy-'('v^>'>J>-3 
-^:!l->(7-016)(9 mg. 90%)^mn^B^tLXnrzo 
25 'H NMR (300 MHz, CDClg): 5 0.99 (t, J= 7.2 Hz, 3H), 1.43 (sextet, J= 7.2 Hz, 
2H), 1.71-1.95 (m, 6H), 2.66 (brt, J= 6.3 Hz, 2H), 2.83 (t, J= 6.3 Hz, 2H), 4.58 
(brt, J= 7.2 Hz, 2H), 4.79 (s. 2H), 7.61 (a. IH). 

106 



wo 03/070277 



PCT/JP03/0172S 



e) 4- 2 --f p< -2->^f-;V-5, 6, 

7, 8-Th^bKn-2if-^V:^ry';>-3-5^:t >(7-017)O^J56 
2 4 - t Kn:;!^^^^^;^- 5 , 6, 7, 8, -y' V y \i Y tt - 2 H 
y U > - 3 >(7-016)(14 mg, 0.056 mmol)?^ THF(1 mL)izmm Ls 

5 2 -^;V*7" h^>\;3j-:^-t»-V^-;V(16.3 mg, O.H mmol). 1, 1' - (T^/i^ 
:j?7;1/;}?-;1/) i^lf^ij i>>(28.1 mg. 0.11 mmol^ ^ ^yj — )V(7.G mg, 0.11 
mmoDs h U ^ f-^l/:?!^:^ 7 >(1 M h;i/x>t$?SE. O.llmL, 0.11 mmoD^fe -^tl-? 
nmx.. MT'l 8^K«jf Lfco SiStSSMffi^i^ U b;i/a^>(2mL)<feiP^*;f 

10 S^^ai^;i/)"^)^S!{ 4- ('^^^^/^tdpiJ-vf-;!/- 2 --f - 2- 

7'^;i/-5, 6, 7, 8 -X h 7 t h' D - 2 V:^y U >- 3 >(7- 

017)(6.5 mg, 30%)S:gfe*ife«^*i: b■C^f feo 

'H NMR (800 MHz, CDCl,): 6 0.99 (t, J- 7.5 Hz. 3H). 1.43 (sextet, J- 7.5 Hz, 
2H), 1.70-1.95 (m. 6H), 2.62 (t, J= 6.8 Hz, 2H), 8.01 (t, J= 6.3 Hz, 2H), 4.58 (t, 
15 J=7.5Hz, 2H), 5.05(8. 2H), 7.15-7.30 (m, 2H), 7.42 (dd, J= 7.2 Hz. J= 1.8 Hz. 
IH), 7.48 (brs, IH), 7.60 (dd. J= 7.2 Hz. J= 1.8 Hz. IH). 




n-Bu n-Bu 



7-012 7-018 

20 a) 2--:r^)],-Z-t^V-l, 2, 3, 4, 5, 6, 7. % -it t7 ^ M Y Xi 
V^y >; > - 4 -tt)\/if.- V ij;!/ (7-018)0 fife 

2 -T"?^;!/- 3 -:t^V- 2 , 3, 5, 6, 7, 8 -'v^-y- 1 H D 'f V U 
>- 4 -:*(;i/7l?r: h 'j ;i/(7-012)(100 mg, 0.43 mmol)^ h^l/J^XlO mL){::>giP 
bs 7K^^rT^ TK^^bi^-^ VT'f-^i/T;!/? -»> A(l M b;l/x>?g?g, 0.8 mL. 0.8 
25 mmoDSia^ 1 0 ^^jKJ«^Ufeo 1 NMK(5 mL)%An^i^S?x^;i/(10 
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inL)i?jstBm> tain:t^*(5 mL)■^^5t^#^ m:i(^mm'7^^i't7A-Gnf^LmE.m 

{::T!liMLs 2 3 -*:^V- 1 , 2, 3, 4, 5, 6, 7, 8-:;t^ 
^hKn^V^^U>-4-* >>l/7l?n h i; ;i/(7-018)(70 mg. 70%)?& & t 

'H NMR (300 MHz. CDCls): 6 0.93 (t, J= 7.5 Hz. 3H), 1.32 (sextet. J= 7.5 Hz. 
2H), 1.42-1.59 (m. 5H), 1.88 (e. IH), 1.97-2.08 (m, 2H), 2.20-2.32 (m, IH). 
2.54-2.66 (m. IH), 3.06-3.19 (m, 2H), 3.33-3.43 (m, 3H). 
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m 1 









I-l 




^H-NMR (dppm TMS / CDCI3) 1.13 
(6H, s), 1.20 (6H, d, J = 6.9), 1.25 (3H, 
t, J = 7.4), 2.61 (2H, 8),3.05 (2H,8), 
3.17 (IH, m), 3.64 (2H, q, J = 6.9), 
6.72-6.80 (IH, m), 6.98-7.07 (2H, m), 
7.20-7.32 (IH. m). 


1-2 




^H-NMR ((yppm TMS / CDCl3)1.14 
(6H, s), 1.20 (6H. d, J = 6.9). 1.22 (3H, 
t, J = 7.4), 2.60 (2H, 8), 2.95 (2H, q, J = 
7 4") 2 96 CIH a J = & ffi 3 73 <'2H s'i 
6.73-6.78 (IH, m). 7.10-7.17 (2H, m), 
7.25-7.32 (IH, m). 


1-3 




iH-NMR (<yppin TMS / CDCI3) 1.16 
(6H, s), 1.21 (6H, d, J = 6.9), 1.36 (3H, 
t, J = 7.1), 2.59 (2H, 8), 3.17 (IH, q, J = 
6.9), 3.65 (2H, s), 4.32 (2H, q, J = 7.1), 
6.74-6.78 (lH,m), 7.12-7.16 (2H, m), 
7.30-7.36 (IH, m). 


1-4 




^H-NMR (dppm TMS / CDCl3)1.16 
(6H, s). 1.21 (6H, d, J = 6.9), 1.36 (3H. 
t, J = 7.1), 2.63 (2H, s), 2.89 (2H, q, J = 

6.79-6.85 (lH,m),7.12-7.16 (2H. m). 
7.30-7.36 (IH, m). 


1-5 




^H-NMR (dppm TMS / CDCl 3)1.20 
(6H, d, J = 6.9), 1.23 (6H, 8), 2.65 (3H, 
s), 2.68 (2H, s), 3.11 (IH, q, J = 6.9), 
4.51 (2H, 8), 6.83-6.90 (IH, m), 7.11- 
7.18 (2H, m), 7.28-7.35 (IH, m). 


1-6 




iH-NMR (dppm TMS / CDCI3) 1.20 

(6H, d, J = 6.9), 1.30 (3H. t, J = 7.4), 
2.90 (2H, t, J = 7.4), 3.15 (2H, t, J = 
7.4), 3.20 (IH, q, J = 6.9), 4.31 (2H, t, 
J = 7.4), 6.79-6.82 (IH, m), 7.07-7.16 
(2H, m), 7.28-7.32 (IH, m). 


1-7 




^H-NMR (dppm TMS / CDCI3) 1.23 
(6H, d, J = 6.9), 2.65 (3H, s), 2.90 (2H, 
t, J = 7.4), 3.20 (IH, q, J = 6.9), 4.45 
(2H, t, J = 7.4), 6.79-6.82 (IH, m), 
7.07-7.16 (2H, m), 7.28-7.32 (IH, m). 
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1-8 


^ O^SEt 


^H-NMR (dppm TMS / CDCI3) 1.15 
(6H, 8), 1.25 (3H, t, J = 7.4). 2.69 (2H, 
8), 2.83 (2H, q, J = 7.4), 3.69 (2H, 8), 
3.84 (3H, 8), 4.61 (2H, s), 6.86 (IH, d, 
J = 8.2), 6.96 (IH, t, J = 8.2), 7.26 (IH, 
t, J = 8.2). 7.55 (IH, t. J = 8.2). 


1-9 


S^SMe 


^H-NMR (<yppm TMS / CDCI9) 1.25 
(6H, 8). 2.56 (3H, s), 2.72 (2H, s), 3.85 
(3H, 8), 4.43 (2H, s), 4.63 (2H, s), 
6.86-6.88(2H, m), 7.20-7.30 (IH, m), 
7.44-7.48 (IH, m). 


I-IO 


OMe ) 

cr^sm 


^H-NMR (dppm TMS / CDCI3) 1.11 
(6H, 8), 1.26 (3H, t, J = 7.4), 2.61 (2H, 
8), 2.83 (2H, q, J = 7.4), 2.99-3.05 (2H, 
m), 3.61-3.66 (2H, m), 3.62 (2H, s), 
3.82 (3H, 8), 6.86- 6.91 2H, m), 7.17- 
7.26 (2H. m). 


Ml 


S^SMe 


^H-NMR (dppm TMS / CDCI3) 1.19 
(.Oil, s;, /.oo (oJtl,8;, Z.b4 {Zti, 8), 3.05 
(2H, t, J = 7.5), 3.66 (2H, t, J = 7.5), 
3.84 (3H, 8), 4.35 (2H, s), 6.84- 6.91 
(2H, m), 7.17- 7.30 (2H, m). 


1-12 


s 


'H-NMR (dppm TMS / CDCI3) 1.35- 
1.67 (8H, m), 1.74-1.86 (2H, m), 2.64 
(3H, s), 2.68 (2H, s), 4.56 (2H, s), 
7.02-7.07 (2H, m), 7.22 (2H, d, J=8.2 
Hz). 
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No 




NMR (CDCla) 


1-16 


57-69°C 


1.16 (6H, s). 1 31 CSH t J = 7 2 fi4 b\ 9 Qi OVI r, t 
= 7.3), 3.78 (2H. s), 6.96 (IH.dd, J = 7.4, 1.2). 7.14 (IH. t, J 
= 7.4). 7.36 (2H, t, J = 7.4). 


1-17 




1.15 (6H, 8), 1.31 (3H, t, J = 7.3), 2.67 (2H, 8), 2.91 (2H, q J 
= 7.3). 3.77 (2Ji a'i 7 10.7 1.'^ (ATI m\ 


1-18 




1.16 (6H. s). 1.31 (3H, t, J= 7.3), 2.68 (2H, s), 2.92 (2H, q, J 
= 7.3),3.80 (2H, 8), 6.96 (IH, dd, J = 7.7, 1.2), 7.08 (IH, dt, J 
= 7.7. 1.6). 7.25 (2H. t. J = 7.4). 7.40 (IH. d, J = 7.4). 


1-19 




x.xo von, s;. x.£i (oa, t, a — 1,6), ^.^4 (3x1, 8), 2.62 (2H, s), 
2.92 (2H, q. J = 7.4), 3.77 (2H, s), 6.83 (IH, d, J = 7.7). 7.04 
(IH, t, J = 7.7), 7.16-7.22 (2H. m). 


1-20 




1.15 (6H, s), 1.19 (3H. t. J= 7.4), 1.31 (3H, t, J = 7.3), 2.62 
(2H, q, J = 7.3), 2.65 (2H, s), 2.94 (2H. q, J = 7.4), 3.77 (2H. 

s^, D.oij Kxrx, a, ci — /.b;, /.lU-T.Z-iS (dxl, ra). 


1-21 




0.95 (3H, t, J = 7.3), 1.15 (6H, s), 1.30 (3H, t, J = 7.4), 
1.50-1.64 (2H, m), 2.56 (2H, q, J = 7.3), 2.59 (2H, s), 2.90 
V.4.X1, q, «j — 1.^}, 6, lo v,^xi, s;, b.o^ (111, a, J =7.3), 7.06-7.28 
(3H, m). 


1-22 




0.90 (3H, t, J = 7.1), 1.15 (6H, s). 1.29 (3H, t. J = 7.4), 

1 30-1 34 m\ 1 '^9-1 K$l fOVl O /OtJ ^ T rr i\ 

x.ou-x.o'* \£tnf m), JL.o^-i,oo \^ri, m.), (Ztif J = 7,1), 
2.62 (2H, s), 2.92 (2H, q, J = 7.4), 3.76 (2H, s), 6.79 (IH, dd, 
J = 7.9. 1.4). 7.06-7.28 (3H. m). 


1-23 




0.86 (3H, t, J = 7.4), 1.14 (6H, s), 1.16 (6H, d, J = 6 9) 1 29 
(3H, t, J = 7.4), 1.48-1.58 (2H, m), 2.61 (2H, e), 2.89 (2H, q, 
J = 7.4), 2.88-2.92 (IH, m), 3.76 (2H, d, J = 13.6), 3.82 
(IH.d, J = 13.6), 6.82-6.88 (IH, m), 7.10-7.18 (IH, m), 
7.23-7.29 (IH. m) . 


1-24 




1.15 (6H, 8), 1.27 (3H, t, J = 7.4), 1.33 (9H, s), 2.68 (2H, s), 
2.86 (2H, q, J = 7.4), 3.75 (2H, s), 6.86 (IH, dd. J= 7.4, 1.6), 
7.08-7.19 (2H, m). 7.38 (2H, dd. J = 7.4, 1.6). 


1-25 




0.99 (6H. s), 1.25 (3H. t, J = 7.4), 2.45 (2H, 8). ,2.82 (2H, q, J 
= 7.4), 3.51 (2H, 8), 6.98 (IH, d, J = 7.7), 7.20-7.36 (6H, m), 
7.43 (2H. m). 


1-26 


82-83°C 


1.15 (6H. 8), 1.29 (3H, t, J = 7.3), 2.66 (2H, 8), 2.89 (2H, q, J 
= 7.4). 3.77 (2H, s). 6.98 (IH, d, J = 7.6). 7.19 (IH, t, J = 
7.6), 7.49 (IH. t. J = 7.6). 7.64 (IH. d. J = 7.6). 
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No 




NMR (CDCU) 


1-27 




1.16 (6H, s), 1.25 (3H, t, J = 7.4), 2.62 (2H, s), 2.88 (2H, q, J 
= 7.4), 3.78 (2H, s), 3.83 (3H, s), 6.91-6.96 (3H, m), 7.05-7.14 
(IH, m). 


1-28 




1.15 (6H, s), 1.30 (3H, t, J = 7.4), 1.40 (3H, t, J = 7.0), 2.60 
(2H, s), 2.90 (2H, q, J = 7.4), 3,78 (2H, s), 4.08 (2H, q, J = 
7.0), 6.90-6,94 (3H, m), 7.06-7.08 (IH, m). 


1-29 




(2H, s), 2.89 (2H, q, J = 7.4), 3.76 (2H, s), 4.50 (IH, q, J = 
6.0). 6.90-6.93 (3H, m), 7.01-7.07 (IH, m). 


1-30 


78-80°C 


2.89 (2H, q, J = 7.4), 3.78 (2H, s), 6.87-6.91 (IH, m), 7.05- 
7.14 (2H, m). 7.20-7.29 (IH, m). 


1-31 


55-57°C 


1 1 K fRV[ B^ 1 91 (QXt f J = 7 4.^ 1 Ql (HVf t J = 7 4'» 9 ftfi 

(2H, s), 2.89 (2H, q, J = 7.4), 2.94 (2H, q, J = 7.4), 3.78 (2H, 
8), 6.91 (IH, dd, J = 7.4, 1.6), 7.08-7.20 (2H, m), 7.32 (IH, 
Hfi ,T = 7 4 If?') 


1-32 




1.15 (6H, s), 1.27 (6H, d, J =6.6), 1.28 (6H, d, J = 7.4), 2.65 
(2H, s), 2.88 (2H. q, J = 7.4). 3.38-3.42 (IH, m), 3.78 (2H, s), 
fi 90 ClH dd J = 7 7 16') 7 08-7 20 (21i m) 7 32 ClH dd J 
= 7.7,1.6). 


1-33 




1.15 (6H, s). 1.29 (3H, t, J = 7.4), 2.60 (2H, s), 2.71 (6H, s), 
2.89 (2H, q, J = 7.4), 3.77 (2H, s), 6.90-6.98 (3H, m), 7.05- 
7,10 (IH, m). 


1-34 




1.16 (6H, s), 1.27 (6H, d, J = 6.9), 1.31 (3H. t, J = 7.4). 2.64 
(2H, s), 2.91 (2H. q, J = 7.4), 2.98 (IH, q, J = 6.9), 3.77 (2H, 
s). 6.78-6.83 (2H, m), 7.01-7.04 (IH, m), 7.25-7.27 (IH, m). 


1-35 


68-69'C 


1.16 (6H. s), 1.30 (3H, t, J = 7.3), 2.66 (2H, s), 2.90 (2H, q, J 
= 7.3), 3.76 (2H. s)6.98 (2H, dd, J = 6.6, 2.1), 7.31 (2H, dd, J 
= 6.6. 2.1). 


1-36 


67-69°C 


1.15 (6H. s). 1.20 (6H, d, J = 6.9), 1.26 (3H, t, J = 7.4), 2.64 
(2H, s), 2.86 (2H, q, J = 7.4), 2.89 (IH, q, J = 6.9), 3.75 (2H, 
s), 6.98 (2H, d, J = 8.2), 7.20 (2H, d, J = 8.3). 


1-37 


125- 
126°C 


1.15 (6H, s), 1.30 (3H, t, J = 7.3), 2.72 (2H, s), 2.92 (2H, q, J 
= 7.3), 3.78 (2H, s), 7.05 (2H, d, J =8.3), 7.31 (2H, d, J = 8.3). 


1-38 


76-78*C 


1.15 (6H, 8), 1,30 (3H, t, J = 7.4), 2.14 (3H, s). 2.29 (3H, s), 
2.63 (2H, 8), 2.89 (2H, q, J = 7.4), 3.77 (2H, s), 6.70 (IH, d, J 
= 7.9). 6.94 (IH, d. J = 7.9), 7.06 (IH. s). 
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mm 


JNo 




NMR (CDCI3) 


1-39 




1.14 (6H, b), 1.29 (3H, t, J = 7.4), 2.21 (3H a) 2 32 fSH s"» 
2.65 (2H, 8), 2.89 (2H, q, J = 7.4), 3.76 (2H, s), 6.73 (IH. d, 
J = 7.9). 6.97 (IH, d. J = 7.9), 7.02 (IH, s). 


1-40 




1.15 (6H, s), 1.30 (3H, t, J = 7.4), 2.19 (3H s) 2 31 fSH s'i 
2.64 (2H. 8), 2.89 (2H. q. J= 7.4), 3.77 (2H, s), 6.65 (IH, 8), 
6.86 (IH. d, J = 7.9). 7.07 (IH. d. J = 7.7). 


1-41 


59-6 1°C 


1.15 (6H. s), 1.30 (3H. t. J= 7.3). 2 19 CBH s") 2 62 r2TT o'i 
2.90 (2H, q. J = 7.3), 3.78 (2H. s). 6.90-6.96 (IH.m), 7.02- 
7.08 (2H, m). 


1-42 




1.15 (6H, 8), 1.31 (3H, t, J = 7.4). 2.26 (3H, s), 2.28 (3H, s), 
2.65 (2H, s), 2.91 (2H, a. J = 7 4) 3 78 (2H a'i fi 74 nw AA 
J = 7.9. 1.8), 6.80 (IH, d, J = 1.8). 7.13 (IH. d. J = 7.7). 


1-43 




1.15 (6H, s), 1.31 (3H, t, J= 7.4), 2.31 (6H, s), 2.63 (2H, s), 
2.90 (2H, a. J = 7.4). 3.76 (2H, s), 6.58 (2H. s). 6.77 (IH. 8). 


1-44 




1.15 (6H. s) 1 28 f3H t J=: 7 4"i 2 21 (^V[ b\ 9 dA. fou o^ 
2.90 (2H, q, J = 7.4). 3.76 (2H. s), 6.74 (IH, d, J = 8.2), 
7.10-7.18 (2H, m). 


1-45 




1.15 (6H s) 1 28 C3H t J = 7 4"> 2 .^l C^H a^ 9 fift (ovf c\ 
2.92 (2H, q, J = 7.4), 3.78 (2H, s), 6.74 (IH, d, J = 7.8), 7.04 
(IH, d, J = 7.8). 7.25 (IH, d, J = 7.8). 


1-46 


119- 
120'C 


1.16 (6H, s), 1.25 (6H, d. J = 6.9), 1.29 (3H, t, J = 7.4), 2.69 
(2H, s). 2.90 (2H. a. J= 7.4) 3 15 flH m"> .1 7^ r2TT n"» fi Q9 
(IH, d, J = 8.7), 8.01 (IH, dd, J = 8.5, 2.4), 8.18 (IH. d, J = 
2.4). 


1-47 




1.17 (6H, 8), 1.23 (6H, d, J = 6.9), 1.30 (3H, t, J = 7.4), 2.69 
(2H, 8), 2.91 (2H, q. J= 7.4), 3.19 (IH, m), 3.79 (2H. s). 7.41 
(IH, d, J = 8.7), 7.71 (IH, d, J = 2.4), 7.92 (IH, dd, J = 8.7, 
2.4). 


1-48 




1.15 (6H, s), 1.30 (3H, t. J = .7.4), 2.73 (2H, s), 2.98 (2H, q, J 
= 7.4), 3.82 (2H, s)7.15 (2H, d, J =8.3), 8.48 (IH, dd, J = 
8.3, 1,4). 8.90 (IH, d, J=8.3). 


1-49 


64-66'C 


0.95 (3H, t. J = 7.3), 1.15 (6H, s), 1.50-1.64 (2H, m), 2.32 
(3H, 8), 2.56 (2H. q. J = 7.3), 2.63 (2H, 8).3.78 (2H, s), 6.82 
(IH, d, J = 7.3), 
7.06-7.28 (3H. m). 


1-50 


96-96"C 


1.16 (6H, 8), 1.20 (6H, d, J= 6.9), 2.32 (3H, s), 2.64 (2H, s), 
3.12 (IH, q, J = 6.9), 8.79 (2H, s), 6.78-6.82 (IH, m), 
7.11-7.20 (2H. m). 7.30-7.84 (IH. m). 
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No 




NMR (CDCla) 


1-51 


53-56°C 


0.85 (3H, t, J = 7.3), 1.15 (6H, d. J = 6.9), 1.18 (6H, s), 
1.57-1.70 (2H, m), 2.31 (3H, s), 2.62 (2H, s), 2.91 (IH, q, J = 
6 9) 3 74 (lU d J = 13 7) 3.78 (IH d J = 13.7). 6.78-6.83 
(IH. m), 7.11-7.18 (2H. m), 7.23-7.30 (IH, m). 


1-52 


88-90"C 


1.17 (6H, s), 1.27 (6H, d, J= 6.9), 2.33 (3H, s), 2.65 (2H, s), 
2.91 (IH, q, J = 6.9), 3.79 (2H, s), 6.78-6.83 (2H, m), 7.01- 
7 04 CIH m"> 7 20-7 24 ClH m) 


1-53 




1.16 (6H, s), 2.32 (3H, s), 2.65 (2H, s). 3.77 (2H, s), 3.87 
(6H, 8), 6.51-6.59 (2H, m), 6.80-6.89 (IH, m). 


1-54 


1 09- 

104°C 


(2H, 8),6.42 (IH, dd, J = 8.1, 1.8), 6.53 (IH, d, J= 1.8), 6.78 
(IH, d, J = 8.1). 


1-55 


129- 

1 Q 1 


1.16 (6H, s), 2.32 (3H, s), 2.67 (2H, s). 3.78 (2H, a), 3.85 
r'fiH b1 ^ Sfl (RH a\ fi 2(1 f2H al 


1-56 


107- 


1.17 (3H, t, J = 7.6), 1.22 (6H, s), 2.58 (2H, q, J = 7.6), 2.64 
{^Vi a\ 9 fifi r'9H fl'^ 4- fil n'i fi Ql ClH HH J = 7 5 1 

\Oxxy a/f ^.OD ^^XJ.| b^; t*U± \£iXXf ojf \J**/X \XXXj U.U., tl — / .a, x»OJf 

7.02-7.19 (2H, m). 7.23-7.28 (IH. m). 


1-57 




0.85 (3H, t, J = 7.3), 1.18 (6H, d, J = 6.9), 1.23 (6H, 9), 

6.9), 4.38 (IH, d, J = 13.7), 4.60 (IH, d, J= 13.7), 6.83-6.90 
(IH, m), 7.11-7.18 (2H, m), 7.28-7.35 (IH, m). 


1-58 


85-87°C 


1.22 (6H, s), 2.62 (3H, a), 2.63 (2H, s), 3.35 (3H, a), 4.40 
(2H, a), 4.48 (2H, a), 6.93-6.99 (IH, m), 7.11-7.29 (2H, m), 
7.40-7.49 (IH, m). 


1-59 


113- 
H4'C 


1.22 (3H, a), 1.24 (3H, s), 1.37 (3H, d, J= 6.4), 2.63 (3H, s), 
2.65 (2H, a), 3.24 (3H, a), 4.35 (IH, d, J = 13.6), 4.55 (IH, q, 
J = 6.4), 4.66 (IH, d, J = 13.6), 6.91 (IH, d, J = 7.4), 7.19- 
7.40 (2H, m), 7.51 (IH, d, J = 7.4). 


1-60 


128- 
130°C 


1.22 (6H, s), 2.62 (3H, a), 2.65 (2H, a), 3.85 (3H, a), 4.53 
(2H, a), 6.93-6.99 (2H, m), 7.02-7.15 (2H, m). 


1-61 


100- 
lOl'C 


1.26 (6H, a), 1.43 (3H, t, J = 7.4), 2.66 (2H, a), 2.67(3H,8), 
4.08 (2H, q, J = 7.0), 4.55 (2H, a), 6.95-6.99 (3H, m), 7.11- 
7.18 (IH, m). 


1-62 


137- 
139°C 


1.23 (6H, a), 2.43 (3H, s). 2.64 (3H,a), 2.67 (2H, a), 4.53 
(2H, a), 6.87-6.92 (IH, m), 7.11-7.20 (2H, m). 7.23-7.29 (IH, 
m). 
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PCT/JP03/01725 



^2 1 



JU ./k. jUrt 




No 




NMR (CDCls) 


1-63 


103- 
105°C 


1.15 (6H, 8), 1.29 (3H, t, J = 7.4), 1.31 (3H, t, J = 7.4), 2.66 
(2H, 8), 2.89 (2H, q, J= 7.4), 2.94 (2H, q, J = 7.4), 3.78 (2H, 
8), 6.91 (IH, dd, J= 7.4, 1.6), 7.08-7.20 (2H, m), 7.32 (IH, 
dd, J = 7.4, 1.6). 


1-64 


126- 

126*C 


1.24 (6H, 8), 1.28 (6H, d, J =6.6), 2.63(3H, s), 2.66 (2H, s), 
3.38-3.42 (IH, m), 4.53 (2H, s), 6.97 (IH, dd, J = 7.7, 1.6) 
7.08-7.20 (2H, m), 7.32 (IH, dd, J = 7.7, 1.6). 


1-65 




1.22 (6H, 8). 2.63 (3H, s), 2.65 (2H. d. J = 13.6). 2.76 (3H. 
s), 

4.17 (IH, d, J= 13.6),4.77 (IH, d, J = 13.6), 7.06 (IH, dd, J 
= 7.7, 1.7), 7.19-7.40 (2H, m). 7.97 (IH, dd. J= 7.7. 1.7). 


1-66 


147- 
149°C 


1.23 (6H, 8), 2.63 (3H, s), 2.71 (2H, 8), 3.13 (3H, e), 4.62 
(2H, s), 7.11 (IH, m,), 7.11-7.20 (2H, m), 7.23-7.29 (IH, m). 


1-67 


129- 
130°C 


1.22 C6H. s) 1 23 ^SH t J = 6 9") 2 63 C3H s'i 2 66 (IW a\ 
2.70-2.85 (IH, m), 2.90-3.16 (IH, m), 4.26 (IH, d, J = 13.6), 
4.70 (IH, d, J = 13.6), 7.06 (IH, d, J = 7.6), 7.30-7.46 (2H, 
m), 7.90 (IH, d, J= 7.5). 


1-68 


100- 
102°C 


1.23 (6H, 8), 2.62 (3H, s), 2.66 (2H, s), 2.71 (6H, s), 4.50 
(2H, 8), 6.93-6.99 (3H, m), 7.02-7.15 (IH, m). 


1-69 




1 23 CfiH a') 1 2fi (dVI A J = fi Q^ 2 f^Vf 9 ftft (9X1 a\ 
J..*iO vuxx, a/, ±,£tu \\jjLXi u, ti — \j,tj)f ^.04 ^OJl, S^, iS.OD ^^xl, 8^, 

2.92 (IH, q, J = 6.9), 4.52 (2H, s), 6.84-6.86 (2H, m), 7.08- 
7.13 (IH, m), 7.28-7.32 (IH, m). 


1-70 


116- 

iis-c 


1.23 C6H a) 2 64 TSH a") 2 68 <'2H s"i 4 51 f2H a"» fi Q7 
(2H, d, J = 8.6), 7.35 (2H, d, J = 8.6). 


1-71 


103- 
105°C 


(2H, a), 4.50 (2H, s), 6.79 (IH, d, J = 7.9), 6.98 (IH, d, J = 
7.9), 7.02 (IH, 8). 


1-72 


100- 
lOl'C 


1.23 (6H, s), 2.18 (3H, s), 2.32 (3H, a), 2.64 (3H, e), 2.65 
(2H, s), 4.51 (2H, s), 6.71 (IH, a), 6.88 (IH, d, J= 7.9), 7.08 
(IH, t, J = 7.9). 


1-73 


93-95X; 


1.22 (6H, a), 2.12 (3H, a), 2.30 (3H, e), 2.64 (3H, s), 2.65 
(2H, 8), 4.51 (2H, a), 6.76 (IH, d, J = 7.9), 6.98 (IH, d, J = 
7.9), 7.08 (IH, t, J = 7.9). 


1-74 


126- 
128°C 


1.23 (6H. 8), 2.25 (3H, a), 2.27 (3H, a), 2.64 (3H, s), 2.65 
(2H, 8), 4.51 (2H, 8), 6.76 (IH, d, J= 7.9), 6.82 (IH, a), 713 
(IH, d, J = 7.9). 


1-75 


96-98°C 


1.23 (6H, 8), 2.32 (6H, s), 2.63 (3H, s), 2.66 (2H, s), 4.61 
(2H, B), 6.64 (2H, s), 6.80 (IH.s). 


1-76 




1.22 (6H, 8), 2.64 (3H, s), 2.65 (2H, e), 3.79 (3H, a), 3.88 
(3H, a), 4.52 (2H, s). 6.60 (IH, d, J = 7.9), 6.73 (IH. d, J = 
7.9). 7.04 (IH. d. J= 7.9). 
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m.2 2 







No 




NMR (CDCIb) 


1-77 




1.24 (6H, 8), 2.63 (3H. s), 2.68 (2H. s), 3.87 (6H, s), 4.50 (2H, 

8), 

6.61-6.65 (2H. m). 6.85-6.89 (IH, m). 


1-78 




1.22 (6H, s), 2.62 (3H, s), 2.66 (2H, b). 3.81 (6H, s), 4.52 (2H, 
s). 

6.48 (IH, dd, J=8.6, 2.4), 6.51 (IH, d, J= 2.4), 6.92 (IH, d, J = 
8.5). 


1-79 




1.22 (6x1, 8), z,d2 (oxi, S), iS.o4 (isxi, s;, o,77 (bri, &), 4.0Z (^xl, 
8). 

b.Ob ^IX1| U, cl — A. 4/, O.Do ^XX1| uQ, 0 — O.O, At^'k)^ DOD t/ — 

8.5), 


1-80 


108- 
110 o 


1.23 (6H, s), 2.63 (3H, s), 2.66 (2H, s), 4.49 (2H, s), 6.04 (2H, 

6.50 (IH, dd, J = 8.1, 1.8), 6.61 (IH, d, J = 1.8), 6.83 (IH, d, J = 
8.1). 


1-81 




1.23 (6H, s), 1.25 (6H, d, J = 6.9), 2.65 (3H, s), 2.71 (2H, a), 

Q 1 1 /Itr n T — ft Q\ A (OXJ oN 7 CiO (^V^ A T — Q KN ft (\A 

(IH, dd, J = 8.5, 2.7), 8.21 (iH, d, J = 2.7). 


1-82 




1.21 (6H, 8), 1.24 (6H, d, J = 6.9), 2.63 (3H, s), 2.66 (2H, s), 

0 17 ^ITJ n T — ft QN A K'i tOVC a\ 1 AK (^Vi A T — ft KN 7 ftH 
0.1/ (1X1, q, J — O.y^, 4.01 1,^X1, S;, /,40 1,1x1, Cl, d — * O'O^ /.ou 

(IH, d, J = 2.4), 7.99 (IH. dd, J = 8.5, 2.4). 


1-83 




1.24 (6H, s), 2.64 (3H, s), 2.68 (2H, s), 3.85 (6H, s), 3.86 (3H. 
fil 4 51 ('2H s") 6 28 ('2H s) 


1-84 


68-70 


1.22 (6H, d, J = 6.9), 1.23 (6H, a), 1.35 (3H, t, J =7.4), 2.65 (2H, 
s), 3.11 (IH, q, J = 6.9), 3,25 (2H, q, J = 6.9), 4.48 (2H, s), 
6.89-6.92 (IH, m), 7.14-7.20 (2H, m), 7.30-7.34 (IH, m). 


1-85 




0.85 (3H, t, J =7.4), 1.18 (6H, d, J = 6.9), 1.23 (6H, s), 1.35 (3H, 
t, J =7.4). 1.57-1.70 (2H. m), 2.56 (2H, s). 2.87 (IH, q, J = 6.9), 
3.25 (2H, q, J = 7.4), 4.35 (IH, d, J = 13.7), 4.60 (IH, d. J = 
13.7), 6.89-6.92 (IH, m), 7.10-7.18 (2H. m), 7.30-7.34 (IH, m). 


1-86 


96-97 


1.23 (6H, s), 1.36 (3H, t, J = 7.0), 1.40 (3H, t, J= 7.0), 2.63 (2H, 
B). 3.27 (2H, q, J = 7.4), 4.06 (2H, q, J = 7.0). 4.51 (2H, s), 
6.92-7.08 (3H. m), 7.11-7.15 (IH, m). 


1-87 


105-106 


1.22 (6H, a), 1.35 (3H, t, J= 7.4), 2.43 (3H. s). 2.66 (2H, e). 
3.26 (2H, q, J= 7.4), 4.50 (2H. s), 6.95-6.98 (IH, m), 7.10-7.17 
(2H. m). 7.24-7.29 (IH. m). 
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^2 3 



it ^ 




No 




NMR (CDCla) 


1-88 




X,^o {vXtf Q), J..ZO ^DXl, a, d — D.y;, l.oo \orit t, J —7.4}, li.Db 
(2H, 8). 2.90 (IH, q, J = 6.9), 3.28 (2H, q, J = 7.4), 4.50 
(2H, 8), 6.84-6.88 (2H, m). 7.08-7.13 (IH, m), 7.28-7.32 
(IH. m). 


1-89 




U.yo (,orl,t, J — 7.4;, 1.1^4 (,brl, 8), 1.^^ (brl, a, J = 6.9), 
1.72-1.80 (2H,in), 2.58 (2H, s), 2.90 (2H, t, J = 7.4), 3.06 
(IH, q, J = 6.9), 3.71 (2H, s). 6.71-6.76 (IH, m), 7.11-7.20 

l^ZXT, ni^, /.OU-/.t5ft i^J-JLl, IQ}. 


1-90 


99- 

101 °C 


1.14 (6H, s), 1.21 (6H, d, J= 6.9), 2.58 (2H, s), 3.14 (IH, q, 
J = 6.9), 8.64 (2H, s), 3.86 (3H, s),6.73-6.78 (IH. m), 
7.11-7.18 (2H, m), 7.28-7.35 (IH, m). 


1-91 




1.00 (3H, t, J = 7.3), 1.14 (6H, s), 1.20 (6H, d, J = 6.9), 
1.74 (2H, q, J = 7.3), 2.58 (2H, s), 3.16 (IH, q, J = 6.9), 
3.65 (2H. s), 4.23 (2H, q, J = 6.9), 6.73-6.80 (IH, m), 
7.12-7.18 (2H, m), 7.31-7.34 (IH, m). 


1-92 


52-53°C 


1.13 (6H, s), 1.19 (6H, d, J = 6.9), 1.20 (3H, t, J = 7.4), 
2.60 (2H, s), 2.98 (IH, q, J = 6.9), 3.38 (2H. q, J= 7.4).3.77 
(2H, s), 6.73-6.78 (IH, m), 7.09-7.18 (2H, m). 7.28-7.32 
(IH, m). 


1-93 


76.78°C 


1.14 (6H, s), 1.22 (6H, d, J= 6.9), 2.62 (2H, s), 2.96 (IH, q, 
J = 6.9), 3.48 (3H, s), 3.75 (2H, s), 4.64 (2H, s), 6.73-6.78 
(IH, m), 7.10-7.17 (2H. m), 7.25-7.32 (IH, m). 


1-94 


61-62 L 


1.14 (6H, 8), 1.20 (6H, d, J = 6.9), 2.23 (3H, s), 2.68 (2H, 

8). 

2.93 (IH, q, J = 6.9), 3.71 (2H, s), 3.94 (2H, s), 6.82-6.86 
(IH, m), 7.10-7.18 (2H. m), 7.30-7.36 (IH, m). 


1-95 


50-62"C 


1.13 (6H, s), 1.20 (6H, d, J = 6.9), 1.31 (3H, t, J = 7.3), 
2.65 (2H, J = 7.3), 2.68 (2H, s), 2.90 (IH, q, J = 6.9), 3.71 

/nTT \ n i\n /OTT v /% ete\ y% /^ tt \ n ^ n #v 4 /\ ^att v 

(2H, s), 3.97 (2H, s), 6.82-6.86 (IH, m), 7.12-7.19 (2H, m), 
7.30-7.36 (IH, m). 


1-96 


73-75°C 


1.21 (6H, 8), 1.22 (6H, d, J = 6.9), 1.42 (3H, t, J = 6.9), 
2.61 (2H, a), 3.10 (IH, q, J = 6.9), 4.15 (2H, s), 4.65 (2H, q, 
J = 6.9). 6.74-6.78 (IH, m), 7.14-7.20 (2H. m). 7.30-7.34 
(IH. m). 


1-97 


160- 
162'C 


1.18 (6H, 8), 1.22 (6H. d, J = 6.9), 1.25 (3H, t, J = 7.4), 
2.60 (2H, 8), 2.90 (IH, q. J = 6.9). 3.71 (2H, q, J = 7.4), 
4.40 (2H. s). 6.74-6.78 (IH, m), 7.14-7.20 (2H. m), 7.30- 
7.34 (IH. m). 


1-98 




1.04 (3H. t. J = 7.4). 1.20 (6H. d. J = 6.9). 1.27 (6H. a). 
1.73 (2H, m). 2.64 (2H, s). 3.12 (IH, q, J = 6.9), 3.22 (2H, 
t, J = 7.4). 4.48 (2H. s), 

6.89-6.92 (IH. m). 7.10-7.20 (2H. m). 7.28-7.35 (IH. m). 
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«2 4 





^'14 


No 




NMR (CDCls) 


1-99 


1 1 Q 

114 


1.04 (6H, d, J =6.9), 1.27 (6H, e), 1.42 (3H, d, J = 6.9), 

0 /OXX o^ Q 1 A /'IW n T — ft A C\0 t'iX-X n T — C Q^ 
^,DO \£*J^, o), O^X'i \XX1, Q, cJ ^ O.y^ 4,U/5 Q; w — D.y^, 

4.46 (2H, s), 6.89-6.93 (IH, m), 7.10-7.20 (2H, m), 7.28- 
7.35 (IH. m). 


I-lOO 




1.10 (6H, d, J = 6.9), 1.22 (6H, s), 2.64 (2H, s), 3.08 (IH, 
q, J = 6.9), 4,48 (2H, 8),4.49 (2H, s), 6.83-6.90 (IH, m), 
7.11-7.18 (2H, m), 7.20-7.38 (6H, m). 


I-XUJL 




1.15 (6H, 8), 1.25 (3H, t, J = 7.4), 2.70 (2H, s), 2.87 (2H, 
q, J = 7.4), 3.69 (2H, s), 4.55 (2H, s). 7.30-7.40 (4H, m). 


1-102 




1.24 (6H, s), 2.57 (3H, s), 2.73 (2H, s). 4.43 (2H, s), 4.68 
(2H. 8), 7.23-7.40 (4H. m). 


T 1 AO 




1.11 (6H, s), 1.26 (3H, t, J = 7.4), 2.61 (2H, s), 2.83 (2H, 
q, J = 7.4), 3.10 (2H, t, J = 7.4), 3.65 (2H, s), 3.66 (2H, t, 
J = 7.4),7.17 (IH. dd, J = 8.2, 2.1), 7.30 (IH, t, J = 8.2), 
7.36 (IH. d. J = 2.1). 


1-104 




1.16 (6H, 8), 2.55 (3H,s). 2.63 (2H, s). 3.13 (2H. t, J = 

7 5") 3 69 C2H t J = 7 S") 4 35 C2H a") 7 15 ClH dd J = 
8.2, 2.1), 7.25 (IH, t, J = 8.2), 7.36 (IH, d. J = 2.1). 


1-105 




1.20 (6H, d, J = 6.9), 1.30 (3H, t, J = 7.4), 2.10-2.22 (2H, 
m), 2.88 (2H, t, J = 6.4), 2.94 (2H, q, J = 7.4), 3.11 (IH, q, 
J = 6.9), 4.05 (2H, t, J = 7.4), 6.82-6.86 (IH, m), 7.10- 


1-106 




1.17-1.30 (12H, m), 1.45-1,52 (lH,m), 1.90-1.96 (IH, m), 
2.92 (2H, q, J = 7.4), 2.95-3.05 (2H.m), 3.14-3.28 (IH.m), 
3.72-3.75 (IH, m), 7.20-7.30 (2H,in), 7,40-7.45 (2H,m). 


1-107 




1.22 (6H, d, J = 6.9), 1.28 (3H, d, J = 6.6), 1.29 (3H, t, J = 
7.4), 1.75-1.77 (iH.m), 2.29-2.34 (IH, m), 2.88 (2H, q, J 
= 7.4), 3.14 (IH, m), 3.31-3.36 (IH, m ), 4.01-4.10 (2H, 
m), 6.81-6.85 (IH. m),7.10-7.20 (2H. m), 7.28-7.35 (IH. 
m). 


1-108 




1.12 (3H,d, J = 6.6), 1.20 (6H, d, J = 6.9), 1.29 (3H, t, J = 
7.4), 2.40-2.50 (IH, m), 2.57 (IH, dd, J = 13.5, 6.6), 2.91 
(2H, q, J= 7.4), 2.95 (IH, m), 3.14 (IH, m), 3.45 (IH, dd, 
J = 13.5, 8.4), 4.80 (IH, dd, J = 13.5, 8.4). 6.81-6.85 (IH. 
m). 7.10-7.20 (2H. m). 7.28-7.35 (IH, m). 
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^2 5 







No 




NMR (CDClj) 


1-109 




0.88 (6H, t, J = 7.5), 1.22 (6H, d, J = 6.9), 1.29 (3H, t, J = 7.4), 
1.45-1.52 (4H, m), 2.58 (2H, s), 2.89 (2H, (i, J = 7.4), 3.15 
(lH,m), 3.77 (2H, s), 6.78-6.83 (IH, m), 7.08-7.21 (2H, m), 
7.30-7.35 (IH, m). 


I-llO 


109- 

iirc 


1.21 (6H, d, J = 6.9), 1.23 (6H, s), 1.25 (3H, t, J = 7.4), 2.81 
(2H, q, J = 7.4), 2.90 (IH, t, J = 6.9), 3.05 (2H, s), 7.13-7.30 
(2H, m), 7.36-7.45 (2H, m). 


T.I 1 1 

X " X J. X 




1.21 (6H, d, J = 6.9), 1.31 (3H, t, J = 7.4), 1.42 (3H, d, J = 6.7), 
2.90 (2H, q, J = 7.4), 3.23 (IH, q, J = 6.9), 3.69 (IH, q, J = 
6.6), 3.87-3.93 (IH, m), 6.78-6.82 (IH, m), 7.08-7.20 (2H, m), 
7.25-7.30 (IH, m). 


T.l 1 9 




1.19-1.25 (9H, m), 1.14 (3H, d, J = 6.3), 2.76 (IH, d, J = 10.9), 
2.96 (2H. t, J = 7.4), 3.22 (IH, q, J = 6.9), 3.44-3.48 (IH, m), 
5.12 (IH, q, J = 6.3), 6.81-6.85 (IH, m), 7.09-7.16 (2H, m), 
7.28-7.32 (IH, m). 


1-113 


126- 
128°C 


1.18 (6H, d, J = 6.9), 1.22 (6H, d, J = 6.9), 1.45 (3H, t, J = 7.4), 
1.80-1.91 (lH,m), 2.57-2.64 (2H, m), 2.61 (3H,8), 2.86-2.89 
(IH. m). 3.07 (IH, m), 5.95-6.05 (IH, m), 6.98-7.00 (IH, m), 
7.12-7.22 (2H, m), 7.28-7.35 (IH, m). 


1-114 




1.20 (6H, d, J = 6.9), 1.28 (3H, d, J = 6.9), 1.82-1.88 (IH, m), 

m), 4.26(1H, m), 4.98 (IH, m), 6.90-6.95 (IH, m), 7.15-7.20 
(2H, m), 7.30-7.35 (IH, m). 


1-115 




1.14 (3H, d, J = 6.5), 1.20 (6H, d, J = 6.9), 2.53 (IH, dd, J = 
13.0, 5.4), 2.75 (3H,8), 2.80-2.85 (IH, m), 2.95 (IH. dd, J = 
13.0, 5.4), 3.11 (IH, m), 3.72 (IH, dd, J = 13.0. 9.0), 5.15 (IH, 
dd, J = 13.0, 9.0), 6.90-6.95 (IH, m), 7.15-7.25 (2H, m), 7.30- 
7.35 (IH, m). 


1-116 


119- 
121'"C 


0.88 (6H, t. J = 7.5), 1.20 (6H, d. J = 6.9), 1.45-1.52 (4H, m), 
2.62 (2H, s). 2.64 (3H, s), 3.15 (IH.m), 4.66 (2H, s), 6.78-6.83 
(IH, m), 7.08-7.21 (2H, m), 7.30-7.35 (IH. m). 


M17 


99- 
lOO'C 


0.71-0.79 (IH, m), 0.85-0.90 (2H, m), 1.22 (6H, d. J = 6.9), 
1.22-1.25 (IH, m), 2.61 (3H, e), 2.79 (3H, s), 3.00-3.05 (iH.m), 
4.40 (2H, 8), 6.92-6.95 (IH, m), 7.15-7.21 (2H, m), 7.80-7.35 
(IH, m). 
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No 




NMR (CDCU) 


M18 




1.23 (6H, 8), 1.45 (6H, t, J = 7.4), 2.63 (3H, s), 2.67(2H,8), 4.08 
(211 a J = 7 0) 4 55 (2H s), 6 57-6 63 (2H m) 6 85 (IH d J 
= 7.9). 


1-119 


116- 
118°C 


1.24 (6H, 8), 2.37 (3H, s), 2.64 (3H, s). 2.66 (2H, s), 3.84 (3H, 
a), 4.54 (2H. e), 6.75-6.80 (2H, m), 6.88 (IH, m). 


1-120 


92-93*C 


1.23 (6H, 8), 2.27 (3H, s), 2.63 (3H, 8), 2.67 (2H, 8), 3.84 (3H, 
8), 4.51 (2H, 8), 6.51-6.58 (2H, m), 7.10 (IH, d, J = 7.9). 


1-121 


129- 
130'C 


1.22 (6H, 8); 2.30 (3H, s), 2.63 (3H, 8), 2.65 (2H, s), 3.80 (3H, 
8), 4.53 (2H, s), 6.78-6.95 (3H, m). 


1-122 


93-95'C 


1.22 (6H, s), 2,12 (3H, s), 2.30 (3H, s), 2.64 (3H, s), 2.65 (2H, 
s), 4.51 (2H, a), 6.76 (IH, d, J = 7.9), 6.98 (IH, d, J = 7.9), 7.08 
(IH. t, J = 7.9). 


1-123 


161- 
152*C 


1.22 (6H, 8), 1.83 (3H, s), 2.63 (3H, s), 2.65 (2H, s), 3.17 (3H, 
8), 4.40 (IH, d, J = 13.6), 4.65 (IH, d, J = 13.6), 7.01 (IH, d, J 
— 7.9)_ 

7.10-7.15 (2H. m). 7.30-7.35 (IH, m). 
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1-124 


105- 
106X3 


1.23 (6H, s), 1.41 (3H, t, J=7.0), 2.63 (3H, s), 2.66 (2H, 
8),4.08 (2H, q, J=7.0), 4.50 (2H, s), 6.88 (2H, d, J=8.6), 
6.98 (2H, d, J=8.6). 


•1-125 


92-94"C 


1.23 (6H, s), 1.40 (3H, t, J=7.0), 2.62 (3H, s), 2.66 (2H, 
s), 4.08 (2H, J=7.0), 4.50 (2H, s), 6,57-6.63 (2H, m), 
6.70-6.75 (IH, m), 7.25-7.30 (IH, m). 


1-126 


108- 
109'C 


1.23 (6H, s), 2.63 (3H, s), 2.65 (2H, s), 3.81 (3H, s), 4.50 
(2H, s), 6.92 (2H, d, J=8.6), 7.04 (2H, d, J=8.6). 


1-127 


62-64°C 


1.23 (6H, s), 2.63 (3H, s), 2.66 (2H, s), 3.82 (3H, s), 4.50 
(2H, s), 6. 57-6. 63 (2H, i), 6.70-6.75 (IH, m), 7.25-7.30 (IH. 
o). 


1-128 


78-79°C 


1.23 (6H, s), 1.44 (3H, t, J=7.0), 2.59 (3H, s), 2.63 (2H, 
s), 3.82 (3H, s), 4.10 (2H, q, J=7.0), 4.47 (2H, s). 
6.57-6.63 (2H, m), 6.82-6.87 (IH, m). 


1-129 


58-60°C 


1.04 (3H, t, J=7.0), 1.23 (6H, s), 2.00 (2H, sext, J= 7.0), 
2.63 (3H, s),2.67 (2H, s), 3.87 (3H, s), 4.10 (2H, t, J=7.0), 
4.50 (2H, s), 6.58-6.64 (2H, m), 6.86-6.91 (IH, m). 


1-130 




1.13 (6H, s), 1.45 (6H, t. J=7.4). 2.28 (3H. s), 2.62 (2H. 
s), 3.74 (2H, s), 4.08 (4H, q, J=7.4>, 6.46-6.53 (2H, m), 
6.88-6.92 (IH, m). 


t-131 


91-93°C 


1.04 (3H, t, J=7.0), 1.22 (6H, s), 1.76 (2H, sext, J=7.0), 
2.63 (3H, s), 2.65 (2H, s), 3.91 (2H, t, J=7.0), 4. SO (2H, 
s), 6.90 (2H, d, J=8.6), 6.98 (2H, d, J = 8.6). 


1-132 


103- 
104-0 


1.04 (3H, t, J = 7.0), 1.22 (6H, s), 1.76 (2H, sext, J = 7.0), 
2.63 (3H, s), 2.65 (2H, s), 3.91 (2H, t, J=7.0), 4.50 (2H, 
s), 6.50 (IH, d, J=2.1), 6.60 (IH, d, J=7.4), 6.72 (IH, dd, 
J=7.4, 2.1), 7.28 (IH, d, J=7.4). 


1-133 


91-92X3 


0.98 (3H, t, J=7.0), 1.23 (6H, s), 1.42-1.48 (2H, m), 
1.70-1.80 (2H, m), 2.63 (3H, s), 2.65 (2H, s), 3.96 (2H, t, 
J=7.0), 4.50 (2H, s), 6.90 (2H, d, J=8.6), 6.98 (2H, d, 
J=8.6). 


1-134 


86-87'C 


0.98 (3H, t, J=7.0), 1.23 (6H, s), 1.42-1.48 (2H, m), 
1.70-1.80 (2H, m), 2.63 (3H, s), 2.65 (2H, s), 3.96 (2H, t, 
J=7.0), 4.50 (2H, s), 6.50 (IH, d, J=2.1), 6.60 (IH, d, 
J=7.8), 6.72 (IH, dd, J=7.8, 2.1), 7.28 (IH, d, J=7.8). 
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1-135 


69-70*C 


1 99 ffiH 1 47 ^^H t T-7 n\ 9 RA ( "iU a\ 9 flfi (ou 
s), 3.88 (3H, s), 4.15 (2H, q, J=7.0), 4.51 (2H, s), 6.61 
(IH, d, J=8.2 ), 6.62 (IH, d. J=2.1),6.88 (IH, d, J=8.2). 


1-136 


88-89-0 


1.04 (3H, t, J=7.0), 1.23 (6H, s), 1.80 (2H, sext, J=7.0), 
i.OJ von, s;, 6.o( {M, s), o.oY von, s;, 3.90 v2H, t, J=7.0), 
4.51 (2H, s), 6.61 (IH, dd, J=8.2, 2.1), 6.62 (IH. d, J=2.1), 
6.88 (IH, d, J=8.2). 


1-137 


00 Ov w 


u,»o ^oHj J-f.u;, l.^!o (on, s;, 1.42-1.48 (2H, m), 
1.70-1.80 (2H, m), 2.64 (3H, s),2.68 (2H, s), 3.87 (3H, s), 
't.uo v^n, j-(.u;, ft.ou v^n, S;, O.oy ^In, Q, o^o*6), 0.61 
■(IH, s), 6.88 (IH, d, J=8.2). 


1-138 


84-85°C 


1.23 (6H, s), 1.34 (6H, d, J=6.1), 2.63 (3H, s), 2.65 (2H, 
s;, *.ou \c,a, a}, ^.00 [.In, sept, J-0.1;, o.o8 (2n, d, 
J=8.6), 7.04 (2H, d, J=8.6). 


1-139 


92-93°C 


1.23 (6H, s), 1.34 (6H, d, J=6.1), 2.63 (3H, s), 2.65 (2H, 
o/j t.uu \c$ny oj, *t.oo \in, sepuj j-o.i^^ o.oU vln, a, 
J=2.1), 6.60 (IH, d, J=8.0), 6.72 (IH, dd, J=8.0, 2.1), 7.28 
(IH, d, J=8.0). 


I-UO 


109- 

X WW 

uo-c 


LLC von, sfy yosif sy, 6. DO Vin, S^, v^^ilj S^, r .U4 

(2H, d, J=7.5), 7.15 (IH, d, J=7.5), 
7.32 (2H, t, J =7.5). 


1-141 


92-93'C 


1.23 (6H, s), 2.63 (3H, s), 2.69 (2H, s), 4.54 (2H, s), 
7.01-7.08 (IH, m), 7.11-7.15 (3H, m). 


1-142 


133- 

iss-c 


1.23 (6H, s). 2.63 (3H, s), 2.69 (2H, s), 4.54 (2H, s), 7.03 
(IH, dd, J=8.0, 2.1), 7.08 (IH, dd, J=8.0, 2.1), 7.25 (IH, 
t, J=8.0), 7.44 (IH, t, J=8.0). 


1-143 


92-93°C 


1.23 (6H, s), 2.63 (3H, s), 2.67 (2H, s), 4.50 (2H, s), 6.88 
(IH, dd, J = 8.0, 2.1), 7.03 (IH, d, J=2.1), 7.15 (IH, dd, 
J=8.0, 2.1), 7.28(1H, t, J=8.0). 


1-144 


134- 
135'C 


1.22 (6H, s), 2.22 (3H,s), 2.63 (3H, s), 2.65 (2H, s), 4.50 
(2H, s), 7.00 (IH, d, J=8.1), 7.08 (IH, t, J=8.1), 7.15- 
7.25 (2H, m). 


1-145 


87-89'C 


1.23 (6H, s), 2.37 (3H,8), 2.63 (3H, s), 2.66 (2H, s), 4.50 
(2H, s), 6.82 (IH, d, J=8.1), 6.84 (IH, s), 6.98 (IH, d, 
J=8.1), 7.21 (IH, t, J=8.1), 
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1-146 


91-93'C 


1.23 (6H, s), 2.35 (3H, s), 2.63 (3H, s), 2.65 (2H, s), 4.50 
(2H, s), 6.92 (2H, d, J=8.6), 7.15 (2H, d, J=8.6). 


1-147 


82-83°C 


0.90 (3H. t. J=7.0). 1.22 (6H. s). 1.28-1.40 (2H. m). 
1.48-1.55 (2H, m), 2.55 (2H, t, J = 7.0), 2.64 (3H, s), 2.66 
(2H, s), 4.50 (2H, s), 6.90 (IH, d, J=7.8), 7.09 (IH, t, 
J=7.8). 7.11 (IH. t. J=7.8), 7.28 (IH. d. J=7.8). 


1-148 


72-73°C 


0.90 (3H, t, J=7.0), 1.22 (6H, s), 1.28-1.40 (2H, b), 
1.48-1.55 (2H, m). 2.60 (2H, t, J=7.0), 2.64 (3H. s), 2.66 
(2H, s), 4.50 (2H, s), 6.95 (2H, d, J=8.6), 7.18 (2H, d, J 
= 8.6). 


1-149 


133- 
134*€ 


1.23 (6H, s), 1.35 (9H, s), 2.65 (3H, 3), 2.69 (2H, s), 4.50 
(2H, s), 6.97 (IH, d, J=7.8), 7.13 (IH, t, J=7.8), 7.19 (IH, 
t, J=7.8), 7.41 (IH, d, J=7.8). 


1-150 


99- 
lOO-C 


1.22 (6H, s), 1.23 (3H, t, J=7.4), 2.62 (3H, s), 2.64 (2H, 
s), 2.66 (2H, q, J=7.4), 4.50 (2H, s), 6.95 (2H, d, J= 8.6), 
7.20 (2H, d, J=8.6). 


1-151 


40-42°C 


1.23 (6H, s), 1.24 (3H, t, J=7.0), 2.64 (3H, s), 2.66 (2H, 
s), 2.67 (2H, q, J=7.0), 4.52 (2H, s), 6,83 (IH, d, J=8.1), 
6.86 (IH, s), 7.00 (IH, d, J=8.1), 7.28 (IH, t, J=8.1). 


1-152 


118- 
119*0 


1.23 (6H, s), 2.64 (3H, s), 2.67 (2H, s), 4.52 (2H, s), 
6.97-7.10 (4H, m). 


1-153 


89-90*C 


1.23 (6H, s), 2.64 (3H, s), 2.67 (2H, s), 4.52 (2H, s), 
6.73-6.90 (3H, m), 7.25-7.30 (IH, m). 


1-154 


111- 
1121: 


1.22 (6H, s), 1.25 (6H, d, J=7.0), 2.62 (3H, s), 2.64 (2H, 
s), 2.91 (IH, sept, J=7.0), 4.50 (2H, s), 6.95 (2H, d, 
J=8.6), 7.25 (2H, d, J=8.6). 


1-155 


127- 
129*0 


1.23 (6H, s), 2.62 (3H, s), 2.64 (2H, s), 3.14-3.18 (4H,m), 
3.85-3.90 (4H, m), 4.50 (2H, s), 6.93 (2H, d, J = 8.6), 7.04 
(2H, d, J=8.6). 


1-156 


91-93'C 


1.24 (6H, s), 2.62 (3H, s), 2.65 (3H, s), 2.68 (2H, s), 4.53 
(2H, s), 7.21-7.25 (IH, m), 7.48 (IH, t, J=7.9), 7.61 (IH, 
t, J=1.8), 7.74-7.78 (IH, m). 
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1-157 


103.5- 
104. 5°C 


1.23 (6H, s), 2.63 (3H, s), 2.68 (2H, s), 4.50 (2H, TT 
6.88-6.94 (2H, m), 7.46-7.51 (2H, m). 


1-158 


97-98*0 


1.23 (6K. a) 2 64 9 fiS (9V( o^ a ci /on \~ 
6.93-6.97 (IH, m), 7.19-7.31 (3H, m). 


1-159 


155.5- 
156.5*0 


1.24 (6H, s), 2.65 (3H, s), 2.69 (2H, s), 4.54 (2H, s), 
u.i7o f.uo K^itif mjy t,6o / . 04 vin, m;, (•053-7.63 (IH, m). 


1-160 


102- 
106*C 


1.23 (6H, s), 2.23 (3H, s), 2.64 (3H, s), 2.67 (2H, s), 4.00 
(3H, s), 4.52 (2H, s), 7.01-7.05 (IH, m), 7.28 (IH, t, 

.T=1 7 MH + T-7 Q\ T AC rj An /iu -.\ 
w-i-o;, (.Of \in, J-f.o;, f.4o-f.49 (IH, m). 


1-161 


Hi- 
ll 2'C 


1.23 (6H, s), 2.60 (3H, s), 2.65 (3H, s), 2.69 (2H, s), 4.53 


1-162 


124- 
125°C 


1.23 (6H, s), 2.23 (3H, s), 2.64 (3H, s), 2.67 (2H, s), 4.00 
(3H, s), 4.52 (2H, s), 7.00-7.05 (2H, m), 7.65-7.70 (2H. m). 


1-163 


102- 
103. 5*0 


1.23 (6H, s), 1.32 (6H, d, J=6.3), 2.63 (2H s) 2 64 (W 
s), 4.52 (2H, s), 4.52 (IH, sept, J=6.3), 6.90-6.98 (3H, n). 
7.04-7.13 (IH, m) 


1-164 


90-92*0 


0.94 (3H, t, J=7.3), 1.23 (6H, s), 1.58 (2H, sext, J=7.3), 
2.51-2.56 (2H, m), 2.65 (3H, s), 2.65 (2H, s), 4.51 (2H, s), 
6.90 (IH, dd, J=7.6, 1.3), 7.07-7.25 (3H, m) 


1-165 


157- 
158*0 


1.23 (6H, s), 2.64 (3H, s), 2.68 (2H, s), 4.49 (2H, s), 7.08 
(IH, d, J=7.9), 7.22 (IH, d, J=7.6), 7.50-7.56 (IH, ■), 
7.66-7.69 (IH, m) 


1-166 


145- 

146*0 


1.24 (6H, s), 2.64 (3H, s), 2.69 (2H, s), 4.51 (2H, s), 
7.00-7.13 (7H, m), 7.30-7.37 (2H, m) 


1-167 


77-79*0 


0.95 (3H, t, J=7.3), 1.23 (6H, s), 1.65 (2H, sext, J=7.3), 
2.58 (2H, t, J=7.3), 2.63 (3H, s), 2.66 (2H. s), 4.51 (2H, 
s), 6.93-7.00 (2H, m), 7.14-7.20 (2H, m) 
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1-168 


117- 
118'C 


1.23 (6H, s), 1.55 (9H, s), 2.63 (3H, s), 2.67 (2H, s), 4.52 
(2H, s), 6.96-7.01 (2H, m), 7.37-7.42 (2H, m). 


1-169 


55-56*0 


1.24 (6H, s), 2.65 (3H, s), 2.69 (2H, s), 4.53 (2H. s), 7.19 
(IH, d, J=7.6), 7.26-7.27 (IH, m), 7.40-7.52 (2H, m). 


1-170 


88-90°C 


1.24 (6H, s), 2.65 (3H, s), 2.69 (2H, s), 4.53 (2H, s), 7.10 
(2H, d, J=8.2), 7.63 (2H, d, J=8.2). 


1-171 




1.15 (6H, s), 1.18 (6H, d, J=6.9), 2.17 (3H, s), 2.31 (3H. 
s), 2.64 (2H, s), 3.11 (IH, sept, J=6.9), 3.78 (2H, s), 6.80 
(IH, d, J=8.2), 7.11-7.18 (IH, m), 7.28-7.35 (IH. m). 


1-172 




1.15 (6H, s), 1.18 (6H, d, J=6.9), 2.15 (3H, s), 2.31 (3H, 
s), 2.65 (2H, s), 3.11 (IH, sept, J=6.9), 3.78 (2H, s), 6.99 
(IH, s), 7.11-7.18 (IH, m), 7.28-7.35 (IH, s). 


1-173 


121- 
123'C 


1.22 (6H, s), 2.64 (3H, s), 2.67 (2H, s), 3.89 (3H, s), 3.89 
(3H, s), 4.54 (2H, s), 6.96 (IH, d, J=8.6), 7.67 (IH. d 
J=2.1), 7.87 (IH, dd, J=8.6, 2.1). 


1-174 


146- 
147*0 


1.24 (6H, s), 2.59 (2H, s), 2.65 (3H, s), 2.96-2.99 (4H, 
m), 3.76-3.79 (4H, m), 4.52 (2H, s). 6.98-7.17 (4H, m). 


1-175 


155- 
157-C 


1.23 (6H, s), 2.64 (3H, s), 2.66 (2H, s), 3.16-3.20 (4H, 
m), 3.84-3.88 (4H, m), 4.51 (2H, 3), 6.54-6.57 (2H, m), 
6.70-6.74 (IH, m), 7.24-7.30 (IH, m). 


1-176 




1.22 (6H, d, J=6.6), 1.23 (6H, s), 1.38 (3H, t, J=7.1), 
2.65 (3H, s), 2.67 (2H, s), 3.08-3.18 (IH, m), 4.37 (2H, 
q, J=6.9), 4.52 (2H, s), 7.38 (IH, d, J=7.9), 7.59 (IH, 
d, J=2.0), 7.82 (IH, dd, J=8.1, 1.8). 


1-177 


120- 
122°0 


1.23 (6H, s), 1.50-1.61 (2H, m), 1.67-1.75 (4H, m), 2.62 
(3H, s), 2.66 (2H, s), 3.13-3.17 (4H, m), 4.50 (2H, s), 
6.92-7.02 (4H, m). 


1-178 


124- 
125-C 


1.23 (6H, s), 1.85-1.90 (4H, m), 2.62 (3H, s), 2.68 (2H, 
s), 3.22-3.27 (4H, m), 4.48 (2H, s), 6.74-6.80 (2H, m), 
6.95-6.98 (IH, m), 7.03-7.10 (IH, m). 
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1-179 




1.23 (6H, s), 2.50 (3H, s), 2.64 (3H, s), 2.67 (2H, s), 4.51 
(2H, s), 6.78-6.82 (IH, m), 6.91 (IH, t, J=2.0), 7.03-7.07 
(IH, m), 7.25-7.31 (IH, m). 


1-180 


102- 
103°C 


1.23 (6H, s), 2.49 (3H, s), 2.63 (3H, s), 2.67 (2H, s), 4.51 
(2H, s), 6.96-7.01 (2H, m), 7.27-7.31 (2H, m). 


1-181 


82-83°C 


1 23 (6H s). 2 64 (3H, s), 2.67 (2H, s), 4.52 (2H, s), 7.07 
(IH, dd, J=7.6, 1.7), 7.14-7.20 (IH, m), 7.25-7.34 (2H, m). 


1-182 




1.23 (6H, s), 2.64 (3H, s), 2.69 (2H, s), 4.52 (2H, s), 6.90 
(IH, s), 6.93-7.04 (2H, m), 7.38 (IH, t, J=8.2) 


1-183 


68-70*C 


1 24 (6H s) 2 64 (3H, s), 2.69 (2H. s). 4.51 (2H. s). 
7.01-7.07 (2H, m), 7.21-7.24 (2H, m). 


1-184 


169- 
170°C 


1.25 (6H, s), 2.66 (3H, s). 2.70 (2H, s), 4.54 (2H, s), 
7.13-7.18 (2H, m), 7.34-7.39 (IH, m), 7.59-7.63 (2H, m), 
7.86-7.91 (IH, m), 8.58 (IH, dd, J=4.8, 1.6), 8.87 (IH, t, 
J=1.5) 


1-185 


92.5- 
93.5°C 


1.24 (6H, s), 2.65 (3H. s), 2.69 (2H. s), 4.54 (2H, s), 
7.05-7.09 (IH, i), 7.24 (IH, t, J=1.6), 7.34-7.40 (2H, m), 
7.49 (IH, t, J=7.6), 7.87-7.92 (IH, m), 8.60 (IH, dd, J=4.9, 
1.4), 8.87 (IH, dd, J=2.3, 0.7) 


1-186 




1.09 (6H, s), 2.56 (3H, s), 2.58 (2H, s), 4.20 (2H, s), 
7.09-7.12 (IH, n), 7.24-7.30 (2H, m), 7.36-7.45 (2H, m), 
7.75-7.79 (IH, m), 8.54 (IH, dd, J=4.9, 1.6), 8.68 (IH, dd, 
J=2.3, 0.7) 


1-187 


110.5- 
111. s-c 


1.17 (6H, s), 2.51 (3H, s), 2.61 (2H, s), 4.33 (2H, s), 
6.93-7.19 (7H, m), 7.23-7.30 (2H, m) 


1-188 


75-76°C 


1.14 (6H, s), 1.43 (6H, t, J=7.4), 2.61 (2H, s), 
3.65 (2H, s), 3.84 (3H, s), 4.08 (4H, q, J=7.4), 
6.46 (IH, dd, J=8.1, 2.2), 6.52 (IH, d, J=2.2), 
6.84 (IH, d, J=8.4). 


1-189 




1.19 (6H, s), 2.61 (2H, s), 3.65 (2H, s), 3.85 (3H, s), 3.88 
(3H, s), 6.85-6.99 (3H, m), 7.02-7.15 (IH, m). 



140 



wo 03/070277 



PCT/JP03/01725 



^3 3 



I u 1— J 




No 
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1-190 




1.13 (6H, s), 1.23 (3H, t, J=7.4), 2.62 (2H, s), 2.66 (2H, 
q, J=7.4), 3.64 (2H, s), 3.84 (3H, s), 6.84 (2H, d, J=8.6), 
7.16 (2H, d, J=8.6). 


1-191 


45-47"C 


1.14 (6H, s), 1.25 (6H, d, J = 7.0), 2.62 (2H, s), 2.91 (IH, 
sept, J=7.0), 3.64 (2H, s), 3.84 (3H, s), 6.86 (2H, d, 
J=8.6), 7.19 (2H, d, J=8.6). 


1-192 


93-95'C 


1.15 (6H, s), 2.31 (3H, s), 2.62 (2H, s), 3.80 (2H, s), 3.85 
(3H, s), 6.85-6.99 (3H, m), 7.02-7.15 (IH, m). 


1-193 


65-67"C 


1.13 (6H, s), 1.23 (3H, t, J=7.4), 2.31 (3H, s), 2.62 (2H, 
s), 2.65 (2H, q, J=7.4), 3.77 (2H, s), 6.90 (2H, d, J=8.3), 
7.21 (2H, d, J=8.3). 


1-194 


95-97*C 


1.15 (6H, s), 1.24 (6H, d, J=7.0), 2.31 (3H, s), 2.64 (2H, 
s), 2.91 (IH, sept, J=7.0), 3.77 (2H, s), 6.90 (2H, d, 
J=8.6), 7.21 (2H, d, J=8.6). 


1-195 


94-96'C 


1.15 (6H, s), 1.41 (3H, t, J=7.0), 2.31 (3H, s), 2.64 (2H, 
s), 3.77 (2H, s), 4.05 (2H, q, J=7.4), 6.90-6.99 (4H, m). 


1-196 


99- 
100*0 


1.15 (6H, s), 1.47 (3H, t, J=7.0), 2.32 (3H, s), 2.66 (2H, 
s), 3,77 (2H, s), 3.88 (3H, s), 4.08 (2H, q, J=7.0), 6.52 
(IH, d, J= 8.2), 6.56 (IH, d, J=2.1), 6.88 (IH, d, J=8.2) . 


1-197 


133- 
134*0 


1.23 (6H, s), 1.50-1.75 (6H, m), 2.63 (3H, s), 2.65 (2H, 
s), 3.18 (4H, t, J=5.4), 4.51 (2H, s), 6.47-6.57 (2H, m), 
6.72-6.76 (IH, m), 7.21 (IH, d, J=8.1) 


1-198 


124- 
125*0 


1.17 (6H, t, J=6.9), 1.23 (6H, s), 2.61 (3H, s), 2.68 (2H, 
s), 3.35 (4H, q, J=6.9), 4.49 (2H. s), 6.68 (2H, d, J=8.9), 
7.04 (2H, d, J=8.9) 


1-199 


85-87*0 


1.22 (6H, s), 2.63 (3H, s), 2.67 (2H, s), 3.89 (3H, s), 
3,92 (3H, s), 4.54 (2H, s), 7,01 (IH, d, J=7.9), 7,62 (IH, 
d, J=1.3), 7,67 (IH, dd, J=7,9, 1,7) 


1-200 


137- 
138*0 


1.23 (6H, s), 2.11-2.22 (2H, m), 2.62 (2H, t, J=7.9), 
2.64 (3H, s), 2.67 (2H, s), 3.88 (2H, t, J=7.1), 4.52 
(2H, s), 6.81-6.84 (IH, m), 7.30-7.50 (3H, m) 
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1-201 


86.5- 
87.5-C 


1.22 (6H, s), 2.62 (3H, s), 2.67 (2H, s), 4.50 (2H, s), 6.71 
(IH, t, J=2.0), 6.76-6.82 (2H, m), 7.02-7.13 (3H. m). 


1-202 


162- 
163X1 


1.25 (6H, s), 2.65 (3H, s), 2.70 (2H, s), 4.54 (2H, s), 
7.10-7.14 (2n, m), 7.33-7.46 (3n, m), 7.59-7.63 (4H, m) 


T_9nQ 


56.5- 
o7.o\> 


1.06 (6H, s), 2.51 (3H, s), 2.59 (2H, s), 4.14 (2H, s), 7.07 
{In, da, 0=0.6} 7.21-7.45 (on, M) 




97-99*0 


1.24 (6H, s), 2.65 (3H, s), 2.68 (2H, s), 4.54 (2H, s), 
7.00-7.04 (IH, m), 7.25-7.26 (IH, m), 7.33-7.48 (5H, m), 


1-205 


95-96'C 


1.21 (6H, s), 1.21 (6H, d. J=6.9), 2.61 (2H, s), 4.13(3H, 
s), 4.16 (2H, s), 6.77-6.81 (IH, m), 7.13-7.16 (2H, m), 

7 9Q-7 MH 
i.^i7 1.00 V in, luy 


1-206 


128- 
129'C 


1.18 (6H, d, J=6.9), 1.22 (6H, s), 2.63 (3H, s), 2.66 (2H, 
s), 2.96-3.06 (IH, m), 4.48 (2H, s), 6.67 (IH, d, J=8.2), 
7.47 (IH, dd, J=8.2, 1.7), 7.59 (IH, d, J=2.0) 


1-207 


149- 
150'C 


1.23 (6H, s), 2.63 (3H, s), 2.67 (2H, s), 3.71 (8H, m), 
3.86 (3H, s), 4,53 (2H, s), 6.95-7.05 (3H, m) 


1-208 


124- 
126-C 


1.23 (6H, s), 2.61 (3H, s), 2.67 (2H, s), 2.96 (6H, s), 4.50 
(2H, s), 6.74 (2H, d, J=8.2), 7.04 (2H, d, J=8.2). 


1-209 


107- 
109*0 


1.23 (6H, s), 2.63 (3H, s), 2.65 (2H, s), 2.96 (6H, s), 4.51 
(2H, s), 6.34 (IH, d, J=2.0), 6.38 (IH, d, J=8.0), 6.54 (IH, 
dd, J=8.0, 2.0), 7.24 (2H, d, J=8.0). 


1-210 


98-99'0 


1.06 (3H, t, J=7.4), 1.23 (6H, s), 2.63 (5H, s), 2.65 (3H, 
s), 2.99 (2H, q, J=7.4), 4.51 (2H, s), 6.98-7.10 (3H, m), 
7.15-7.20 (IH, m). 


1-211 


94-96*0 


0.84 (3H, t, J= 7.4), 1.22 (6H, s), 1.49 (2H, sext, J= 7.3), 
2.63 (3H, s), 2.65 (2H, s), 2.72 (3H, s), 2.84 (2H, t, J = 
7.4), 4.51 (2H, s), 6.90-7.05 (3H, m), 7.10-7.15 (IH, m). 



142 



wo 03/070277 



PCT/JP03/01725 



^3 5 







No 
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1-212 


98-99°C 


1,02 (6H, t, J=7.4), 1.22 (6H, s), 2.61 (2H, s), 2.63 (3H, 
s). 3.06 (4H. a, J=7.4), 4.51 (2H, s), 6.98-7.10 (4H, m). 


1-213 


83-84°C 


1.23 (6H, s), 2.64 (3H, s), 2.71 (2H, s), 4.57 (2H, s), 
6.90-7.12 (3H, m) 


1-214 




1 19 (6H d J=6 9), 1 23 (6H. s), 2.64 (3H, s), 2.67 (2H, 
s), 3.06 (IH, sept, J=6.9), 4.49 (2H, s), 6.85 (IH, d, 
J=8.2), 7.14 (IH, dd, J=8.2, 2.3), 7.27 (IH, d, J=2.3) 


1-215 


83-85'C 


1.23 (6H, s), 2.32 (3H, s), 2.63 (3H, s), 2.66 (2H, s), 2.71 
(6H, s), 4.50 (2H, s), 6.75-6.80 (IH, m), 6.98 (IH, s), 
6.97-7.00 (IH, m). 


1-216 


99- 
100*C 


1.23 (6H, s), 2.33 (3H, s), 2.62 (3H, s), 2.65 (2H, s), 2.70 
(6H, s), 4.50 (2H, s), 6.78 (2H, t, J=7.9), 
6.91 (IH, d , J=7.9). 


1-217 


98-99*0 


1.23 (6H, s), 2.30 (3H, s), 2.63 (3H, s), 2.64 (2H, s), 2.67 
(6H, s), 4.50 (2H, s), 6.81 (IH, s), 6.92 (2H, s). 


1-218 


117- 
19*0 


1.23 (6H, s), 2.63 (3H, s), 2.65 (2H, s), 2,68 (6H, s), 4.50 
(2H, s), 6.89 (IH, d , J=8.5), 6.99 (IH, d , J=2.0), 7.04 
(IH, dd , J=7.9, 2.0). 


1-219 


68-70'C 


1.22 (6H, s), 2.22 (6H, s), 2.64 (3H, s), 2.66 (2H, s), 4.54 
(2H, s), 6.93-6.98 (IH, m), 7.04 (2H, d, J=8.0). 


1-220 


97-99'C 


1.22 (6H, s), 1.34 (3H, t, J=7.4), 2.64 (2H, s), 
2.72 (6H, s), 3.25 (2H, q, J=7.4), 4.47 (2H, s), 
6.94-7.05 (3H, m), 7.15-7.20 (IH, m). 


1-221 


118- 
119*0 


1.22 (6H, s), 1.34 (3H, t, J=7.4), 2.64 (2H, s), 2.95 (6H, 
s), 3.25 (2H, q, J=7.4), 4.47 (2H, s), 6.34 (IH, d, J=7.5), 
6.38 (IH, s), 6.52 (IH, d, J=7.5, ), 7.24 (IH, t, J=7.5). 


1-222 


74-76*0 


1.22 (6H, s), 1.34 (3H, t, J=7.4), 2.33 (3H, s), 2.63 (2H, 
s), 2.70 (6H, s),3.25 (2H, q, J=7.4), 4.47 (2H, s), 6.78 (IH, 
d, J=7.5), 6.82 (IH, s), 6.91 (IH, t, J=7.5). 
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1-223 




1.22 (6H, s), 1.25 (6H, d, J=7.0), 1.34 (3H, t, J=7.4), 2.65 
(2H, s), 6.98 (2H, d, J=8.2), 7.28 (2H, d, J = 8.2). 


1-224 




1 21 f6H s) 2 62 f3H s) 2 66 (ZR 2 97 ri 
J=4.9), 3.84 (3H, s), 4.51 (2H, s), 6.66 (IH, brs), 6.96 
(IH. d, J=7.9). 7.30-7.33 (IH, m), 7.49 (IH. d. J=l 3) 


1-225 


69-71'C 


1.23 (6H, s), 2.64 (3H, s), 2.68 (2H, s), 4.52 (2H, s), 6.49 
(IH, t, J=74.6), 7.04-7.26 (4H, m) 


1-226 




1.23 (6H, s), 2.64 (3H, s), 2.68 (2H, s), 4.51 (2H, s), 6.50 
(IH, t, J=74.2), 7.00-7.05 (2H, s), 
7.11-7.16 (2H, m) 


1-227 


81-83*0 


1.17 (6H, t, J=7.0), 1.23 (6H, s), 2.63 (3H, s), 
2.66 (2H, s), 3.35 (4H, q, J=7.0), 4.52 (2H, s), 
6.29 (IH, s), 6.30 (IH, d,t, J=8.2,2.3), 
6.49 (IH, dd, J=8.2, 2.3), 7.19 (IH, t, J=8.2). 


1-228 


106- 
107°C 


1.21 (6H, s), 2.61 (3H, s), 2.64 (2H, s), 2.70 (6H, s), 4.47 
(2H, s), 6.90 (2H, s),6.93 (IH, s). 


1-229 


121- 

122°C 


1.23 (6H, s), 2.62 (3H, s), 2.65 (2H, s), 2.70 (6H, s), 4.48 
(2H, s), 6.50-6.70 (2H, iii),6.93 (IH, dd, J=8.5, 6.2). 


1-230 




1.21 (6H, s), 2.63 (3H, s), 2.64 (2H, s), 2.66 (6H, s), 4.49 
(2H, s), 6. 74-6. 79 (2H, m), 6.93-6.98 (IH, m). 


1-231 


82-84°C 


1.23 (6H, s), 1.25 (3H, t, J=7.6), 2.62 (3H, s), 2.66 (2H, 
s), 2.67 (2H, q, J=7.6), 2.71 (6H, s), 4.50 (2H, s), 6.80 
(IH, d, J=7.6), 6.84 (IH, s), 6.93 (IH, d, J=7.6). 


1-232 


75-76*C 


1.22 (3H, t, J=7.6), 1.23 (6H, s), 2.60 (2H, q, J=7.6), 2.63 
(3H, s), 2.64 (2H, s), 2.68 (6H, s), 4.50 (2H, s), 6.83 (IH, 
s), 6.93 (2H, s). 


1-233 


86-88'C 


1.22 (6H, s), 1.33 (3H, t, J=7.4), 2.64 (2H, s), 2.71 (6H, 
s), 3.24 (2H, q, J=7.4), 4.47 (2H, s), 6.92 (2H, s), 6.94(1H, 
s). 
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1-234 


70-71°C 


1.22 (6H, s), 1.34 (3H, t, J=7.4), 2.64 (2H, s), 2.71 (6H, 
s), 3.25 (2H, q, J=7.4), 4.46 (2H, s), 6.60-6.68 (2H, m), 
6.92-6.94(lH, m). 


1-235 


80-82*C 


1.22 (6H, s), 1.24 (3H, t, J=7.6), 1.33 (3H, t, J=7.4), 2.60 
(2H, q, J=7.6), 2.61 (2H, s), 2.71 (6H, s), 3.24 (2H, q, 
J=7.4), 4.47 (2H, s), 6.81 (IH, d, J=7.6), 6.94(1H, s), 
6.94 (IH, d, J=7.6). 


1-236 




1,03 (3H, t, J=7.3), 1.20 (6H, d, J=6.9), 1.23 (6H, s), 1.40 
(3H, d, J=6.9), 1.61-1.89 (2H, m), 2.63 (2H, s), 3.15 (IH, 
sept, J=6.9), 3.95 (IH, q, J=6.9), 4.47 (2H, s), 6.89-6.92 
(IH, m), 7.13-7.20 (2H, m), 7.31-7.34 (IH, m) 


1-237 




1.05 (6H, d, J=6.6), 1.21 (6H, d, J=6.6), 1.23 (6H, s), 
1.98-2.08 (IH, m), 2.64 (2H, s), 3.16 (IH, sept, J=6.6), 3.20 
(2H, d, J=6.6), 4.49 (2H, s), 6.88-6.92 (IH, m), 7.13-7.22 
(2H, m), 7.30-7.35 (IH, m) 


1-238 


102- 
104*C 


1.20 (6H, d, J=6.9), 1.22 (6H, s), 2.61 (2H, s), 2.85-2.95 

(IH, m), 3.19 (3H, d, J=4.6), 4.46 (2H, s), 6.73-6.79 (IH, 
m), 7.14-7.20 (2H, m), 7.29-7.34 (IH, m), 12.40 (IH, brs) 


1-239 


58-60°C 


1.23 (6H, s), 2.17 (3H, s), 2.64 (3H, s), 2.65 (2H, s), 
2.70 (6H, s), 4.52 (2H, s), 6.63 (IH, d, J=7.9), 6.87 (IH, 
d , J=7.9), 7.14 (IH, d, J=7.9). 


1-240 


100- 
101°C 


1.23 (6H, s), 2.62 (3H, s), 2.64 (2H, s), 2.78 (6H, s), 3.89 
(3H, s), 4.52 (2H, s), 6.60-6.70 (2H, m), 6.94 (IH, d , 
J=7.9). 


1-241 


82-83'C 


1.23 (6H, s), 2.30 (3H, s), 2.63 (3H, s), 2.65 (2H, s), 2.70 
(6H, s), 4.52 (2H, s), 6.63 (IH, d,t, J=7.9,1.9), 
6.70 (IH, d , J=1.9), 7.14 (IH, d, J=7.9). 


1-242 


99- 
100*0 


1.23 (6H, s), 2.63 (3H, s), 2.68 (2H, s), 2.81 (6H, s), 4.50 
(2H. s), 6.91 (IH, d,t, J=8.4,2.6), 7.06 (IH, d , J=8.4), 
7.14 (IH, d, J=2.6). 


1-243 


63-64'C 


1.23 (6H, s), 2.63 (3H, s), 2.67 (2H, s), 2.78 (6H, s), 3.89 
(3H, s), 4.52 (2H, s), 6.67 (IH, s), 6.70 (IH, d , J=7.9), 
6.81 (IH, d , J=7.9). 


1-244 


68-70*C 


0.88 (6H, t, J=7.5), 1.22 (6H, d, J=6.9), 1.35 (3H, t, 
J=7.4), 1.50-1.70 (4H, m), 2.61 (2H, s), 3.15 (IH, sept, 
J=6.9), 3.29 (2H, q, J=7.4), 4.44 (2H, s), 6.89-6.92 (IH, 
i), 7.08-7.21 (2H, m), 7.30-7.35 (IH, m). 
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T O il C 

1-245 


81-82°C 


1.14 (6H, s), 1.20 (6H, d, J=6.9), 2.63 (2H, s), 3.06 (2H, 
s), 3.08 (IH, sept, J=6.9), 3.18 (3H, s), 6.74 (IH, dd, 
J=7.3, 1.7), 6.98-7.10 (2H, m), 7.20-7.24 (IH, m) 


1-246 


47-49'C 


0.95 (3H, t, J=7.3), 1.13 (6H, s), 1.20 (6H, d, J=6.9), 
1.55-1.74 (2H, m), 2.62 (2H, s), 3.03-3.11 (3H, m), 
3.52-3.57 (2H, m), 6.73 (IH, dd, J=7.6, 1.7), 6.96-7.10 (2H, 
m), 7.21 (IH, dd, J=7.3, 1.7) 


I-Z47 


es-TO-c 


1.11 (6H, s), 1.18 (6H, d, J=6.9), 1.19 (6H, d, J=6.9), 2.56 

/oil «^ 0 OQ / OU a\ Q no /III T— C Q^ K no /III 

(ca, S), i.oi) (M, S), o.Uo (In, sept, o-o.H), O.Uo (In, 

sept, J=6.9), 6.73 (IH, dd, J=7.9, 1.7), 6.99-7.10 (2H, n), 
7.21 (IH, dd, J=7.9, 1.7) 






u • ( \0n, J— D.y^a i»ift von, s^, i.io von, u, d— o.y^, 
2.05-2.15 (IH, m), 2.62 (2H, s), 3.07 (2H, s), 3.08 (IH, 
sept, J=6.9), 3.44 (2H, d, J=7.6), 6.71(1H, dd, J=7.6, 1.7), 
6 96-7 09 (2H. m). 7 21 (IH, dd. J=7 6. 1 7) 


1-249 


96-97°C 


1.23 (6H, s), 2.64 (3H, s), 2.68 (2H, s), 4.59 (2H, s), 7.04 
(IH. d. J=7.3), 7.41-7.50 (3H, m), 7.67 (IH, d. J=7.3). 7.87 
(IH, dd, J = 7.3, 2.1), 8.05 (IH, d, J=7.3, ). 


1-250 


108- 
109*0 


1.24 (6H, s), 2.67 (3H, s), 2.69 (2H, s), 4.59 (2H, s), 7.15 
(IH, d, J=7.3), 7.41 (IH, q, J=7.3), 7.69 (IH, t, J=8.4), 
7.91 (IH, d, J=7.3), 8.45 (IH, d, J=8.4), 
8.92-8.95 (IH, m). 


1-251 


105- 
107*C 


1.22 (6H, s), 2.62 (3H, s), 2.65 (2H, s), 3.97 (3H, s), 4.53 
(2H, s), 6.87-6.90 (IH, m), 7.25-7.30 (IH, m), 7.96-7.99 
(IH, m). 


1-252 


132- 
133*C 


1.23 (6H, s), 2.63 (3H, s), 2.68 (2H, s), 2.92 (3H, s), 
4.49 (2H, s), 6.73-6.78 (IH, m), 7.20-7.23 (IH, n), 
8.05-8.07 (IH, m) 


1-253 


118- 
120*C 


1.23 (6H, s), 2.60 (3H, s), 2.63 (2H, s), 4.52 (2H, s), 7.30 
(2H, s), 8.12 (IH, s). 


1-254 


112- 
113*C 


1.23 (6H, s), 2.63 (3H, s), 2.69 (2H, s), 3.94 (3H, s),4.51 
(2H, s), 6.76 (IH, d, J = 8.1), 7.35 (IH, dd, J = 8.1, 2.1), 
7.92 (IH, d, J = 2.1). 


1-255 


109- 
110*C 


1.23 (6H, s), 1.40 (3H, t, J=7.0), 2.62 (3H, s), 2.66 (2H, 
s), 4.38 (2H, q, J=7.0), 4.51 (2H, s), 6.75 (IH, d, J=8.1). 
7.35 (IH, dd, J=8.1..2.1), 7.90 (IH, d, J=2.1). 
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No 




NMR (CDCls) 


1-256 




1.03 (3H, t, J=7.6), 1.22 (6H, s), 1.76 (2H, sext, J= 7.6), 
2.63 (3H, s), 2.65 (2H. s), 4.24 (2H. t, J=7.6), 4.51 (2H, 
s) 6 76 (IH. d, J=8.l). 7.35 (IH, dd. J=8.1. 2.1), 
7.92 (IH, d, J=2.1). 


1-257 


74-76*0 


1.24 (6H, s), 1.36 (6H, d, J=6.3), 2.63 (3H, s), 2.70 (2H, 
s) 4 51 (2H. s). 5.28 (IH, sept, J=6.3), 6.70 (IH, d. 
J=8.1), 7.32 (IH, dd, J=8.1, 2.1), 7.92 (IH, d, J=2.1). 


1-258 


102- 
104*C 


1.23 (6H, s), 2.58 (3H, s), 2.63 (2H, s), 2.69 (3H, s),4.51 

f2H «s) 7 20-7 26 (2H m). 8 21 (IH d. J=2 1) 


1-259 


81-83°C 


1.23 (6H, s), 1.38 (3H, t, J=7.3), 2.63 (3H, s), 2.63 (2H, 
s), 3.18 (2H, q, J=7.3), 4.51 (2H, s), 7.15-7.26 (2H, m), 
fi 91 HH d J=2 1) 

Omttl V lily U) U~£(al/a 


1-260 


78-79'C 


1.05 (3H, t, J = 7.4), 1.23 (6H, s), 1.75 (2H, sext, J=7.3), 

2.63 (3H, s), 2.65 (2H, s), 3.15 (2H, t, J=7.4), 

4. .Rl (?1H <i) 7 15-7 26 ^2H m) 8 20 HH d J=2 I) 


1-261 


102- 
103'C 


1.23 (6H, s), 1.40 (6H, d, J=6.6), 2.63 (3H, s), 

2.66 (2H, s), 4.00 (IH, sept, J=6.6), 4.51 (2H, s), 7.15-7.26 

(2H, m), 8.22 (IH, d, J=2.1). 


1-262 


inQ- 
110*C 


1 99 (RV <t) 2 61 s) 2 65 f2H s) 2 70 (6H s) 3 80 
(3H, s), 4.48 (2H, s), 6.47 (IH, dd, J=7.9, 2.1), 6.56 (IH, 
d , J=2.1). 6.95 (IH, d, J=7.9). 


1-263 


99- 
100*C 


1.22 (6H, s), 2.62 (3H, s), 2.63 (2H, s), 2.64 (6H, s), 3.78 
(3H, s), 4.48 (2H, s), 6.59 (IH, d, J=2.1), 6.64 (IH, dd, 
J=7.9, 2.1), 6.98 (IH, d, J=7.9). 


1-264 


114- 
115-C 


0.98 (6H, t, J=7.0), 1.23 (6H, s), 2.16 (3H, s), 2.63 (3H, 
s), 2.64 (2H, s), 2.98 (4H, q, J=7.0), 4.52 (2H, s),6.65 (IH, 
d, J=7.9), 6.89 (IH, d, J=7.9), 7.13 (IH, t, J=7.9), 


1-265 


66-67°C 


0.98 (6H, t, J=7.0), 1.23 (6H, s), 2.16 (3H, s), 2.63 (3H, 
s), 2.64 (2H, s), 2.98 (4H, q, J=7.0), 4.52 (2H, s), 6.63 
(IH, dd, J=7. 9,2.1), 6.70 (IH, d , J=2.1), 
7.16 (IH, d, J = 7.9). 


1-266 


88-90°C 


1.04 (6H, t, J=7.0), 1.24 (6H, s), 2.63 (3H, s), 2.67 (2H, 
s), 3.17 (4H, q, J=7.0), 3.86 (3H, s), 4.51 (2H, s), 6.67 
(IH, s), 6.70 (IH, d , J=7.9), 6.85 (IH, d , J=7.9). 
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^ IS 




No 




NMR (CDClg) 


1-267 


138- 
140*C 


0.82-0.92 (9H, m), 1.18 (3H, d, J=6.9), 1.51-1.65 (6H, m), 
2,62 (2H, s), 2.65 (3H, s), 2.87 (IH, sept, J=6.9), 4.33 (IH, 
d, J=13.5), 4.59 (IH, d, J=13.5), 6.89-6.92 (IH, m), 
7.13-7.28 (3H, m) 


1-268 


161- 
163°C 


0.89-0.95 (6H, m), 1.21 (6H, d, J=6.9), 1.25-1.54 (8H, m), 
2.62 (2H, s), 2.65 (3H, s), 3.10 (IH, sept, J=6.9), 4.47 (2H, 
s), 6.88-6.92 (IH, m), 7.14-7.18 (2H, m), 7.31-7.34 (IH, m) 


1-269 




1.21 (6H, d, J=6.9), 1.65-1.88 (8H, m), 2.64 (3H, s), 2.75 
(2H, s), 3.09 (IH, sept, J=6.9), 4.57 (2H, s), 6.90-6.94 (IH, 
m), 7.13-7.20 (2H, m), 7.30-7.35 (IH, m) 


1-270 




1.21 (6H, d, J=6.9), 1.37-1.54 (8H, m), 1.76-1.80 (2H, m), 
2.65 (3H, s), 2.67 (2H, s), 3.09 (IH, sept, J=6.9), 4.54 (2H, 
s), 6.89 (IH, m), 7.11-7.21 (2H, m), 7.29-7.34 (IH, m) 
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No 




NMK (CDGI3) 


1-271 




1.04 (3H, s), 1.08 (3H, s), 1.29 (6H, d), J=6.9), 2.69(2H, 
s), 3.40 (IH, sept, J=6.9), 3.43 v3H, s), 3.51 (2n, s), 
7.18-7.29 (2H, n), 7.36-7.45 (2H, m) 


1-272 




0.96 (3H, s), 1.05 (3H, s), 1.25 (3H, d, J=6.9), 1.26 (3H, 
d, J=6.9), 2.61 (IH, d, J=12), 2.70 (IH, d, J=12), 3.39 (IH, 
sept, J=6.9), 3.45-3.58 (2H, m), 7.02-7.07 (2H, m), 
7.11-7.18 (IH, m), 7.38-7.45 (2H, m), 7.61-7.70 (2H, m) 


1-273 




0.84 (3H, s), 1.00 (3H, s), 1.25 (3H, d, J=6.9), 1.29 (3H, 
J=6.9), 2.43 (3H, s), 2.53 (IH, d, J=12), 2.64 (IH, d, J=12), 
3.29 (IE, d, J=16), 3.42 (IH, d, J=16), 3.47 (IH, sept, 
J=6.9), 7.09-7.19 (2H, m), 7.24-7.29 (2H, m), 7.38-7.45 (2H, 

Dl^i l.oi f.oD Ui; 


1-274 




0.99 (6H, s), 1.19 (6H, d, J=6.9), 2.40 (3H, s), 2.67 (2H, 
s), 2.87 (IH, sept, J=6.9), 3.43 (2H, s), 7.11-7.29 (6H, m), 
7.68 (2H, d, J=8.1) 


1-275 




1.07 (6H, s), 1.26 (6H, d, J=6.9), 1.38 (3H, t, J=7.2), 2.71 
(2H, s), 2.93 (IH, sept, J=6.9), 3.51 (2H, s), 3.60 (2H, q, 
J=7.2), 7.20-7.30 (4H, m) 


1-276 




1.19 (6H, s), 1.23 (6H, d, J=6.9), 2.77 (2H, s), 2.87 (IH, 
sept, J=6.9), 3.58 (2H, s), 6.65-6.69 (2H, m), 6.91 (IH, d, 
J=7.5), 7.20 (IH, t, J=7.5), 7.51 (2H, d, J=9.3), 8.22 (2H, 
d, J=9.3) 


1-277 




0.99 (6H, s), 1.20 (6H, d, J=6.9), 2.67 (2H, s), 2.88 (IH, 
sept, J=6.9), 3.44 (2H, s), 3.85 (3H, s), 6.86-6.90 (2H, m), 
7.11-7.26 (4H, m), 7.72-7.76 (2H, m) 
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1u n 




No 




NMR (CDCI3) 






1.03 (6H, s), 1.20 (6H, d, J=6.9), 2.70 (2H, s), 2.88 (IH, 
sept, J=6.9), 3.44 (2H, s), 7.08-7.31 (4H, m), 7.60 (IH, t, 
J=8.4), 8.04 (IH, d, J=8.4), 8.39 (d, J=8.4), 8.74 (IH, s) 


1-279 




1.01 (6H, s), 1.19 (6H, d, J=6.9), 2.69 (2H, s), 2.88 (IH, 
sept, J=6.9), 3.42 (2H, s), 7.09-7.32 (4H, m), 7.68 (2H, d, 
J=8.4), 7.92 (2H, d, J=8.4), 


1-280 




1.19 (3H, s), 1.21 (3H, s), 1.23-1.30 (6H, m), 2.62 (IH, d, 
J=12), 2.82 (IH, sept, J=6.9), 3.02 (IH, d, J=12), 3.46- 
3.70 (2H, m), 6.53-6.60 (2H, m), 6.86 (IH, d, J=7.8), 7.13 
(IH, t, J=7.8), 7.28-7.40 (2H, m), 7.61-7.66 (IH, m), 7.90 
(IH, dd, J=7.5, 1.2) 
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No 




NMR (CDCI3) 


II-l 




1.20 (6H, d, J=6.9), 1.23 (6H, e), 2.66 (2H, s), 3.09 (IH, 
sept, J=6.9), 3.93-3.97 (2H, m), 4.49 (2H, e), 5.15-5.19 
(IH, m), 5.28-5.39 (IH, m), 5.86-6.01 (IH, m), 6.89-6.94 
(IH. m). 7.11-7.21 (2H. m). 7.29-7.34 (IH. m) 


II-2 


93.5- 
94.6 


1.21 (6H, d, J=6.9), 1.23 (6H, s), 2.20 (IH, t, J=2.6), 2.69 
(2H, 8), 3.09 (IH, sept, J=6.9), 3.99 (2H, d, J=2.6), 4.49 
(2H, 8), 6.90-6.94 (IH, m), 7.14-7.22 (2H, m), 7.32-7.35 
(IH. m) 


II-3 




1.21 (6H, d. J=6.9), 1.25 (6H, s), 2.74 (2H, s), 3.02 (IH, 
sept, J=6.9), 4.00 (2H, s), 4.50 (2H, e), 6.87-6.90 (IH, m), 
7.15-7.22 (2H. m). 7.32-7.36 (IH, m) 


II-4 


73-74 


1.21 (6H, d, J=6.9), 1.24 (6H, s), 2.67 (2H, s), 3.10 (IH, 
sept, J=6.9), 3.44 (3H, s), 4.48 (2H, s), 5.45 (2H, s), 6.92- 
6.96 (IH. m), 7.16-7.20 (2H. m), 7.32-7.35 (IH, m) 


TT ft 
11"0 




1.19 (6H, d, J=6.9). 1.22 (6H, s), 1.71 (3H, d, J=6.6), 2.64 
(2H, s), 3.15 (IH, sept. J=6.9), 3.88 (2H, d. J=6.9), 4.49 
(2H, s), 5.56-5.62 (IH, m), 5.69-5.78 (IH, m), 6.89-6.94 
(IH, m). 7.11-7.21 (2H, m). 7.29-7.34 (IH. m) 


II-6 




1.19 (6H, d, J=6.9), 1.23 (6H, s), 1.72 (3H, d, J=6.9), 2.65 
(2H, 8), 3.15 (IH, sept, J=6.9), 3.89 (2H, d, J=6.9), 4.49 
(2H, s), 5.28-5.35 (IH, m), 6.87-6.92 (IH, m), 7.11-7.21 
(2H, m), 7.29-7.34 (IH, m) 


II-7 




1.19 (6H, d, J=6.9), 1.23 (6H, s), 2.47 (2H, q. J=7.4). 2.64 
(2H, 6), 3.15 (IH, sept, J=6.9), 3.34 (2H, t. J=7.4). 4.48 
(2H. s), 5.01-5.14 (2H, m), 5.74-5.98 (IH, m), 6.82-6.89 
(IH, m), 7.11-7.21 (2H, m), 7.29-7.34 (IH. m) 


II-8 


92-96 


1.20 (6H, d, J=6.9), 1.22 (6H, s), 2.35 (3H. s). 2.70 (2H, s), 
3.08 (IH, sept. J=6.9), 4.12 (2H, s), 4.46 (2H. s), 6.92-6.97 
(IH, m), 7.11-7.22 (2H, m), 7.30-7.35 (IH. m) 


II-9 




1.20 (6H, d, J=6.9), 1.24 (6H. s), 2.74 (2H, s), 3.05 (IH, 
sept, J=6.9), 4.17 (2H, s), 4.39 (2H, s), 6.93-6.97 (IH, m). 
7.18-7.24 (2H, m), 7.33-7.38 (IH, m) 


11-10 


82-83 


1.20 (6H, d, J=6.9), 1.22 (6H, s), 2.70 (2H, s), 3.09 (IH, 
sept, J=6.9), 3.75 (3H, s), 4.07 (2H, s), 4.48 (2H, s), 6.92- 
6.95(1H. m), 7.13-7.21 (2H. m). 7.31-7.35 (IH. m) 
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No 




NMR (CDCI3) 


TT 1 1 


95.5- 
96.6 


1.20 (6H, d, J=6.9), 1.22 (6H, s), 1.29 (3H, t, J=7.3), 2.70 
(2H, s), 3.09 (IH, sept, J=6.9), 4.06 (2H, s), 4.21 (2H, q, 
j=7.3), 4.48 (2H, a), 6.92-6.96 (IH. m), 7.15-7.19 (2H, m), 
7.31-7.34 (IH. m) 


11-12 


83-86 


0.96 (3H, t, J=7.3), 1.20 (6H, d, J=6.9), 1.22 (6H, s), 1.68 
(2H, sext, J=7.3), 2.70 (2H, s), 3.09 (IH, sept, J=6.9), 4.07 
(2H, 8), 4.11 (2H, t, J=7.3), 4.48 (2H. s), 6.92-6.95 (IH, 
m), 7.13-7.20 (2H, m), 7.31-7.34 (IH, m) 


11-13 


95-96 


1.20 (6H, d, J=6.9), 1.22 (6H, s), 1.27 (6H, d, J=6.3), 2.70 
(2H, s), 3.09 (IH, sept, J=6.9), 4.02 (2H, s), 4.47 (2H, e), 
5.06 (IH, sept, J=6.3), 6.92-6.97 (IH, m), 7.13-7.21 (2H, 
m), 7.29-7.34 (IH, m) 


11-14 




1.20 (6H, d, J=6.9), 1.22 (6H, s), 1.47 (9H, s), 2.69 (2H, s), 
3.09 (IH, sept, J=6.9), 3.97 (2H, s), 4.47 (2H, s), 6.92-6.96 
(IH. m). 7.11-7.20 (2H, m). 7.31-7.34 (IH. m) 


TT 1 K 
11-16 




1.21 (6H, d, J=6.9), 1.22 (6H, s), 2.70 (2H, s), 3.08 (IH, 
sept, J=6.9), 4.13 (2H, s). 4.48 (2H, s), 4.62 (IH, dd, 
J=6.3, 1.7), 4.95 (IH, dd, J=13.9, 1.7), 6.92-6.95 (IH, m). 
7.13-7.35 (4H, m) 


11-16 




1.20 (6H, d, J=6.9), 1.22 (6H, s), 2.69 (2H, s), 3.08 (IH, 
sept, J=6.9), 4.10 (2H, s), 4.47 (2H, s), 4.63-4.66 (2H, m), 
5.23-5.39 (2H, m), 5.86-5.98 (IH, m), 6.92-6.95 (IH, m), 
7.15-7.21 (2H. m). 7.31-7.34 (IH. m) 


11-17 




1.20 (6H, d, J=6.9), 1.22 (6H, s), 2.70 (2H, s), 3.08 (IH, 
sept. J=6.9), 3.40 (3H, s), 3.61-3.65 (2H, m), 4.11 (2H, d, 
J=2.3), 4.29-4.37 (2H, m), 4.47 (2H, s), 6.92-6.95 (IH, m), 
7.13- 1 .M (^H, m;, 7.ol-7.d4 (111, va.) 


11-18 




1.19-1.23 (12H, m), 1.58 (3H, d, J=7.3), 2.62 (IH, d, 
J=13.2), 2.74 (IH, d, J=13.2), 3.11 (IH, sept, J=6.9), 3.74 
(3H, 8), 4.18 (IH, d, J=18.5), 4.66 (IH. q, J=7.3), 4.72 (IH, 
d, J=13.5), 6.91-6.94 (IH, m), 7.13-7.21 (2H, n»), 7.31-7.35 
(IH. m) 


11-19 




1.21 (6H, d, J=6.9), 1.21 (6H, s), 1.28 (3H, t, J=7.3), 1.71 
(6H, s), 2.66 (2H, s), 3.14 (IH, sept, J=6.9), 4.18 (2H. q, 
J=7.3), 4.40 (2H, 8), 6.88-6.92 (IH, m), 7.13-7.21 (2H. m), 
7.31-7.35 (IH. m) 


11-20 


117- 
119 


1.21 (6H. d, J=6.9). 1.24 (6H, s), 2.69 (2H, s), 3.05 (IH. 
sept, J=6.9), 4.03 (2H, s). 4.48 (2H, s), 5.35 (IH, brs), 6.50 
(IH, brs), 6.89-6.92 (IH, m), 7.14-7.22 (2H. m), 7.32-7.36 
(IH. m) 
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No 




NMR (CDCI3) 


11-21 




1.20 (6n, d, J=6.9), 1.22 (bxl, 8), ^.ba (^H, e), 2.97 (oil, s), 
3.10 (IH, sept, J=6.9), 3.15 (3H, s), 4.20 (2H, s), 4.47 (2H, 
s). 6.94-6.97 (IH, m), 7.12-7.20 (2H, m). 7.30-7.33 (IH, m) 


11-22 




1.20 (6H, d, J=6.9), 1.22 (6H, s), 2.71 (2H, e), 3.10 (IH, 
sept, J=6.9), 3.23 (3H, s), 3.82 (3H, s), 4.33 (2H, s), 4.47 
(2H, a), 6.95-7.00 (IH. m), 7.12-7.21 (2H. m), 7.30-7.34 
(IH. m) 


11-23 




1.20 (6H, d, J=6.9), 1.23 (6H, s), 2.68 (2H, s), 3.09 (IH, 
sept, J=6.9), 4.22 (2H, q, J=9.9), 4.50 (2H, s), 6.89-6.95 
(IH, m), 7.14-7,23 (2H, m), 7.31-7.36 (IH, m) 


11-24 




1.18 (6H, d, J=6.9), 1.23 (6H, s), 2.07 (3H, s), 2.67 (2H, s), 
3.09 (IH, sept, J=6.9), 3.57 (2H. t, J=6.6), 4.35 (2H, t, 
J=6.6). 4.49 (2H, s), 6.88-6.92 (IH, m), 7.13-7.22 (2H, m), 
7.30-7.35 (IH, m) 


11-25 




1.20 (6H, d, J=6.9), 1.23 (6H, s), 2.65 (2H, s), 3.10 (IH, 
sept, J=6.9), 3.71 (2H, t, J=6.6), 4.29 (2H, t, J=6.6), 4.49 
(2H, s), 6.89-6.97 (4H, m), 7.15-7.21 (2H, m), 7.25-7.34 

(3H. m) 


11-26 




1.21 (6H, d, J=6.9), 1.23 (6h, s), 2.66 (2H, s), 3.10 (IH, 
sept, J=6.9), 3.60 (2H, t, J=6.6), 3.99-4.05 (3H, m), 
4.24(1H, dd, 14.2, 1.9), 4.49 (2H, s), 6.47 (IH, dd, 14.2, 
6.9), 6.89-6.94 (IH. m), 7.15-7.21 (2H, m), 7.31-7.84 (IH, 


11-27 




i.zu ^DXx, a, J— D.i7^, x.^o i.oxi, o.u*7 v,J.n, sepx, u— o.a^, 
3.64 (2H, s, J=4.6), 3.84-4.03 (4H, m), 4.49 (2H, s), 5.21 
(IH, t, J=4.6), 6.91-6,96 (IH, m), 7.12-7,21 (2H, m), 7.30- 
7,34 (IH, m) 


11-28 


124- 
126 


1.17 (6H, d, J=6.9), 1.23 (6H, s), 2.38 (3H, s), 2.67 (2H, s), 
3.06 (IH, sept, J=6.9 ), 4.60 (2H, s), 4.55 (2H, s), 6.05 (IH, 
s). 6.86-6.90 (IH. m), 7.12-7.19 (2H, m), 7.30-7.33 (IH, m) 


11-29 




0.94 (6H, d, J=6.6), 1.17 (6H, d, J=6.9), 1.23 (6H, s), 
1.93-2.08 (IH, m), 2.58 (2H, d, J=6.6), 2.66 (2H, s), 3.07 
(IH, sept, J=6.9), 4.50 (2H, s), 4.55 (2H, s), 6.05 (IH, s), 
6.85-6,91 (IH, m), 7.12-7,19 (2H, m), 7.28-7.33 (IH, m) 


11-30 


129- 
130 


1.17 (6H, d, J=6.9), 1.23 (6H, s), 1.31 (9H, s), 2.67 (2H, s), 
3.08 (IH, sept, J=6.9), 4.51 (2H, s), 4.59 (2H, s), 6.00 (IH, 
a). 6.87-6.91 (IH. m). 7.14-7.19 (2H. m). 7.30-7.33 (IH. m) 
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No 




NMR (CDCI3) 


11-31 




1.18 (6H, d, J=6.9), 1.24 (6H, s), 2.68 (2H, a), 3.07 (IH, 
sept, J=6.9), 4.52 (2H, s), 4.64 (2H, s), 6.61 (IH, s), 6.88- 
6.91 (IH. m), 7.12-7.19 (2H, m), 7,29-7.83 (IH, m), 7.41- 
7.48 (3H. m). 7.71-7.76 (2H. m) 


11-32 




1.18 (6H, d, J=6.9), 1.22 (6H, s), 2.26 (3H, s), 2.66 (2H, s), 
3.06 (IH, sept, J=6.9), 4.48 (2H, s), 4.58 (2H, s), 6.09 (IH, 
8). 6.87-6.92 (IH, m). 7.13-7.20 (2H, m), 7.28-7.34 (IH. m) 


11-33 




1.18 (6H, d, J=6.9), 1.21 (6H, s), 1.25 (6H, d, J=6.9), 2.66 
(2H, s), 3.02 (IH, sept, J=6.9), 3.04 (IH, sept, J=6.9), 4.49 
(2H, 8), 4.59 (2H, s), 6.12 (IH, s), 6.88-6.92 (IH, m), 
7.13-7.21 (2H. m), 7.29-7.34 (IH, m) 


11-34 




0.94 (6H, d, J=6.6), 1.18 (6H, d, J=6.9), 1.21 (6H, s), 
1.88-2.05 (IH, m), 2.49 (2H, d, J=6.6), 2.65 (2H, s), 3.07 
(IH, sept, J=6.9), 4.49 (2H, s), 4.59 (2H, s), 6.09 (IH, s), 
6.87-6.91 (IH, m), 7,13-7,20 (2H. m), 7,29-7.34 (IH, m) 


11-35 


124- 
125 


1,18 (6H, d, J=6,9), 1,21 (6H, s), 1.30 (9H, s), 2.65 (2H, s), 
3.07 (IH, sept, J=6.9), 4.49 (2H, s), 4.59 (2H, s), 6.15 (IH, 
8). 6.88-6.93 (IH, m). 7.13-7.21 (2H. m). 7.29-7.34 (IH, m) 


11-36 




1.17 (6H, d, J=6.9), 1.22 (6H, s), 1.26 (9H. s), 2.67 (2H, s), 
3.07 (IH, sept, J=6.9), 4.49 (2H, s), 4.59 (2H, s), 6.61 (IH, 
s). 6.88-6.92 (IH, m), 7.11-7.18 (2H. m), 7.29-7.32 (IH, m) 


TT QT 




1.21 (6H, d, J=6.9), 1.23 (6H, s), 2.52-2.56 (4H, m), 2.65 
(2H, 8), 2.68-2.73 (2H, m), 3.11 (IH, sept, J=6.9), 3.41- 
3.52 (2H, m), 3.70-3.73 (4x1, m), 4.48 \^rl, s), b.o7-b.yj 
(IH, m), 7.15-7.19 (2H, m), 7.31-7.35 (IH, m) 


11-38 


123.5- 
124.5 


1.20 (6H, d, J=6.9), 1.23 (6H, s), 1.38 (6H, s), 2.67 (2H, s), 
2.80 (2H, s), 3.08 (IH, sept, J=6.9), 4.32 (2H, s), 4.49 (2H, 
s). 6.87-6.91 (IH, m), 7.16-7.21 (2H, m), 7.31-7.35 (IH, m) 


11-39 




0.88 (6H, t, J=7.4), 1.20 (6H, d, J=6.9), 1.47-1.62 (4H, m ), 
2.61 (2H, 8), 3.08 (IH, sept, J=6.9), 3.93-3.97 (2H, m), 
4.43 (2H, s), 5.15-5.19 (IH, m), 5.28-5.39 (IH, m), 5.86- 
6.01 (IH, m), 6.89-6.94 (IH, m), 7.16-7.21 (2H, m), 7.30- 

7.36 (IH, m) 


11-40 




0.87 (6H, t, J=7.4), 1.20 (6H, d, J=6.9), 1.28 (3H, t, J=7.3), 
1.42-1.60 (4H, m ), 2.64 (2H, s), 3.11 (IH, sept, J=6.9), 
4.06 (2H, 8), 4.21 (2H, q, J=7.3), 4.43 (2H, s), 6.91-6.96 
(IH. m), 7.16-7.19 (2H. m). 7.31-7.34 (IH. m) 
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11-41 




0.87 (6H, t. J=7.4), 1.20 (6H, d, J=6.9), 1.27 (6H, d, 
J=7.0), 1.48-1.63 (4H, m ), 2.65 (2H, s), 3.11 (IH, sept, 
J=6.9), 4.02 (2H, s), 4.43 (2H, s), 5.01 (IH, sept, J=7.0), 
6.91-6.96 (IH, m). 7.15-7.19 (2H, m), 7.31-7.34 (IH. m) 


11-42 




0.88 (6H, t, J=7.4), 1.20 (6H, d, J=6.9), 1.46 (9H, s), 
1.42-1.60 (4H, m ), 2.64 (2H, s), 3.11 (IH. sept, J=6.9), 
3.90 (2H, s), 4.42 (2H, s), 6.89-6.96 (IH, m), 7.18-7.23 
(2H, m), 7.31-7.34 (IH, m) 


11-43 




0.88 (6H, t, J=7.4), 1.20 (6H, d, J=6.9), 1.26 (3H, t, J=7.0), 
1.42-1.60 (4H. m ), 2.60 (2H, s), 2.79 (2H, t, J=7.2), 3.08 
(IH, sept, J=6.9), 3.54 (2H, t, J=7.2), 4.16 (2H, q, J=7.0), 
4.43 (2H, 8), 6.89-6.94 (IH, m), 7.15-7.19 (2H, m). 7.31- 
7.34 (IH, m) 


11-44 




0.88 (6H, t, J=7.4), 1.19 (6H, d, J=6.9), 1.50-1.70 (4H, m ), 
1.71 (3H, d, J=6.9), 2.61 (2H, s), 3.15 (IH, sept, J=6.9), 
3.88 (2H, d. J=6.9), 4.43 (2H, s), 5.56-6.62 (IH, m), 6.69- 
6.78 (IH, m), 6.89-6.94 (IH, m), 7.11-7.21 (2H, m), 7.29- 
7.34 (IH, m) 


11-45 




0.88 (6H, t, J=7.2), 1.19 (6H, d, J=6.9), 1.48-1.65 (4H, m ), 
1.72 (6H, d, J=6.9), 2.61 (2H, s), 3.15 (IH, sept, J=6.9), 
3.89 (2H, d, J=6.9), 4.44 (2H, s), 5.28-5.35 (IH, m), 6.87- 
6.92 (IH, m), 7.11-7.21 (2H, m). 7.29-7.34 (IH, m) 


11-46 




0.88 (6H, t, J=7.1), 1.19 (6H, d, J=6.9), 1.48-1.65 (4H, m ), 
2.47 (2H, q, J=7.4), 2.60 (2H, s), 3.12 (IH, sept, J=6.9), 
3.34 (2H, t, J=7.4), 4.44 (2H, s), 5.01-5.14 (2H, m), 5.74- 
5.98 (IH, m), 6.82-6,89 (IH, m), 7.11-7.21 (2H, m), 7.29- 
7.34 (IH, m) 


11-47 




0.85 (3H, t, J=7.4), 1.18 (3H, d, J=7.4), 1.23 (6H, s), 1.26 
(3H, t. J=7.0). 1.42-1.60 (4H, m ), 2,68 (2H, s), 3.11 (IH, 
sext, J=7.0), 4.06 (2H, s), 4.15 (2H, q, J=7.0), 4.38 (IH, d, 
J=13.5), 4.57 (IH, d, J=13.5), 6.83-6.90 (IH, m), 7.11-7.19 
(2H, m), 7,28-7,31 (IH, m) 


11-48 




U.oO (orl, t, d— /.4^, l.lo (,oxl, a, d— /.4;, JL.Zo \orlf S), 
(9H, s), 1.42-1.60 (4H, m ), 2.68 (2H, s), 3.00 (IH, sext, 
J=7.0), 4.01 (2H, s), 4.38 (IH, d, J=13.5), 4.57 (IH, d, 
J=13.5), 6.89-6.95 (IH. m). 7.11-7.19 (2H, m), 7.28-7.81 
(IH, m) 


11-49 




0.82-0,91 (9H, m), 1.17 (3H, d, J=6.9), 2.61 (2H, s), 2.87 
(IH, sext, J=6.9), 3.65 (2H, d, J=6.9), 4,30 (IH, d, J=13,5), 
4.57 (IH, d, J=13.5), 6.15-5.35 (2H, m), 5.86-5.99 (IH, m), 
6.88-6.92 (IH, m), 7.11-7.28 (3H, m) 


11-50 




0.83-0,92 (9H, m), 1.18 (3H, d, J=6,9), 1,47-1.69 (6H, m), 
2.06 (3H, s), 2.62 (2H. s), 2.87 (IH, sext, J=6.9), 3.58 (2H, 
t, J=6.6). 4.31 (IH. d. J=13.9), 4.35 (2H, t, J=6.6), 4.55 
(IH, d, J=13.9), 6.88-6.91 (IH, m), 7.11-7.20 (2H, m), 
7.25-7.29 (IH, m) 
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11-51 




0.83-0.92 (9H, m), 1.18 (3H, d, J=6.9), 2.53-2.56 (4H, m), 
2.60 (2H, 8), 2.71 (2H, t, J=7.3), 2.90 (IH, sept, J=6.9), 
3.45 (2H, t, J=7.3), 3.69-3.73 (6H, m), 4.32 (IH, d, 
J=13.9), 4.55 (IH, d, J=13.9), 6.89-6.91 (IH, m), 7.14-7.20 
(2H, m), 7.25-7.29 (IH, m) 


11-52 




1.22 (6H, s), 1.24 (3H, t, J=7.3), 1.33 (3H. t, J=7.2), 2.64 
(2H, q, J=7.3), 2.66 (2H, s), 4.06 (2H, s), 4.20 (2H, q, 
J=7.2), 4.48 (2H, s), 6.97 (2H, d, J=8.3). 7.20 (2H, d, 
J=8.3) 


11-53 




1.22 (6H, s), 1.26 (6H, d, J=6.9), 1.29 (3H, t, J=7.2), 2.70 
(2H, s), 2.94 (IH, sept, J=6.9), 4.06 (2H, s), 4.12 (2H, q, 
J=7.2), 4.49 (2H, s), 6.85-6.90 (2H, m), 7.04-7.10 (IH, m), 
7.31-7.34 (IH, m) 


11-54 




1.23 (6H, s), 1.29 (3H, t, J=7.3), 2.68 (2H, e), 2.72 (6H, s), 
4.07 (2H, 8), 4.22 (2H, q, J=7.3), 4.49 (2H, s), 6.98-7.10 
(4H. m) 


11-55 




1.27 (6H, s), 1.33 (3H, t, J=7,3), 2.73 (2H, s), 3.01 (6H, s), 
4.10 (2H, a), 4.25 (2H, q, J=7.3), 4.54 (2H, s), 6.41 (IH, d, 
J=2.3), 6.48 (IH, d, J=".6), 6.60 (IH, dd, J=7.6, 2.3), 7.20 
(IH, d, J=7.6) 






1.16 (6H, t, J=7.3), 1.21 (6H, s), 1.28 (3H, t, J=7.3), 2.68 

/OTJ -.\ 0 OK /AXJ M T T 0\ A nc /OTJ rt\ A tQ /OUT m 

V^Jtl, 8;, o.oo (.4x1, q, t)—/.6), 4.Uo (.^Jtl, s^, 4.19 (zti, q, 
J=7.3), 4.48 (2H, s), 6.29 (IH, d, J=2.3), 6.32 (IH, d, 
J=8.6), 6.50 (IH, dd, J=8.6, 2.3), 7.20 (IH, d. J=8.6) 


11-57 




1.21 (6H, s), 1.22 (3H, t, J=7.6), 1.46 (9H, s), 2.65 (2H, q, 
J=7.6), 2.69 (2H, s), 3.96 (2H, e), 4.48 (2H, s), 6.97 (2H, d, 
J=8.3), 7.20 (2H, d, J=8.3) 


11-58 




1.21 (6H, s), 1.25 (6H, d, J=6.9), 1.56 (9H, s), 2.69 (2H, s), 
2.90 (IH, sept, J=6.9), 3.97 (2H. s), 4.48 (2H, s), 6.85-6.90 
(2H. m). 7.04-7.10 (IH. m), 7.31-7.34 (IH. m) 


11-59 




1.21 (6H, s), 1.56 (9H, s), 2.67 (2H, s), 2.69 (6H, s), 3.96 
(2H, s), 4.47 (2H, s), 6.98-7.10 (4H, m) 


11-60 




1.21 (6H, s). 1.47 (9H, s), 2.68 (2H, s), 2.96 (6H, s), 3.96 
(2H, 8), 4.48 (2H, s), 6.36 (IH, d, J=7.6), 6.37 (IH, d, 
J=2.3), 6.55 (IH. dd, J=7.6. 2.3), 7.20 (IH, d. J=7.6) 
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11-61 




1.16 (6H, t. J=7.3). 1.21 (6H, s), 1.57 (9H, s), 2.68 (2H, s), 
3.35 (4il, q, J— 7.3), 3.93 (^H, 8), 4.48 (2il, s), d.29 (IH, a, 
J=2.3), 6.32 (IH, d. J=8.6), 6.50 (IH, dd, J=8.6, 2.3), 7.20 
(IH, d, J=8.6) 


11-62 




1.15 (6H, t, J=7.2), 1.22 (6H, s), 2.65 (2H, s), 3.31 (4H, q, 
J=7.o), 3.93-3.97 (2Jtl, m), 4.49 (2JdL, s), 5.15-5.19 (IH, m), 
5.28-5.39 (IH, m), 5.86-6.01 (IH, m), 6.28 (IH, d, J=2.2), 
6.32 (IH. d. J=8.6). 6.50 (IH, dd, J=8.6, 2.2), 7.20 (IH, d, 
J=8.6) 


11-63 




0.97 (6H, t, J=7.2), 1.22 (6H, e), 2.15 (3H, s), 2.64 (2H, s), 
2.97 (4H, q, J=7.3), 3.93-3.97 (2H, m), 4.49 (2H. s), 5.15- 
5.19 (IH, m), 5.28-5.39 (IH, m), 5.86-6.01 (IH, m), 6.64 

/<< TT J T w rv\ /» /1 TT J T rr i%\ ft •< e? / TT J T m f\\ 

(IH, d, J=7.9), 6.90 (IH, d, J=7.9), 7.15 (IH, d, J=7.9) 


11-64 




1.22 (6H, 8), 2.16 (3H, s), 2.64 (2H, s), 2.68 (6H, 8), 3.93- 
3.97 (2H, m), 4.49 (2H, s), 5.15-5.19 (IH, m), 5.28-5.39 
(IH, m), 5.86-6.01 (IH, m), 6.63 (IH, d, J=7.9), 6.85 (IH, 
d, J=7.9), 7.12 (IH, d, J=7.9) 


11-65 




0.88 (6H, t, J=7.3), 1.43-1.65 (4H, m), 2.60 (2H, s), 2.70 
(6H, 8), 3.94 (2H, d, J=6.9), 4.43 (2H, s), 5.16 (2H, d, 
J=10.2), 5.31 (IH, dd, J=16.8, 1.3), 5.86-6.01 (IH, m), 
6.93-7.03 (3H, m), 7.08-7.14 (IH, m) 


11.66 




0.87 (6H, t, J=7.3), 1.47 (9H, e), 1.48-1.63 (4H, m), 2.62 
(2H, 8), 2.70 (6H, 8), 3.96 (2H, s), 4.43 (2H, 8), 6.92-7.14 

/ AtJ ^\ 

(4H, m) 


11-67 




0.88 (6H. t. J=7.6), 1.47-1.65 (4H, m), 2.60 (2H, s), 3.82 
(3H, s), 3.92-3.95 (2H, m), 4.48 (2H, s), 5.14-5.19 (IH, m), 

R Q9 /'iW T— 1R R 1 Q^ ft7-ft HO tti^ ft 7 HO 
O.OZ V.J--n QU, d — XD.O, *-'OJf 0.0/-D.UU ^JL-TL, HL^} D.*/0-#.UU 

(3H. m). 7.10-7.17 (IH. m) 


11-68 




0.87 (6H, t, J=7.6), 1.47 (9H, s), 1.51-1.60 (4H, m), 2.63 
(2H, 8), 8.83 (3H, 8), 3.96 (2H, s), 4.47 (2H, s), 6.93-7.03 
(3H, m). 7.10-7.14 (IH, m) 


11-69 




0.86 (6H, t, J=7.6), 1.24 (3H, t, J=7.6), 1.41-1.66 (4H, m), 
2.61-2.71 (4H, m), 3.94 (2H, d, J=7.3), 4.45 (2H, 8), 5.16 
(IH, d, J=9.9), 5.28-5.34 (IH, m), 5.86-6.01 (IH, m), 
6.94-6.98 (IH, m), 7.18-7.21 (2H, m) 


11-70 




0.88 (6H, t, J=7.6), 1.47 (9H, e), 1.49-1.58 (4H, m), 2.61- 
2.70 (4H, m), 3.97 (2H, 8), 4.45 (2H, s), 6.96-6.99 (2H, m), 
7.18-7.21 (2H, m) 
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11-71 




0.89 (6H, t, J=7.6 ), 1.47-1.65 (4H, m), 2.64 (2H, s), 3.94 
(2H, d, J=7.3), 4.45 (2H, s), 5.18 (IH, d, J=9.9), 5.32 (IH, 
dd, J=17.2, 1.3), 5.86-6.01 (IH, m). 7.01-7.06 (2H, m), 
7.20-7.23 (2H, m) 


11-72 




0.88 (6H, t, J=7.3), 1.47 (9H, s), 1.48-1.66 (4H, m), 2.67 
(2H, 8), 3.97 (2H, s), 4.44 (2H, s), 7.03-7.08 (2H, m), 
7.20-7.26 (2H, m) 


11-73 


103.5- 
104.5 


0.88 (6H, t, J=7.3), 1.60-1.63 (4H, m), 2.62 (2H, s), 2.72 
(6H, 8), 3.43 (3H. s), 4.43 (2H, s), 5.45 (2H, s), 6.95-7.18 
(4H. m) 


11-74 




1.20 (6H, d, J=6.9), 1.60-1.87 (8H, m), 2.74 (2H, s), 3.10 
(IH. sept, J=6.9), 3.93-3.96 (2H, m), 5.15 (IH, dd, J=9.9, 
1.3), 5.31 (IH, dd, J=17.1, 1.3), 5.86-6.01 (IH, m), 6.90- 
9.94 (IH, m), 7.12-7.20 (2H, m), 7.31-7.34 (IH, m) 


11-75 




1.62-1.86 (8H, m), 2.72 (6H, s), 3.92-3.95 (2H, m), 4.55 
(2H, 8), 5.15 (IH, d, J=10.0), 5.26-5.33 (IH, m), 5.86-5.98 
(IH. m). 6.93-7.01 (3H. m), 7.09-7.16 (IH. m) 


11-76 




1.47 (9H, s), 1.64-1.76 (8H, m), 2.71 (6H, s), 2.76 (2H, 8), 
3.95 (2H, s), 4.54 (2H, a), 6.92-7.05 (8H, m), 7.09-7.15 

(IH, m) 


TT-77 
11- / / 


85.5- 
87.5 


1.20 (6H, d, J=6.9), 1.60-1.84 (8H, m), 2.79 (2H, s), 3.09 
(IH, sept, J— b.y). O.40 (dxl, s). o.bl-d.D4 (ZH. m), 4.0y 
(2H, s), 4.29-4.32 (2H, m). 4.52 (2H, s), 6.92-6.95 (IH. m), 
7.13-7.20 (2H. m). 7.31-7.34 (IH, m) 


11-78 




1.19 (6H, d, J=6.9), 1.60-1.87 (8H, m). 2.23 (3H. e), 2.76 
(2H, s), 3.06 (IH, sept, J=6.9), 4.53 (2H, s), 4.57 (2H, s), 
6.09 (IH, 8), 6.87-6.92 (IH, m), 7.13-7.20 (2H, m), 7.29- 
7.34 (IH, m) 


11-79 




1.64-1.84 (8H, m). 2.75 (2H, s), 3.83 (3H, s), 3.93 (2H, d, 
J=6.9), 4.56 (2H, s), 5.16 (IH, d, J=9.9). 5.81 (IH, dd. 
J=17.1. 1.7). 5.87-5.99 (IH, m), 6.92-7.01 (3H, m), 7.11- 
7.18 (IH. m) 


11-80 




1.47 (9H, s), 1.64-1.83 (8H, m), 2.78 (2H, s), 3.84 (3H, s), 
3.96 (2H. s), 4.66 (2H, s), 6.92-7.04 (3H, m), 7.11-7.18 
(IH. m) 
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11-81 




1.57-1.86 (8H, m), 2.73 (6H, s), 2.74 (2H, s), 3.42 (3H, s), 
4.55 (2H, s), 5.44 (2H, s), 6.94-7.04 (3H, m). 7.11-7.17 

(IH. m) 


11-82 




1.24 (3H, t, J=7.6), 1.65-1.87 (8H, m), 2.65 (2H, m), 3.93- 
8.95 (2H, m), 4.54 (2H, m), 5.16 (IH , d, J=9.9 ), 5.27-5.35 
(IH, m), 5.86-6.01 (IH, m), 6.93-6.98 (2H, m), 7.19-7.22 
(IH. m) 


11-83 




1.55-1.84 (8H, m), 2.77 (2H, s), 3.92-3.95 (2H, m), 4.55 
(2H, s), 5.18 (IH, d, J=9.9), 5.28-5.35 (IH, m), 5.86-6.01 
(IH, m), 7.01-7.06 (2H, m), 7.22 (2H, d, J=8.9) 


11-84 




1.37-1.60 (8H, m), 1.73-1.86 (2H, m), 2.65 (2H, s), 2.70 
(6H, s), 3.94 (2H, d, J=7.3), 4.52 (2H, s), 5.15 (IH, d, 
J=9.9), 5.30 (IH, dd, J=17.2, 1.3), 5.86-6.01 (IH, m), 
6.93-7.15 (4H, m) 


11-85 




1.36-1.62 (8H, m), 1.47 (9H, s), 1.69-1.82 (2H, m), 2.67 
(2H, 8), 2.70 (6H, s), 3.79 (2H, s), 4.52 (2H ,8), 6.93-7.14 
(4H. m) 


11-86 


108.5- 
109.5 


1.33-1.62 (8H, m), 1.75-1.82 (2H, m), 2.65 (2H, s), 3.82 
(3H, 8), 3.94 (2H, d, J=6.9), 4.56 (2H, s), 5.15 (IH, d, 
J=10.2), 5.31 (IH, dd, J=17.2, 1.6), 5.88-6.02 (IH, m), 
6.93-7.02 (3H, m), 7.10-7.17 (IH, m) 


TT.R7 




1.23-1.78 (lOH, m), 1.46 (9H, 8), 2.67 (2H, s), 3.83 (3H, s), 
3.97 (2H, s), 4.55 (2H, s), 6.89-7.05 (3H, m), 7.10-7.17 
(12H, m) 


11-88 


98-100 


1.24 (3H, t, J=7.6 ), 1.36-1.54 (8H, m), 1.76-1.81 (2H, m), 
2.61-2.69 (4H, m), 3.94 (2H, d, J=6.9), 4.53 (2H, s), 5.16 
(IH, d, J=9.9), 5.27-5.34 (IH, m), 5.86-5.98 (IH, m), 
6.95-6.98 (2H, m), 7.18-7.21 (2H. m) 


11-89 




1.20 (6H, d, J=6.9), 1.37-1.90 (16H, m), 2.66 (2H, s), 3.10 
(IH, sept, J=6.9), 3.47-3.59 (3H, m), 3.69-4.06 (3H, m), 
4.45 (IH, d, J=13.9), 4.59 (IH, d, J=13.9), 4.65-4.68 (IH, 
m), 6.90-6.93 (IH, m), 7.12-7.19 (2H, m). 7.29-7.34 (IH, 
m) 


11-90 




1.20 (6H, d, J=6.9), 1.30-1.60 (8H, m), 1.72-1.83 (2H, m), 
2.04 (2H, brs), 2.67 (2H, s), 3.09 (IH, sept. J=6.9), 3.56 
(2H, t, J=5.9), 3.93 (2H, brs), 4.51 (2H, s), 6.91-6.94 (IH, 
m). 7.13-7.21 (2H. m), 7.29-7.34 (IH. m) 
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11-91 




1.30-1.63 (8H, m), 1.75-1.82 (2H, m), 2.68 (2H, s), 3.93- 
3.96 (2H, m), 4.54 (2H, s), 5.17 (IH, dd, J=9.9, 1.3), 5.28- 

7.23 (2H, m) 


11-92 


73.5- 
75.0 


1.20 (6H, d, J=6.9), 1.58-1.67 (2H, m), 1.89-1.95 (2H, m), 
2.73 (2H, s), 3.09 (IH, sept, J=6.6), 3.94 (2H, d, J=7.3), 

5.98 (IH, m), 7.15-7.19 (2H, m), 7.31-7.35 (IH, m) 


11-93 


127- 


1.21 (6H, d, J=6.6), 1.55-1.67 (2H, m), 1.89-1.97 (2H, m), 
Z.DO voJnl; 8^ Z./4 y^ti, B)f tJ.Uy sept, o—o*o), o,ov'0» ib 
(4H, m), 4.69 (2H, s), 6.89-6.92 (IH, m), 7.18-7.21 (2H, 
m), 7.30-7.35 (IH, m) 


11-94 




0.90 (6H, t, J=7.a), 1.20 (6H, d, J=7.3), 1.48-1.62 (4H, m), 
z.by (.^Jrl, 8;, o.Uo \lri, sept, J—i.o), 4.1b (,^±1, 4.oo ^^11, 
s), 4.97 (IH, brs), 6.92-6.96 (IH, m), 7.13-7.21 (2H, m), 
7.32-7.36 (IH, m) 


11-95 


98-99 


1.23 (6H, s), 2.65 (2H, s), 4.00 (2H, d, J=6.9), 4.58 (2H, s), 
5.19 (IH, d, J=6.9), 5.35 (IH, dd, J=17.2, 1.3), 5.90-6.03 
i^lrl, JB.), /.uy vlxl, Q, d— /.o;, /.4Z-/.DO (,oJl1, ni^ /,b/ (,1x1, 
d, J=8.2), 7.85 (IH, dd, J=7.3, 3.0), 8.05 (IH, d, J=6.9) 


11-96 


120- 
121 


1.23 (6H, s), 1.49 (9H, s), 2.69 (2H, s), 4.01 (2H, s), 4.57 
(2H, s), 7.11 (IH, d, J=8.2), 7.42-7.51 (3H, m), 7.67 (IH, d, 

T— G 0^ 7 Q.A 7 ft7 /'111 TVl^ ft fkC /'IW r1 T— 7 

d— o.Z^, /.o4-/.o/ (,1x1, Xa)t O.Uo llxl, a, d— /.d> 


11-97 




1.23 (6H, 8), 2.69 (2H, s), 3.40 (3H, s), 3.61-3.65 (2H, m), 
4.15 (2H, 8), 4.30-4.33 (2H, m), 4.56 (2H, s), 7.11 (IH, dd, 
J=7.3, 1.0), 7.42-7.54 (3H, m), 7.67 (IH, d, J=8.2), 7.84- 
7.88 (IH, m), 8.04 (IH, dd. J=6.9, 8.8) 


11-98 


99-100 


0.92 (6H, t, J=7.3), 1.22-1.60 (4H, m), 2.62 (2H, s), 4.00 

\ZjJ.X, *T,U^r \£t±±f ^/t tJ»XC/ \XXXf KXf tf^w^w/) tJ*\JXJ \XXXf \X\Xf 

J=17.2, 1.7), 5.93-6.03 (IH, m), 7.09 (IH, d, J=7.3), 7.42- 
7.52 (3H, m), 7.66 (IH, d, J=8.2), 7.83-7.86 (IH. m). 8.06 
(IH, d, J=7.9) 


11-99 


lu- 
lls 


0.90 (6H, t, J=6.9), 1.16-1.56 (4H, m), 1.49 (9H, s), 2.65 
(2H, 8), 4.02 (2H, s), 4.54 (2H, e), 7.10-7.12 (IH, m), 
7.42-7.53 (3H, m), 7.66 (IH, d, J=8.2), 7.83-7.86 (IH, m), 
8.05-8.08 (IH, m) 


11-100 


86-87 


0.90 (6H, t, J=7.3), 1.43-1.66 (4H, m), 2.63 (2H, s), 4.00 
(2H, d, J=6.9), 4.54 (2H, s), 5.20 (2H, d, J=9.9). 5.35 (IH, 
dd, J=16.8, 1.3), 5.90-6.05 (IH, m), 7.15-7.18 (IH, m), 
7.38 (IH, dd, J=8.6, 4.3), 7.69 (IH, dd, J=8.6, 7.3), 7.92 
(IH, d, J=8.6). 8.45 (IH, d, J=7.8), 8.93 (IH, dd. J=4.3, 
1.7) 
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11-101 


103- 
104 


1.69-1.84 (8H, m), 2.74 (2H, e), 3.97 (2H, d, J=6.9), 4.61 
(2H, s), 5.17 (IH, d, J=10.2), 5.32 (IH, dd, J=16.8, 1.3), 
5.88-6.01 (IH, m), 7.08 (IH, d, J=8.2), 7.41-7.52 (3H, m), 

7 ftffc tlT^ rl T— ft 9^ 7 ft/t /ITT AA T— 7 Q 9 C\ Q HO /^XJ A 
/.DU V'*--'"-; Cl» d— O.^^ *.04 V-LJnL, UU, d— *.0, ^.D^ O.UZ (,1x1, Q, 

J=6.6) 


11-102 




1.49 (9H. s), 1.54-1.90 (8H, m). 2.79 (2H, s), 4.00 (2H, s), 
4.61 (2H, 8), 7.11 (IH, dd, J=7.6, 1.3), 7.42-7.53 (3H, m), 
7.67 (IH, d, J=8.2), 7.84-7.89 (IH, m), 8.02-8.06 (IH, m) 


11-103 




1.58-1,85 (8H, m), 2.77 (2H, s), 3.99 (2H, d, J=7.3), 4.62 
(2H, s), 6.19 (IH, d, J=8.9), 5.31-5.38 (IH, m), 6.91-6.04 

(IH, m), 7.17 (IH, d, J=7.6), 7.39 (IH, dd, J=8.6, 4.3), 
7.66-7.73 (IH, m), 7.93 (IH, d, J=8.6), 8.42 (IH, d, J=8.6), 

Q QQ /ITJ A A T^A Q O f\\ 


11-104 


109- 
110 


1.33-1.84 (lOH, m), 2.66 (2H, s), 4.00 (2H, d, J=6.9), 4.63 
(2H, s), 5.19 (IH, d, J=9.9), 5.35 (IH, dd, J=16.8, 1.3), 
o.yi-D.ub (iti, m), 1 . w a, o—i.o), /.4Z-7.o^ (on., m;, 
7.66 (IH. J=8.2). 7.83-7.86 (IH, m), 8.06 (IH. d, J=7.3) 


11-105 




1.30-1.63 (8H, m), 1.72-1.84 (2H, m), 2.68 (2H, s), 4.00 
^zjti, a, J— D.y;, 'k.b^ (.•^h, s;, o.i\) (ixl, a, J— 3.9), 5. do (In, 
dd, J=16.8, 1.3), 5.92-6.04 (IH, m), 7.17 (IH, d, J=6.9), 
7.38 (IH, dd, J=8.6, 4.3), 7.66-7.72 (IH, m), 7.93 (IH, d, 
J=8.6), 8.45 (IH, d, J=8.6), 8.93 (IH, dd, J=4.3, 1.7) 


11-106 




1.10 vdH, s;, l.zz vbJnL, a, d— b.y;, z.bT (^il, s), d.Uz (Irl, 
sept, J=6.9), 4.08 (2H, s), 6.77-6.80 (IH, m), 7.07-7.18 
(2H, m), 7.28-7,31 (IH, m), 7.77 (IH, dd, J=8.6, 2.6), 8.11 
(IH, d, J=8.9), 8.57-8.58 (IH, m) 


11-107 


121.5- 
122.6 


1 23 CfiH d J=6 B'i 1 27 CfiH s'i 2 80 u\ ^ 17 MH 
sept, J=6.9), 4.36 (2H, s), 6.80-6.84 (IH, m), 7.18-7.28 
(3H, m), 7.32-7.42 (2H. m), 7.70-7.79 (2H, m) 


IM08 


158.5- 
159.5 


1.20 (6H, s), 1.27 (6H, d, J=6.9), 2.72 (2H, s), 3.29 (IH, 
eept, J=6.9), 3.99 (2H, s), 6.80-6.84 (IH, m), 7.09-7.39 
(6H, m), 7.53-7.56 (IH, m) 


11-109 




1.16 (6H, 8), 1.23 (6H, d, J=6.9), 2.67 (2H, s), 3.00 (IH, 
sept, J=6.9), 4.19 (2H, s), 6.79-6.83 (IH, m), 7.11-7.21 
(2H, m), 7.30-7.34 (IH, m), 8.18 (IH, d, J=9.2), 8.32 (IH, 
dd, J=9.2, 2.6), 9.17 (IH, d. J=2.6) 


11-110 




0.94 (2H, t. J=7.3). 1.14 (6H, s), 1.67-1.71 (2H, m), 2.57 
(2H. t, J=7.3), 2.67 (2H, s), 4.09 (2H, s), 6.81-6.87 (2H, 
m), 7.08-7.16 (2H, m), 7.76 (IH, dd, J=8.9, 2.6), 8.09 (IH, 
d, J=8.9), 8.55 (IH, s) 
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No 




NMR (CHCla) 


11-111 




0. 88 (6H, t, J=7.4), 1.22 (6H, d, J=6.9), 1.42-1.52 (4H, m), 

1. bl (^xl, s;, o.Ub (lil, sept, J— b.y), 4.11 (..^xl, s;, b.vo-b.oU 
(IH, m), 7.07-7.18 (2H, m), 7.29-7.84 (IH, m), 7.75 (IH, 
dd, J=8.6. 2.6), 8.08 (IH. d, J=8.9), 8.57-8.58 (IH, m) 


11-112 




1.20 (6H, d, J=6.9), 1.28 (brK s), z.oo s), 2.95 (IH, 
sept, J=6.9), 4.34 (2H, s), 6.72-6.79 (IH, m), 7.14-7.20 
(2H, m), 7.81-7.36 (IH, m) 


11-113 


120- 
121 


1.19 (6H, d, J=6.9), 1.58-1.66 (2H, m), 1.88-1.98 (2H, m), 
2.38-2.60 (4H, m), 2.64 (3H, s), 2.69 (2H, s), 3.08 (IH, 
sept, J=6.9), 3.52 (2H, s), 4.59 (2H, s), 6.89-6.92 (IH, m), 
7.12-7.34 (8H, m) 


11-114 




f\ f>f\ //*TT A. T n C\\ ^ A (\ < /» (? /Aft ■ - O A (\ /OTT \ O r* C\ 

0.89 (6H, t, J=7.3), 1.43-1.65 (4H, m), 2.49 (3H, e), 2.62 
(2H, 8), 3.93-3.96 (2H, m), 4.45 (2H, s), 6.17 (IH, m), 6.31 
(IH, m), 5.89 (IH, m), 6.80 (IH, m), 6.91 (IH, m), 7.04 
(IH. m), 7.24-7.30 (2H, m) 


11-115 




^ cm •* rtfi /OTT \ O il O /OTT _\ O /OTT -.\ O O C /OTT ^\ 

1.57-1.88 (8H, m), 2.49 (3H, s), 2.75 (2H, s), 3.95 (2H, m), 
4.55 (2H, s), 5.17 (IH, m), 5.32 (IH, m), 5.93 (IH, m), 6.80 
(IH, m), 6.91 (IH, m), 7.05 (IH. m), 7.29 (IH, m) 


11-116 




1.32-1.60 (8H, m), 1.72-1.84 (2H, m), 2.49 (3H, s), 2.66 

/OXJ o\ Q QK /OXJ -»vi\ A Ryl /OXJ K 17 /1XJ A T— 1 H 0^ 

5,32 (IH, dd, J=17.2, 1.3), 5.89 (IH, m), 6.80 (IH, m), 6,91 
(IH, m), 7.04 (IH, m), 7.28 (IH, m) 


11-117 




1.65-1.86 (8H, m), 2.49 (3H, s), 2.75 (2H, s), 3.93 (2H, m), 
6.96-7.01 (2H, m), 7.26-7.31 (2H, m) 


11-118 


111- 
112 


1.37-1.63 (8H. m), 1.73-1.84 (2H, m), 2.49 (3H. s), 2.67 
(2H, 8), 3.94 (2H, m), 4.53 (2H, a), 5.17 (IH, d, J=10.2), 
5 31 (IH. dd. J=17.2. 1.7), 6.92 (IH, m). 6.97-7.01 (2H. 
m), 7.26-7.30 (2H. m) 


11-119 




1.22 (6H, 8), 1.25 (3H, t, J=6.9). 2.62 (2H, s), 2.65 (2H, q, 
J=6.9), 3.81(3H, s), 3.95 (2H, m), 4.50 (2H, s), 5.17 (IH, 
m), 5.29 (IH, m), 5.94 (IH, m), 6.80-6.84 (2H, m), 6.93 
(IH, m). 


11-120 




1.22 (6H, 8), 1.24 (6H, d, J=6.9), 2.64 (2H, s), 2.89 (IH, 
sept, J=6.9), 3.82 (3H, s), 3.95 (2H. m), 4.49 (2H, s), 
5.17 (IH, m), 5.28 (IH, m), 6.94 (IH. m), 6.89-6.94 (2H, 
m), 6.93 (IH, m). 


11-121 




1.18 (6H, d, J=6.9), 1.22 (6H, s), 2.64 (2H, s), 3.10 (IH, 
sept, J=6.9), 3.81 (3H^ s ), 3.95 (2H, m), 4.47 (2H, e), 5.17 
(IH, m), 5.28 (IH, m), 6.97 (IH, m). 6.72 (IH, m), 6.86- 
6.95 (2H, m). 


11-122 




1.17 (6H, d, J=6.9), 1.22 (6H. s), 1.43 (3H, t, J=7.5), 2.65 
(2H, 8). 3.05 (IH, sept, J=6.9), 3.95 (2H, m), 4.05 (2H, q, 
J=7.5), 4.46 (2H, s), 5.17 (IH, m), 5.28 (IH, m), 5.97 (IH, 
m). 6.72 (IH. m). 6.86-6.90 (2H, m). 
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NMR (CDCI3) 


11-123 




1.22 (6H, 8), 1.45 (6H, t. J=7.4), 2.64 (2H, s), 3.95 (2H, m), 
4.10 (4H, q, J=7.4), 4.48 (2H, s), 5.17 (IH, m), 5.28 (IH. 
m). 5.97 (IH. m). 6.55-6.63 (2H. m). 6.88 (IH. m). 


11-124 




1.05 (6H, t, J=7.4), 1.22 (6H, s), 1.78-1.86 (4H, m), 2.66 
(2H, s), 3.98 (4H, q, J=7.4), 3.95 (2H, m), 4.48 (2H, s), 
5.17 (IH, m), 5.28 (IH, m), 5.97 (IH, m), 6.55-6.68 (2H, 
m), 6.88 (IH, m). 


11-125 


86-88 


1.23 (6H, s), 1.45 (3H, t, J=7.4), 2.67 (2H, s), 3.22(3H, s), 
3.95 (2H, m), 4.12 (2H, q, J=7.4), 4.47 (2H, s), 5.17 (IH, 
m), 5.28 (IH, m), 5.97 (IH, m), 6.95-6.99 (2H, m), 7.12 
(IH. m). 


11-126 


65-66 


1.22 (6H, 8), 1.25 (3H. t, J=6.9), 2.65 (2H, b). 3.54 (2H, q. 
J=6.9), 3.95 (2H, m). 4.49 (2H, s). 5.17 (IH. m) 5 28 (IH 
m). 5.97 (IH, m), 6.99 (2H, d. J=7.9), 7.34 (2H. d. J=7.9). 


11-127 




0.88 (6H, t, J=7.4), 1.45 (3H, t, J=7.4), 1.44-1.58 (4H, m), 
2.62 (2H, 8), 3.80 (3H, s), 3.95 (2H, m), 4.11 (2H, q, 
3=1 A), 4.45 (2H, s), 5.17 (IH, m), 5.28 (IH, m). 5.97 (IH. 
m), 6.60-6.65 (2H, m). 6.88 (IH, m). 


11-128 




0.88 (6H, t. J=7.4), 1.45 (6H, t, J=7.4), 1.44-1.58 (4H, m), 
2.62 (2H, a), 3.95 (2H, m), 4.11 (4H, q, J=7.4), 4.45 (2H, 
s), 5.17 (IH, m), 5.28 (IH, m), 5,97 (IH, m), 6.55-6.66 (2H, 
m), 6.88 (IH, m). 


11-129 


62-64 


0.88 (6H, t, J=7.4), 1.04 (3H, t, J=7.4), 1.43 (3H, t, J=7.4), 
1.44-1.58 (4H, m), 1.86 (2H, eext, J=7,4), 2.62 (2H, s), 
3.95 (2H, m), 3.98 (2H, t, J=7.4), 4.10 (2H, q. J=7.4), 4.49 
(2H, s), 5.13 (IH, m), 5.28 (IH, m), 5.97 (IH, m), 6.55-6.65 
(2H, m). 6.88 (IH. m). 


n-130 


104- 
105 


0.88 (6H, t, J=7.4), 1.06 (3H, t, J=7.4), 1.44-1.58 (4H, m), 
1.86 (2H, sext, J=7.4), 2.62 (2H. s), 3.21 (3H, s), 3.95 (2H, 
m). 3.98 (2H, t, J=7.4), 4.43 (2H, 8), 5.13 (IH, m), 5.28 
(IH, m). 6.97 (IH. m), 6.84-688 (2H, m), 7.13 (IH, m). 


11-131 


70-72 


0.88 (6H, t, J=7.4), 1.04 (6H, t, J=7.4), 1.44-1.58 (4H, m), 
1.86 (4H, m), 2.64 (2H, s), 3.95 (2H, m), 3.98 (2H, t, 
J=7.4), 4.49 (2H, s), 5.13 (IH, m), 5.28 (IH, m), 5.97 (IH, 
m), 6.55-6.65 (2H, m). 6.88 (IH. m). 


11-182 


69-60 


0.88 (6H, t. J=7.4), 1.04 (3H, t, J=7.4), 1.35 (6H, d, J=6.9), 
1.44-1.58 (4H, m), 1.79 (2H, sext, J=7.4), 2.62 (2H, s), 
3.95 (2H, m), 3.98 (2H, t, J=7.4), 4.46 (IH, sept, J=6.9), 
4.46 (2H, 8), 5.13 (IH, m), 5.28 (IH, m). 5.97 (IH, m), 
6.62-6.61 (2H, m), 6.88 (IH, m). 


11-133 




1.22 (6H, 8), 2.30 (6H, s), 2.51-2.60 (2H, m). 2.65 (2H, s), 
2.81-2.88 (2H, m), 3.96 (2H, m), 4.49 (2H, s), 5.17 (IH, m), 
5.28 (IH, m), 5.97 (IH, m), 6.98 (2H, d, J=7.9), 7.20 (2H, 
d. J=7.9). 
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11-134 




1.20 (6H, d, J=6.9), 1.32-1.60 (8H, m), 1.47 (9H, s), 1.70- 
jL.oi K^^) ni^, z.(U v^n, 8^, o.u» ^.ixi, sepu, d— o.y^, o.ui 
(2H, 8), 4.52 (2H, s), 6.95 (IH, m), 7.11-7.20 (2H, m), 7.31 
(IH, m) 


11-135 




1.20 (6H, d, J=6.9), 1.58-1.68 (2H, m), 1.93-1.97 (2H, m), 

^.dl (oil, 8^ ^.OO-^.0«7 (.4Jtl, m.^ ^.b4 (,0X1, 8J, 22. DO (IsJtl, 6;, 

3.09 (IH, sept, J=6.9), 4.59 (2H. s), 6.91 (IH, m), 7.13- 

7.21 (2H, m), 7.33 (IH, m) 


11-136 




1.11 (3H. t, J=6.9), 1.20 (6H, d, J=6.9), 1.65-1.70 (2H, m), 
1.94-2.00 Vitl, m), (4Jbl, m), 2s.oo-2.d9 (2x1, m}, 
2.65 (3H, s), 2.69 (2H, s), 3.09 (IH, sept, J=6.9), 4.60 (2H, 
s). 6.91 (IH, m), 7.13-7.21 (2H. m), 7.33 (IH, m) 


11-137 


67-68 


1.22 (6x1, s), 2.65 (2H, s), 3.93-3,97 (211, m), 4.45 (2H, s), 
5.17 (IH, m), 5.28 (IH, m), 5.97 (IH, m), 6.85-6.91 (2H, 
m), 7.02 (IH, m). 


11-138 




1.22 (6H, s), 2.66 (2H, s), 3.95 (2H, m), 4.46 (2H, s), 5.17 
(Iri, m^, o.Zo (1x1, m;, 6.9/ (1x1, VX), b.oo (1x1, ad, 
J=8.2,2.0), 7.16 (IH, d, J=2.0), 
7.44 (IH, d, J=8.2). 


11-139 




1.22 (6H, 8), 2.21 (3H, s), 2.64 (2H, s), 3.93-3.97 (2H, m), 
4.51 (iirl, 8), 0.17 (IH, m), o,zo (1x1, m), o.y? (1x1, m), b.oo 
(IH, d, J=8.2), 7.16 (IH, dd, J=8.2, 2.0), 7.22 (IH, d, 
J=2.0). 


11-140 




(2H, s), 5.17 (IH, m), 5.28 (IH, m), 5.97 (IH, m), 6.89 (IH, 
d. J=8.2), 7.16 (IH, dd. J=8.2. 2.0). 7.30 (IH. d, J=2.0). 


11-141 




1.22 (6H, s), 2.65 (2H, b), 2.88 (2H, t, J=7.1), 3.36 (3H, s), 
3.66 (2H, t, J=7.1). 3.95 (2H, m), 4.49 (2H, s), 5.17 (IH, 
m), 5.28 (IH, m), 5.97 (IH, m), 6.98 (2H, d, J=8.3), 7.20 
(2H, d, J=8.3). 


11-142 




1.25 (6H, d, J=6.9), 1.55-1.87 (8H, m), 2.72 (2H, s), 2.91 
(IH, sept, J=6.9), 3.93 (2H, m), 4.54 (2H, s), 5.16 (IH, m), 
5.30 (IH, m), 5.98 (IH, m), 6.95-7.00 (2H, m), 7.21-7.24 
(2H. m) 


11-143 




1.25 (6H, d, J=6.9), 1.47 (9H, s), 1.63-1.85 (8H, m), 2.78 
(2H, 8), 2.91 (IH, sept, J=6.9), 3.95 (2H, s), 4.63 (2H, ), 
6.96-7.01 (2H. m), 7.20-7.24 (2H. m) 



173 



wo 03/070277 



PCT/JP03/01725 



6 6 







No 




NMR (CDCI3) 


11-144 




0.88 (6H, t. J=7.3), 1.25 (6H. d, J=6.9), 1.43-1.68 (4H, m), 
2.61 (2H, s), 2.90 (IH, sept, J=6.9), 3.94 (2H. m), 4.45 
(2H, s), 5.15 (IH, m), 5.31 (IH, m), 5.94 (IH. m), 6.95-6.99 
(2H, m). 7,20-7.24 (2H. m) 


11-145 




0.87 (6H, t, J=7.3), 1.25 (6H, d, J=6.9), 1.47 (9H, s), 
1.48-1.70 (4H, m), 2.65 (2H, s), 2.90 (IH, sept, J=6.9), 
3.96 (2H, s), 4.44 (2H, s), 6,97-7.01 (2H, m). 7.20-7.23 
(2H, m) 


11-146 


90.5- 
92.5 


1.25 (6H, d, J=6.9), 1,80-1,62 (8H, m), 1,73-1.85 (2H, m), 
2.66 (2H, s), 2.91 (IH, sept, J=6,9), 3.94 (2H, m), 4.54 
(2H, s), 5.16 (IH, dd, J=9,9, 1,3), 5.31 (IH, m), 5.94 (IH, 
m), 6.96-7.00 (2H, m), 7.20-7.24 (2H, m) 


11-147 




0.90 (6H, t, J=6.9), 1.15-1,57 (8H, m), 1,47 (9H, s), 2.64 
(2H, 8), 3.83 (3H, s), 3,96 (2H, s), 4,46 (2H, s), 6,92-6.97 
(2H, m). 7.02 (IH, dd. J=7.9, 1.6). 7.13 (IH, m) 


11-148 




1.00 (6H, d, J=6.9), 1.06 (6H, d, J=6.9), 1.46 (9H, s), 2.01 
(2H, sept, J=6.9), 2.80 (2H, s), 3.82 (3H, s), 3.87 (2H. s). 
4.66 (2H. s). 6.91-7.01 (3H, m). 7.13 (IH. m) 


11-149 




0.92 (6H, t, J=7.3), 1.16-1.54 (8H, m), 2.61 (2H, s), 3.82 
(3H, s), 3,94 (2H. dd, J=6,9, 1,0), 4,47 (2H, s), 5,16 (IH, 
m), 5.32 (IH, m), 5.94 (IH, m), 6.92-7.01 (3H. m), 7.13 
(IH, m) 


11-150 




0.85 (3H, t, J=7,3), 1.18 (3H, d, J=6.9), 1.47-1.68 (4H, m), 
1,90-2,00 (2H, m), 2,31 (3H, s), 2,39-2.63 (4H, m), 2.65 
(3H, s), 2.69 (2H, d, J=2.3), 2,89 (IH, sext, J=7.3), 4.46 
(IH, d, J=13.8), 4,71 (IH, d, 13.8), 6.92 (IH, m), 7.12-7.29 

(3H, m) 


11-161 




1,37-1,63 (8H-, m), 1.48 (9H, s), 1.70-1.83 (2H, m), 2.67 
(2H. 8), 4.02 (2H, 8), 4.62 (2H, s), 7.11 (IH, dd, J=7,6, 
1.6), 7.42-7.53 (3H, m), 7.67 (IH, d, J=8.2), 7.85 (IH, dd, 
J=6,9, 3.3). 8.07 (IH. m) 


11-152 




0.88 (6H, t, J=7.3), 1.44-1.65 (4H, m), 1,49 (9H, s), 2,65 
(2H, 8), 4,02 (2H, 8), 4.54 (2H, s), 7.11 (IH, dd. J=7.3, 
1.0), 7.42-7,53 (3H, m), 7,67 (IH, J=8.2), 7.85 (IH, dd, 
J=5.6, 3.3). 8.07 (IH. dd. J=7.3. 3.3) 


11-153 




1.21 (6H, d, J=6.9), 1.58-1.67 (2H, m), 2.31 (3H, s), 2.33 
(3H, 8), 2,41-2.45 (4H, m), 2,67 (2H, s), 3,13 (IH, sept, 
J=6,9), 3,89 (2H, s), 6.80 (IH, m), 7.10-7.18 (2H, m), 7.31 
(IH, m) 


11-154 




0,85 (3H, t, J=7,3), 1,19 (3H, d, J=7.3), 1,47-1,81 (6H, m), 
2.31 (3H, s), 2.32 (3H, s), 2.40-2.50 (4H, m), 2.67 (2H, s). 
2.92 (IH, sext, J=7.3), 3.84 (IH, d, J=18.9), 6.80 (IH, m), 
7.11-7.17 (2H, m). 7.25 (IH. m) 
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/L* ^ AJ^Tt 

No. 










^H-NMR (CDCls) 


1-001 


H 


Me 


Me 


Me 


2.16 (s, 3H), 2.33 (s, 3H), 
3.62 (s. 3H), 7.17-7.26 (m, 
2H), 7.34 (s, IH), 7.34-7.43 
(m ,1H). 7.46-7,50 (m, IH). 


1-002 


H 


Me 


Me 


Et 


1.32 (t, ^-=7.2 Hz, 3H), 2.15 
(s, 3H), 2.36 (s, 3H), 4.19 (q, 
J = 7.2 Hz. 2H), 7.19-7.25 
(m, 2H), 7.34 (s, IH), 7.39- 
7.42 (m .IH), 7.46-7.49 (m, 
IH). 


1-003 


H 


Me 


Me 


nPr 


0.98 (t, J = 7.2 Hz, 3H), 
1.66-1.78 (m, 2H), 2.16 (s, 
3H), 2.34 (s, 3H), 4.03-4,08 
(m ,2H), 7.16-7.26 (m, 2H), 
7.33 (s, IH), 7.38-7.41 (m, 
IH), 7.46-7.49 (m, IH). 


1-004 


H 


Me 


Me 


nBu 


0.95 (t, J = 7.5 Hz, 3H), 
1.35-1.48 (m, 2H), 1.62-1.72 
(m ,2H), 2.15 (s, 3H), 2.35 
(s, 3H), 4.10 (t, J= 7.8 Hz, 
2H), 7.19-7.25 (m. 2H), 7.33 
(s, IH), 7.38-7.42 (m. IH), 
7.46-7.49 (m. IH). 


1-005 


H 


Me 


Me 


Bn 


2.14 (s, 3H), 2.25 (s, 3H), 
5.42 (br s, 2H), 7.17-7.51 
(m. lOH). 


1-006 


H 


a 


H 


nBu 


0.94 (t, J = 7,4 Hz, 3H), 
1.35-1.48 (m, 2H), 1.76-1.86 
(m, 2H), 4.06 (t, 7.4 Hz, 
2H), 7.22-7.28 (m, 3H), 7.34- 
7.51 (m, 7H), 7.81 (d, </= 2.5 
Hz. IH). 


1-007 


H 




H 


nBu 


0,96 (t. J = 7,3 Hz, 3H), 
1.35-1.48 (m, 2H), 1,75-1.85 
(m, 2H), 4.05 (t, J= 7,3 Hz, 
2H), 7.10-7.17 (m, 2H), 
7.22-7.24 (m, 3H), 7.37-7.44 
(m, 3H), 7.48-7.52 (m, IH), 
7.76 (d, J= 2.7 Hz. IH). 


1-008 


H 


a 


H 


nBu 


0.97 (t, J = 7.3 Hz, 3H), 

1.36- 1.49 (m, 2H), 1.79-1.87 
(m, 2H), 4.08 (t, J =7.3 Hz, 
2H), 7.23-7.27 (m, 2H), 

7.37- 7.44 (m, 2H), 7.45-7.52 
(m, IH), 7.50 (d, ^^=2.7 Hz, 
IH), 7.75-7.78 (m, IH), 7.81 
(d, J= 2.7 Hz, IH), 8.61 (d, 
c;'=3.7 Hz, IH), 8.74 (s. IH). 
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No. 








R« 


^H-NMR (CDCls) 


1-009 


H 




H 


nBu 


0.97 (t, J = 7.4 Hz, 3H), 
1.38-1.48 (m, 2H), 1.75-1.85 
(m, 2H), 4.05 (t, J= 7.4 Hz, 
2H), 6.92 (s, IH), 7.23-7.52 
(m, 6H). 7.67-7.69 (m, 2H), 
7.71 (d, «/=2.7Hz, IH), 7.89 
(d, e;'=2.7 Hz. IH). 


1-010 


Me 


H 


Me 


nBu 


0.94 (t, e/=7.5 Hz, 3H), 1.39 
(sextet, J = 7.5 Hz, 2H), 
1.61-1.71 (m, 2H), 2.21 (s, 
3H),2.37 (s, 3H), 3.99 (t, «/ = 
7.8 Hz, 2H), 5.95 (s, IH), 
7.18 (ddd, J =! 7.5, 7.5, 1.8 
Hz), 7.23 (ddd, J = 7.5, 7.5, 
1,8 Hz, IH), 7.40 (m, IH). 
7.47 (m, IH). 


1-011 




H 


Me 


nBu 


0.94 (t, J=7.5 Hz, 3H), 1.37 
(sextet, J = 7.5 Hz, 2H), 
1.68-1.78 (m, 2H), 1.73 (d, J 
= 1.0 Hz, 3H), 3.32 (s, 2H), 
3.94 (t, J=7.5 Hz, 2H), 4.82 
(s, IH), 4.88(s, IH), 6.13 (d, 
J= 7.2 Hz, IH), 7.17 (d, J= 
7.2 Hz, IH), 7.19 (ddd, e7 = 
7.5, 7.5, 1.5 Hz, IH), 7.23 
(ddd, J = 7.5, 7.5, 1.5 Hz, 
IH), 7.40 (m, IH), 7.48 (m, 
IH). 
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PCT/JP03/0172S 



9 



No. 


mm 


^H-NMR (CDCls) 


1 ni o 


Me 


2.16 (s, 3H), 2.36 (s, 3H), 7,20-7.29 
(m, IH), 7.83 (s, IH). 


1-013 


(sj^Sv,^>s^Me 

f J"^ O'^N Me 
nBu 


0.95 (t, 7,2 Hz), 1.35-1.48 (m, 
2H), 1.60-1.72 (m, 2H), 2,15 (s, 3H), 
2.39 (s, 3H), 4.11 (t, J= 7.8 Hz, 2H), 
7.22-7.29 (m, 2H), 7.41-7,44 (m, IH), 
7.57-7.61 (m. IH), 7.81 (s. IH). 


1-014 


/O^^^^^Me 

©"^IIJ Me 
' nBu 


0.96 (t, J= 7.2 Hz, 6H). 1.30-1.60 (m, 
4H), 1.60-1.75 (m, 2H), 1.76-1.90 (m, 
2H), 2.31 (s, 3H), 3.89 (t, J=6.9 Hz, 
2H), 4.02 (t, J= 8,1 Hz, 2H), 5.88 (d, 
J= 7.8 Hz, IH), 6.52 (d, J= 7.2 Hz, 
IH), 


1-015 


^—"^ nBu 


0.94 (t, J= 7.5 Hz, 3H), 1.40 (sextet, 
J= 7.5 Hz, 2H), 1.66 (quint, c/'^ 7,5 
Hz, 2H), 1.74 (quint, 6.0 Hz, 2H), 
1 87 ^auint J - 6 0 Hz 2H^ 2 58 ^t 
J= 6.0 Hz, 2H), 2.69 (t, 6.0 Hz, 
2H), 4.02 (t, 7.8 Hz. 2H), 7.16- 
7.26 (m, 2H), 7.24 (s, IH), 7.40 (dd, J 
= 6.9 Hz, 2.4 Hz, IH), 7.48 (dd. 
6.9 Hz, 2.4 Hz. IH). 


1-016 


nBu 


0.96 (t, J= 7.5 Hz, 3H), 1.42 (sextet, 
J= 7.5 Hz, 2H), 1.60-1.76 (m, 4H), 
1.81 (quint, J= 6.0 Hz, 2H), 2.43 (t, 
J= 6.0 Hz, 2H), 2.61 (t, 6.0 Hz, 
2H), 4.01 (t, 7.8 Hz, 2H), 5,07 (s, 
2H), 6.43 (s, IH), 7.28-7.39 (m, IH), 
7.34 (d, J= 7.5 Hz, 2H), 7.45 (d, */ = 
7.5 Hz. 2H). 


1-017 


Br 


3.23 (t, 7.5 Hz, 2H), 4.24 (t, 
7.5 Hz, 2H), 6.10 (t, ^=6.9 Hz, IH), 
6.99 (dd, c/= 1.8, 6.9 Hz, IH), 7.08- 
7,29 (m, 5H), 7,42-7.45 (m, IH), 
7.49-7.52 (m, 2H), 7.56 (dd, J= 1.2, 
7.8 Hz, IH). 


1-018 




3.03 (t, 6.1 Hz, 2H), 4.34 (t, J = 
6.1 Hz, 2H), 6.74 (d, J= 7.9 Hz, IH), 
7.19-7.45 (m, 6H), 7.50 (d. J= 6.4 
Hz. IH), 7.61 (d, J = 7.9 Hz, IH), 
7.73 (d, e/= 7.3Hz. IH). 


1-019 


n-Bu 


0.96 (t. J= 7.5 Hz, 3H), 1.41 (sextet, 
J= 7.5 Hz, 2H), 1.58-1.73 (m, 4H), 
1,81 (quint, */= 6.0 Hz, 2H), 2.45 (t, 
c/= 6.0 Hz, 2H), 2.61 (t, 6.0 Hz, 
2H), 3.18 (t, J= 7.5 Hz, 2H), 4.00 (t, 
J= 7.8 Hz, 2H), 4.07 (t, </ = 7.5 Hz, 
2H). 6.34 (s. IH). 7.21-7.33 (m. 5H). 
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ana: 



No. 






^H-NMR (CDCI3) 


2-001 


Me 


Me 


2.28 (s, 3H), 2,49 (s, 3H), 4.17 (s, 3H), 
7.19-7.24 (m, 2H), 7.40 (s, IH), 7.43-7.49 
(m. 2H). 


2-002 


Me 


Et 


1.46 (t, J= 7.2 Hz, 3H), 2.25 (s, 3H), 2.55 
(s, 3H), 4.92 (br s, 2H), 7.18-7.24 (m, 2H), 
7.37 (s. IH). 7.42-7.49 (m, 2H). 


2-003 


Me 


nPr 


1.04 (t, 7,2 Hz, 3H). 1.89 (br s, 2H), 
2.25 (s, 3H), 2.52 (s, 3H), 4.71 (br s, 2H), 
7.19-7.26 (m. 2H). 7.36 (s, lH),7.42-7.49 
(m, 2H). 


2-004 


Me 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.42-1.54 (m, 2H), 
1.83 (br s, 2H), 2.25 (s, 3H), 2.53 (s. 3H), 
4.80 (br s, 2H), 7.18-7.26 (m, 2H). 7.36 (s, 
IH), 7.42-7.49 (m, 2H). 


2-005 


Me 


iBu 


0.97-0.99 (m, 6H), 2.27 (s, 3H), 2.51 (s, 
3H), 2.51-2.66 (m, IH), 3.81 (br s, IH), 
6.64 (br s, IH), 7.20-7,24 (m, 2H). 7.39 (s, 
IH), 7.42-7.48 (m. 2H). 


2-006 


Me 


nPent 


0.92 (t, </= 7.2 Hz, 3H), 1.36-1.48 (m, 4H), 
1.85 (br s. 2H). 2,25 (s, 3H), 2.53 (s, 3H). 
4.76 (br s, 2H), 7.18-7.26 (m, 2H). 7,36 (s, 
IH), 7,42-7.49 (m, 2H). 


2-007 


Me 


nHexyl 


0.89 (t, 7.2 Hz, 3H). 1,30-1.50 (m, 6H), 
1,84 (br s, 2H), 2.25 (s, 3H), 2.52 (s, 3H), 
4.79 (br 3, 2H), 7.17-7.26 (m, 2H), 7.35 (s, 
IH), 7.42-7.49 (m, 2H). 


2-008 


Me 


Bn 


2.24 (s, 3H), 2.38 (s, 3H), 6.27 (br s, 2H), 
7,14-7.52 (m. lOH). 


2-009 


Et 


Me 


1.23 (t. t/= 7.8 Hz, 3H), 2.50 (s, 3H). 2.61 
(q, */=: 7.8 Hz. 2H), 4.17 (s, 3H), 7.19-7.24 
(m, 2H). 7.42 (s. IH). 7.42-7.49 (m. 2H). 


2-010 


Et 


Et 


1.23 (t, e7= 7.5 Hz, 3H), 1.47 (t, J'= 7.2 Hz, 
3H), 2.57 (s, 3H), 2.59 (q, */= 7.5 Hz. 2H), 
4.92 (br s, 2H), 7.18-7.24 (m, 2H), 7.39 (s, 
IH), 7,43-7.49 (m, 2H). 


2-011 


Et 


nPr 


1.04 (t, c7= 7.2 Hz, 3H), 1.22 (t, e7'=7.5 Hz, 
3H), 1.89 (br s, 2H), 2.54 (s, 3H), 2.59 (q, J 
= 7.5 Hz, 2H). 4.72 (br s, 2H). 7.18-7.24 
(m. 2H). 7.38 (s. IH). 7.42-7.49 (m. 2H). 


2-012 


Et 


nBu 


0.99 (t, e7= 7.2 Hz, 3H), 1.22 (t, </= 7.5 Hz, 
3H), 1.42-1.54 (m, 2H), 1.83 (br s, 2H), 
2.55 (s, 3H), 2.59 (q, e/= 7.5 Hz, 2H), 4.77 
(br s, 2H), 7.20-7.24 (m, 2H), 7.38 (s, IH), 
7.42-7.49 (m. 2H). 


2-013 


Et 


Bn 


1.22 (t, 7.6 Hz, 3H), 2.40 (s, 3H), 2.57 
(q, «/= 7.6 Hz, 2H), 6.26 (br s, 2H), 7.13- 
7.51 (m, lOH). 
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7 1 



N Me 

1 = 



No. 






^H-NMR (CDCI3) 


2-014 


ay 


Me 


2.55 (s, 3H), 4.10 (s, 3H). 6.57 (d. J 
= 7.8 Hz, IH), 7.20-7.26 (m, 2H), 
7.40-7.50 (m, 3H). 


2-015 


ay 


nBu 


0.99 (t, J - 7,2 Hz, 3H), 1,47 
(sextet, J = 7.5 Hz, 2H). 1.84 
(m ,2H), 2.58 (s, 3H), 4.69 (br s, 
2H), 6.52 (d, J= 7.8 Hz, IH), 7.20- 
7.26 (m. 2H). 7,30-7.50 Cm, 3H). 


2-016 




nBu 


0.82 (t, J = 7.5 Hz, 3H), 1.32 
(sextet, J= 7.5 Hz, 2H), 1.47-1.52 
(m, 2H), 2.46 (s, 3H), 4.37 (br s, 
2H), 4.80 (s, 2H), 7.06 (d, J= 9.0 
Hz, IH), 7.26-7.35 (m, 3H), 7.38- 
7.44 (m. IH). 7.60-7.67 (m, IH). 


2-017 


Ac 


nBu 


0.99 (t, J = 7.6 Hz, 3H), 1.47 
(sextet, J= 7.5 Hz, 2H), 1.83 (m, 
2H), 2.38 (s, 3H), 2.54 (s, 3H), 4.70 
(br s, 2H), 6.44 (d, J= 7.8 Hz. IH), 
7.04 (d, J=7.5 Hz, IH). 


2-018 


H 


nBu 


1.02 (t, J = 7.8 Hz, 3H), 1.50 
(sextet, t/= 7.8 Hz, 2H), 1.80-1,90 
(m, 2H), 2.51 (s, 3H), 4,66 (br s, 
2H), 6.49 (d, J= 8.1 Hz, IH), 6.91 
(d, e/= 7.8 Hz. IH), 8.44 ftr s. IH). 


2-019 


o 


nBu 


0.96 (t. J = 7.5 Hz, 3H), 1.41 
(sextet, J = 7.5 Hz, 2H), 1.70 (m, 
2H), 2.43 (s, 3H), 2.52 (s, 3H), 4.61 
(brs. 2H), 6.38 (d, J= 8.1 Hz, IH), 
7.26-7.35 (m, 3H), 7,97 (d, J 8.7 
Hz. IH). 


2-020 


H3C-S02" 


nBu 


1.01 (t, J = 7.5 Hz, 3H), 1.49 
(sextet, c/= 7.2 Hz, 2H), 1.82 (m, 
2H), 2.57 (s. 3H), 3.48 (dd, */= 3.0, 
i.o xiz, orx)t *x»t\t ^urs. ^rxjt p. 4* ^u. 
*;'= 7.8 Hz, IH), 7.31 (dd, J= 7.8, 
1.8 Hz, IH). 


2-021 


or 


nBu 


0.98 (t, J = 7.2 Hz, 3H), 1.46 
(sextet, J= 7.5 Hz. 2H), 1.81 (m, 
2H), 2.51 (s, 3H), 4.00 (s, 2H), 4.67 
(brs. 2H), 6.39 (d, 7.8 Hz, IH), 
6.98 (d, J=^ 7.8 Hz, IH), 7.10-7.60 
(m. 6H). 


2-022 




nBu 


0.99 (t, J = 7.2 Hz. 3H), 1.47 
(sextet, «/= 7.2 Hz, 2H). 1.86 (m. 
2H). 2.54 (s, 3H), 2.90-3,00 (m, 
2H), 3.10-3.20 (m, 2H), 4.70 (brs, 
2H), 3.10-3.20 (m, 2H), 4,70 (brs, 
2H). 6,42 (d, e/= 8.1 Hz, IH), 6.97 
(d, J= 8.1 Hz, IH). 7.18-7.34 (m, 

5ro, 
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No. 






^H-NMR (CDClfl) 


2>023 




nBu 


0.92 (t, J= 6.9 Hz, 3H), 1.37 (m, 
4H), 2.41 (s, 3H), 4.17 (brs, 2H), 
4.47 (s, 2H), 6.99 (d, J= 9.0 Hz. 
IH), 7.00-7.30 (m, 6H). 


2-024 




nBu 


0.94 (t, J = 6.9 Hz, 3H), 1.40 
(sextet, J = 7.8 Hz, 2H), 1.70 
(m ,2H), 2.48 (s, 3H), 2.89 (s, 6H), 
4.60 (br s, 2H), 6.27 (d, J= 8.1 Hz, 
IH), 6.97 (dd, c/= 8.1, 1.2 Hz, IH), 
7.21 (d, 7.8 Hz, IH). 7.51 (dd, J 
= 8.1, 7.8 Hz, IH), 7.61 (dd, J= 8.4, 
7.8 Hz, IH), 8.28 (dd, J= 7.2, 0.9 
Hz, IH), 8,61 (t, J=BA Hz, 2H). 


2-025 


N 


nBu 


1.02 (t, J = 7.5 Hz, 3H), 1.50 
(sextet, «7= 7.5 Hz, 2H), 1.80-1.85 
(m ,2H), 2.51 (s, 3H), 4.67 (br s, 
2H). 6.51 (dd, J= 5.1, 4.8 Hz, IH), 
6.57 (d, J= 7.8 Hz, IH), 7.38 (d, J= 
8.1 Hz, IH), 7.70-7.85 (m, 2H). 


2-026 


nBu 


nBu 


0.90-1,03 (m. 6H), 1.4-1.6 (m, 4H), 
1.8-1.9 (m, 4H), 2.50 (s, 3H), 3.98 
(t, J'= 6.9 Hz, 2H), 4.76 (brs, 2H), 
6.40 (d, J=8.1 Hz, IH), 6.60 (d, J= 
7.8 Hz, IH). 


2-027 




nBu 


(m, 4H,), 1.25-1.44 (m, 4H), 2.40 (s, 
3H), 3.75 (s, 3H), 4.18 (brs, 2H), 
4.44 (s,2H). 6.73 (A2B2-type, J = 
8.7Hz, 2H), 6.98 (d, J=9.3H2, IH). 
7,09 (A2B2-type, J = 8.4Hz, 2H). 
7.25 (d, J= 9.0Hz, IH). 


2-028 


EtOzC- 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.40 (t, J = 
7.2 Hz, 3H), 1.47 (sextet, J - 7.5 
Hz, 2H), 1.84 (m, 2H), 2.55 (s, 3H), 
4.35 (q, 7.6 Hz, 2H), 4.69 (brs. 
2H), 6.45 (dd, «/'= 7.5, 0.6 Hz, IH). 
7,12 (d. J= 7.5 Hz. IH). 


2-029 


CV 

o 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1,48 
(sextet, J= 7.2 Hz, 2H), 1.85 (m, 
2H), 2.57 (s, 3H), 4.73 (brs. 2H), 
6.48 (d, J= 7.8 Hz, IH). 7.18 (d, J= 
7.5 Hz, IH), 7.20-7.70 (m. 3H). 
8.20-8.30 (m. 2H). 
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*7 3 



No. 








R« 


^H-NMR (CDCls) 


2-030 


H 


H 


H 


iPr 


1.45 (s. 3H), 1.48 (s, 3H), 6.31- 
6.45 (m, IH), 6.76 (t, J= 7.0 Hz, 
IH), 7.03-7.29 (m, 3H), 7.43-7.29 
(m, 3H), 7,48-7.54 (m, 2H), 7.74 
(dd. 1.5, 7.0 Hz. IH). 


2-031 


Me 


H 


H 


nPr 


1.00 (t, J= 7.3 Hz, 3H), 1.83- 
2.02 (m, 2H), 4.48 (t, J= 7.7 Hz, 
2H), 6.56 (d, J = 6.6 Hz, IH), 
7.20-7.28 (m, 2H), 7.43-7.49 (m, 
2H), 7.57 (d. J= 6.6 Hz, IH). 


2-032 


-CHjOMe 


H 


H 


nPr 


0.96 (t, 7.3 Hz, 3H), 1.35- 

1.47 (m, 2H), 1.81-1,91 (m, 2H), 
3.43 (s, 3H). 4.48-4.56 (m. 3H), 
6.89 (d, J = 6.7 Hz, IH), 6.97- 

7.48 (m, 4H), 7.68 (d, J- 6.7 Hz, 
IH). 


2-033 


H 


H 


H 


hBu 


0.98 (t, J = 7.3 Hz, 3H), 1.37- 
1.49 (m, 2H), 1.83-1.94 (m, 2H), 
4.57 (t, J= 7.6 Hz, 2H), 6.65- 
6.70 (m, IH), 7.22-7.27 (m, 2H), 
7.43-7.51 (m, 3H), 7.68 (dd. J = 
1,5. 6.4 Hz. IH). 


O f\OA 

2-Ud4 


Me 


TT 

Jtl 


TT 


11X5U 


0.95 (t, J = 7.3 Hz, 3H), 1.34- 
1.46 (m, 2H), 1.79-1.90 (m. 2H), 
2.29 (s, 3H), 4.51 (t, «/= 7.4 Hz, 
2H). 6.55 (d, J = 6.6 Hz, IH), 
7.20-7.28 (m, 2H), 7.43-7.48 (m, 
2H), 7.59 (d, J= 6.6 Hz, IH). 


2-035 


H 


Me 


H 


nBu 


0.97 (t, </= 7.3 Hz, 3H), 1.36- 
1.46 (m, 2H), 1.82-1.92 (m, 2H), 
4.54 (t, J= 7.6 Hz, 2H), 7.19- 
7.27 (m. 2H). 7,40-7.52 (m. 4H), 


2-036 


H 


Br 


H 


nBu 


0.99 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J= 7.5 Hz, 2H), 1.83- 
1.93 (m , 2H), 4.53 (t, J=7.5 Hz, 
2H), 7,21-7.30 (m, 2H), 7.42-7.52 
(m, 2H), 7.64 (d, <7=2.1 Ha. IH). 
7.79 (d. J= 2.1 Hz. IH). 


2-037 


H 


a— 


H 


nBu 


LOO (t, J = 7.3 Hz, 3H), 1.46 
(sextet, J = 7.3 Hz, 2H), 1.85- 
1.97 (m, 2H), 4.67 (t. J= 7.6 Hz, 
2H), 7.22-7.28 (m, 2H), 7.34-7,44 
(m, 3H), 7.44-7.62 (m, 4H), 7.61 
(d, c/= 1.8 Hz. IH), 7.89 (d, «/ = 
1.8 Hz. IH). 
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O 

bL_ 



No. 






^H-NMR (CDCI3) 


3-001 


or- 


Me 


2.20 (s, 3H), 2.39 (s, 3H), 3.62 (s, 
3H), 4.65 (d, J= 6.0 Hz. 2H), 7,21- 
7,38 (m, 5H), 8.87 (s, IH), 10.28 
(br s. IH). 


3-002 




Me 


2,19 (s, 3H), 2.38 (s, 3H), 2.93 (t, J 
= 7.2 Hz, 2H), 3.62 (s, 3H), 3.65- 
3.72 (m, 2H), 7.21-7.33 (m, 5H), 
8.34 (s. IH). 9.99 (br s, IH), 


3-003 




Et 


1.32 (t, J= 7.2 Hz, 3H), 2.18 (s, 
3H), 2.42 (s, 3H), 4.20 (q, J= 7.2 
Hz, 2H), 4.64 (d, J= 6.0 Hz, 2H), 
7.24-7.38 (m, 5H), 8.35 (s. IH), 
10.30 (br s, IH). 


3-004 


u 


Et 


1.33 (t, J= 7.2 Hz, 3H), 2.18 (s, 
3H), 2.42 (s, 3H), 2.93 (t, J= 7.5 
Hz, 2H), 3.64-3.71 (m, 2H), 4.21 (q, 
J= 7,2 Hz, 2H), 7.18-7.33 (m, 5H), 
8.32 (s, IH), 10.03 (br s. IH). 


3-005 


u 


nPr 


1.03 (t, J= 7.8 Hz, 3H), 1.65-1.78 
(m, 2H), 2.19 (s, 3H), 2.42 (s, 3H), 
4.07 (t, e/= 8.1 Hz, 2H), 4.65 (d, c7 = 
6.0 Hz, 2H), 7.24-7.38 (m, 5H), 
8.36 (s. IH). 10.30 (bra, IH). 


3-006 




nPr 


1.05 (t, </= 7.5 Hz, 3H), 1.67-1.80 
(m, 2H), 2.19 (s, 3H), 2.42 (s, 3H). 
2.92-2.97 (m, 2H), 3.64-3.72 (m, 
2H), 4.09 (t, J== 7.8 Hz, 2H), 7.20- 
7.35 (m, 5H), 8.33 (s. IH), 10.05 
(br s, IH). 


3-007 




iPr 


1.60 (s, 3H), 1.63 (s. 3H), 2.17 (s, 
3H), 2.40 (s, 3H). 4.64 (d, J = 6.0 
Hz, 3H), 7.24-7.34 (m, 5H), 8.31 (s, 
IJtlj, lU.Di (Dr s, ixl^ 


3-008 




iPr 


1.62 (s, 3H), 1.64 (s, 3H), 2.17 (s, 
3H), 2.40 (s, 3H), 2.93 (d, J = 7.8 
Hz, 2H), 3.62-3.69 (m, 2H), 4.64 
(br s, IH), 7.18-7.33 (m, 5H), 8.28 
(s. IH), 10.04 (br s, IH). 


3-009 




nBu 


0.98 (t, J= 7.2 Hz, 3H), 1.38-1.51 
(m, 2H). 1.61-1.71 (m, 2H), 2.18 (s, 
3H). 2.41 (s, 3H), 4.10 (t, «/ = 8.1 
Hz, 2H), 4.64 (d, «/= 6.0 Hz, 2H), 
7.21-7.38 (m, 5H), 8.36 (s, IH), 
10.30 (br s. IH). 


3-010 




nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.40 (m, 
2H), 1.61-1.72 (m, 2H), 2.93 (t, </ = 
7.2 Hz, 2H), 3.63-3,70 (m, 2H). 
4.11 (t, c/= 7.8 Hz, 2H), 7.18-7.32 
(m, 5H), 8,32 (a, IH), 10,03 (br s, 
IH). 
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^7 5 



0> N Me 



No. 


R' 




^H-NMR (CDCls) 


3-011 




nHexyl 


0.89 (t, </= 7.2 Hz, 3H), 1.30-1.50 
(m, 6H), 1.60-1.75 (m, 2H), 2.18 (s, 
3H), 2.41 (s, 3H), 4.09 (t, J= 7.8 
Hz, 2H), 4.64 (d, J = 5.7 Hz, 2H), 
7.23-7.38 (m. 5H), 8.35 (s, IH). 


3-012 




nHexyl 


0.91 (t, «/= 6.9 Hz, 3H), 1.32-1.45 
(m, 6H), 1.63-1.70 (m, 2H), 2.18 (s, 
3H), 2.40 (s, 3H), 2.93 (t, = 7.5 
Hz, 2H), 3,63-3.70 (m, 2H), 4.10 
^t, c/ — f.o rlz, Zrl^ /.lo-/.04^ ^ni, 
5H), 8.31 (s. IH). 10.04 (br s, IH). 


3-013 




Bn 


2.19 (s, 3H). 2.31 (s, 3H), 4.64 (d, J 
= 5.7 Hz. 2H), 5.44 (br s. 2H), 
7.07-7.38 (m, lOH), 8.44 (s, IH), 
10.24 (br s, IH). 


3-014 


on- 


Bn 


2.18 (s, 3H), 2.31 (s, 3H), 2.93 (t, J 
= 7.5 Hz, 2H), 3.64-3.71 (m, 2H), 
5.45 (br s, 2H), 7.08-7.36 (m, lOH), 
8.41 (s, IH). 9.98 (br s, IH). 


3-015 


on 


Ph 


2.00 (s, 3H), 2.22 (s, 3H), 4.58 (d, J 
=r 5.7 Hz, 2H), 7.15-7.32 (m, 7H), 
7.49-7.58 (m, 3H), 8.49 (s, IH), 
10.02 (br s. IH). 


3-016 


0^ 


Ph 


2.00 (s, 3H), 2.22 (s, 3H), 2.88 (t, J 
= 7.8 Hz, 2H), 3.59-3.66 (m, 2H), 
7.16-7.29 (m, 7H), 7.51-7.61 (m, 
3H). 8,46 (s, IH), 9.82 (br s, IH). 
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^76 ^ ^ 

<y N Me 

1„ 



nl 


3u 


No. 


R' 




^H-NMR (CDCls) 






TiRll 

i-lJj u. 


0.93 (t, J= 7.2 Hz, 3H), 0.98 (t, J = 
7.2 Hz, 3H). 1.32-1.51 (m, 6H), 
1.61-1.69 (m, 2H), 2.41 (s, 3H), 2,48 
(t, J= 7.8 Hz, 2H), 4.09 (t, 7.8 
Hz 2H^ 4 64 J = 6.0 Hz 2H> 
7.23-7,38 (m, 5H), 8.35 (s, IH), 10.30 
(br s, IH). 


3-034 




nBu 


0.93 (t, J= 7.2 Hz, 3H), 1.00 (t, 
7.2 Hz, 3H), 1.30-1.54 (m, 6H), 
1.63-1.72 (m, 2H), 2.42 (s, 3H), 2.48 
(t, J = 7.8 Hz, 2H), 2.93 (m, 2H), 
3.62-3.70 (m, 2H), 4.10 (t, J = 7.8 

IH), 10.04 (br S..1H). 


3-035 




nPentyl 


0.90 (t, J= 6.9 Hz, 3H), 0.98 (t, J = 
7.2 Hz, 3H), 1.30-1.53 (m, 8H). 
1.62-1.69 (m, 2H), 2.47 (s, 3H), 2.48 
(t, J= 7.5 Hz, 2H), 4.09 (t, e/ = 7.8 
Hz, 2H), 4.64 (d, J = 5.7 Hz, 2H), 
7.23-7.38 (m, 5H), 8.35 (s, IH), 10,31 
(br s. IH). 


8-036 




nPentyl 


0.90 (t, 6.9 Hz, 3H) , 1.00 (t, 
7.2 Hz, 3H), 1.28-1.39 (m, 4H), 
1 40-1 55 (m 4H) 1 62-1 72 (m. 2H) 
2.42 (s, 3H), 2.47 (t, */= 7.5 Hz, 2H), 
2.93 (t, J= 7.2 Hz, 2H), 3.63-3.70 
(m, 2H), 4.10 (t, J = 7.8 Hz, 2H), 
7.20-7.32 (m, 5H), 8.32 (s, IH), 10.04 
(br s, IH). 


3-037 




I 


0.98 (t, </= 7.3 Hz, 3H), 1.38-1,50 
(m, 2H), 1.61-1.71 (m, 2H), 2.71 (s. 
3H), 4.16 (t, J= 7.9 Hz, 2H), 4.63 (d, 
«/= 5.8 Hz, 2H), 7.22-7.37 (m, 5H), 
8.78 (s, IH), 10.4 (br s, IH). 


3-038 




I 


1.00 (t, J= 7.3 Hz, 3H), 1.39-1.51 
(m, 2H), 1.59 (s, 3H), 1.61-1.71 (m, 
2H), 2.71 (s, 3H), 2.92 (t. <7=7.6 Hz, 
2H), 3.62-3.69 (m, 2H), 4.17 (t, J = 
7.9 Hz, 2H), 7.19-7.33 (m, 5H), 8.74 
(s. IH), 9.77 (br fl. IH). 


3-039 




X) 


1,00 (t, J= 7.3 Hz, 3H), 1.41-1.53 
(m, 2H), 1.68-1.78 (m, 2H), 4.15 (t, J 
= 7.6 Hz, 2H), 4.65 (d, J = 5.8 Hz, 
2H), 7.22-7.45 (m, lOH), 8.46 (s, 
IH). 10.25 (br s, IH). 


3-040 




X) 


1.02 (t, J= 7.3 Hz, 3H), 1.43-1,55 
(m, 2H), 1.69-1.79 (m, 2H), 2.41 (s, 
3H), 2.94 (t, c/= 7.9 Hz, 2H), 3.65- 
3.72 (m, 2H), 4.16 (t, e/= 7.6 Hz, 2H). 
7.19-7.45 (m, lOH), 8.43 (s, IH), 9.98 
(br s. IH). 
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7 7 




No. 






^H-NMR (CDCI3) 


3-044 




CPs 


1.02 (t, 6.7 Hz, 3H), 1.42-1.54 
(m, 2H), 1.66-1.74 (m, 2H), 2.61 (s, 
3H), 2.93 (t, J= 7.3 Hz, 2H), 3.64- 
3,69 (m, 2H), 4.14 (t, </= 7.9 Hz, 2H), 
7.20-7.33 (m, 5H), 8,69 (s, IH), 9.61 
(brs. IH). 
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^7 8 

O 

nBu 



No. 






^H-NMR (CDCla) 


3-061 


n-Hexyl 


0 

x^'^fyj" (^^2)5^^3 
H 


0.86-0.91 (m, 6H), 0.95 (t, J = 
7.3 Hz, 3H), 1.26-1.47 (m, 16H), 
1.54-1.65 (m, 4H), 1,73-1.83 (m, 
2H), 3.38-3.45 (m, 4H), 4.07 (t, 
*/ = 7 3 H7 2K) 6 72 */= 5 5 
Hz, IH), 8.40 (d, J = 2.7 Hz, 
IH), 8.83 (d, t/= 2.7 Hz, IH), 
9.69 a. €/=5.5 Hz. IH). 


3-062 






1.02 (t, •/= 7.3 Hz, 3H), 1.33- 
1.45 (m, 2H), 1.72-1.82 (m, 2H), 
4.06 (t, J= 7.6 Hz, 2H), 4.58 (d, 
J= 5.5 Hz, 4H), 6.81 (br s, IH), 
7.24-7.36 (m, lOH), 7.42 (d, J = 

IH). 10.00 (br s, IH). 


3-063 






0.97 (t. J= 7,3 Hz, 3H), 1.33- 
1.46 (m, 2H), 1.72-1.82 (m. 2H), 
2.88-2.94 (m, 4H), 3.63-3.72 (m, 
4H). 4.06 (t, J = 7.6Hz. 2H). 
7.20-7.34 (m, lOH), 8.37 (d, J = 
2.7 Hz, IH), 8,65 (d, J= 2.7 Hz, 
IH). 9.52 (br s. IH). 


3-064 


or 


0 

,X^Jg''(C'^2)3CH3 
1 

(CH2)3CH3 


7.3 Hz, 3H), 1.32-1.44 (m, 4H), 
1.54-1.65 (m, 6H), 1.71-1.81 (m, 
2H). 3.38 (br s, 4H), 4.02 (t, </ = 
7.3 Hz, 2H), 4.64 (d, 5.8 Hz, 
2H), 7.23-7.39 (m, 5H), 7.85 (d, 
J= 2.7 Hz, IH), 8.58 (d, J= 2.7 
Hz, IH), 10.04 (t, J = 5.5 Hz, 
IH). 


3-066 




H 


0.96 (t, J= 7,3 Hz, 3H), 1.15- 
1.49 (m, 6H), 1.64-1.81 (m, 6H), 
1.96-2.05 (m, 2H), 3.87-3.99 (m, 
IH), 4.05 (t, J = 7.3 Hz, 2H), 
4.64 (d, J= 5.8 Hz, 2H), 6.10 (d, 
J= 7.9 Hz, 2H), 6.92-7.38 (m, 
5H), 8.38 (d, 2.7 Hz, IH), 
8.72 (d, 2.7 Hz, IH), 10.05 
(t. */=5.8 Hz. IH). 


3-066 




0 

X^|y|^(CH2)5CH3 

H 


0.89 (t, J= 6.7 Hz, 3H), 0.97 (t, 
J= 7.3 Hz, 3H), 1.27-1.45 (m, 
8H), 1.54-1.63 (m, 2H), 1,73- 
1.82 (m, 2H), 2.93 (t, = 7.6 
Hz, 2H), 3,38-3,45 (m, 2H), 
3.65-3.72 (m, 2H), 4,06 (t, J = 
7.6 Hz, 2H), 6.44 (t, 5.5 Hz, 
IH), 7.20-7.34 (m, 5H), 8.39 (d, 
e/= 2.7 Hz, IH), 8.74 (d, «/= 2.7 
Hz, IH), 9.78 (t. J = 5,5 Hz, 
IH), 
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^79 

O 



nBu 



No. 






^H-NMR (CDCI3) 


3-067 




I 


0.96 (t, c/= 7.3 Hz, 3H), 1.31-1.44 
(m, 2H), 1.68-1.78 (m, 2H), 3.95 (t, J 
= 7.3 Hz, 2H), 4,62 (d, J = 7.3 Hz, 
2H), 7.23-7.36 (m, 5H), 7.70 (d, c/== 
2.6 Hz, IH), 8,67 (d, e^«2,6 Hz, IH), 
10.03 (br s, IH). 


3-068 




X) 


0.98 (t, 7.3 Hz, 3H), 1.36-1.48 
(m SH"! 1 75-1 85 SH'i 4 08 (t J 
= 7.6 Hz, 2H), 4.67 (d, J = 5.8 Hz, 
2H), 7.22-7.50 (m, lOH), 7.69 (d, J= 
2,7 Hz, IH), 8.87 (d, J= 2.7 Hz, IH), 
10.25 (br s, IH). 


3-069 


U 




0.98 (t, e/= 7.6 Hz, 3H), 1.34-1,46 
(m, 2H), 1,72-1.82 (m, 2H), 4.01 (t, J 
= 7.6 Hz, 2H), 4.65 (d, </ = 5.8 Hz, 
2H), 7.23-7,40 (m, 8H), 7,45-7.51 
(m, 2H), 7.73 (d, J = 2.7 Hz, IH), 
8.66 (d, J= 2.7 Hz, IH), 10.03 (t, 
5.8 Hz, IH), 


3-070 


nBuO 


H 


0.95 (t, </= 7.5 Hz, 3H), 1.38 (sextet, 
7.8 Hz, 2H), 1.73-1.79 (m, 2H), 
3.90 (s, Sri), 3,98 (t, </ = 7.5 Hz, 2H), 
6.24 (d, e/= 6,9 Hz, IH), 7.53 (dd, J 
= 6.7, 2.1 Hz, IH), 8.14 (dd, J= 7,5, 
2.4 Hz. IH). 


3-071 


^^^^ 


H 


0.95 (t, J= 6,9 Hz, 3H), 1.36 (sextet, 
J= 7.8 Hz, 2H), 1,66-1.80 (m, 2H), 
3,96 (t, J= 7.2 Hz, 2H), 4,60 (d, J = 

6.0 Hz, 2H), 6,36 (t, J= 7,5 Hz, IH), 
7.20-7.40 (m, 5H), 7.46 (dd, J = 6,3, 

2.1 Hz, IH), 8,47 (dd, J= 7.2, 2.4 
Hz, IH). 


3-072 




CFs 


0.99 (t, J= 7.3 Hz, 3H), 1.34-1.47 
(m, 2H), 1.72-1.82 (m, 2H), 2.93 (t, J 
= 7,3 Hz, 2H), 3.66-3.73 (m, 2H), 
7.20-7.34 (m, 5H), 7.83 (m, IH). 
8.69 (d, J =2.7 Hz, IH), 9.62 (br s, 
IH). 


3-073 






0.99 (t, J= 7,3 Hz, 3H), 1.37-1.49 
(m, 2H), 2.95 (t. J= 7.3 Hz, 2H), 
3.66-3.73 (m, 2H), 4.07 (t, e/ = 7.3 
Hz, 2H), 7.19-7.31 (m, 6H), 7.34 (d, 
J= 2.4 Hz, IH), 7.42 (d, J'= 8.5 Hz, 
IH), 7.65 (d, e/= 2.7 Hz, IH), 8,63 
(dd, <7 = 2.7, 0.6 Hz, IH), 9.89 (t, J = 
5.8 Hz. IH). 
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ma 0 

0 



nBu 



No. 






^H-NMR (CDCI3) 


3-074 






1.00 (t, J= 7.3 Hz, 3H), 1.38- 
1.50 (m, 2H), 1.70.1.87 (m. 2H), 
2.97 (t, J= 7.3 Hz, 2H), 3.69- 
3.76 (m, 2H), 4.09 (t, J = 7.3 
Hz, 2H), 6.58 (brs, IH), 7.20- 
7.34 (m, 6H), 7.44-7.47 (m, 2H), 
8.63 (s, IH), 8.89 (d, J= 2.4 Hz, 
IH). 10.11 (t. J^S.S Hz. IH). 
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^8 1 




No. 


R' 




^H-NMR (CDCls) 


3-081 




Me 


0.98 (t, J = 7.2 Hz, 3H), 1.43 
(sextet, c/= 7.5 Hz, 2H), 1.60-1.70 
(m, 2H), 2.46 (s, 3H), 4,05 (t, J = 
8.1 Hz, 2H), 4.27 (dd, </= 7.2, 6.6 
Hz. IH), 4.64 (d, J= 5.7 Hz, 2H), 
7.20-7.40 (m, 5H), 8.41 (d, c/= 7.5 
Hz, IH), 10.2 (br s. IH). 


3-082 




nPentyl 


0.93 (t, J= 7.2 Hz, 3H). 0.98 (t, J 
= 7.2 Hz, 3H), 1.37-1.50 (m, 6H), 
1.62-1.70 (m, 4H), 2.67 (t, J= 7.8 
Hz, 2H). 4.05 (t, J ^7.8 Hz, 2H), 
4,64 (d, J= 6.0Hz, 2H), 6.27 (d, J 
= 7.5 Hz, IH), 7.20-7.40 (m, 5H), 
8.44 (d, J= 7.5 Hz, IH), 10.21 (br 
s. IH). 


3-088 




nPentyl 


0,93 (t, J =6,9 Hz, 3H), 1,00 (t, J 
= 7.2 Hz, 3H), 1,38-1.49 (m, 6H), 
1,63-1.70 (m, 4H), 2.66 (t, J= 7.8 
Hz, 2H), 2,93 (t, J= 7.5 Hz, 2H), 
3.63-3.68 (m, 2H), 4.06 (t, 7,8 
Hz, 2H), 6.27 (d, J= 7.5 Hz, IH), 
7.17-7.32 (m, 5H), 8.40 (d, 7,5 
Hz, IH), 9.94 (br s, IH). 


3-084 


or 


nHexyl 


0.91 (t, J= 7.2 Hz, 3H), 0.98 (t, J 
= 7,2 Hz, 3H), 1.30-1.50 (m, 8H), 
1.60-1.72 (m, 4H), 2.67 (t, J= 7.8 
Hz, 2H), 4.05 (t, c/= 8.1 Hz, 2H), 
4,64 (d, J= 5.7 Hz, 2H), 6.28 (d, J 
= 7.8 Hz, IH), 7.20-7.40 (m. 5H), 
8,44 (d, J= 7.8 Hz, 1H),10.21 (br 
s, IH). 


3-085 


0^ 


nHexyl 


0,91 (t, J= 7.2 Hz, 3H), 1.00 (t, J 
= 7.2 Hz, 3H), 1.31-1.49 (m, 8H), 
1.61-1.71 (m, 4H), 2.67 (t, J= 7.8 
Hz, 2H), 2.93 (t. J= 7.2 Hz, 2H), 
3.63-3.70 (m, 2H), 4.06 (t, J= 7.8 
Hz, 2H), 6.27 (d, c7= 7.8 Hz, IH), 
7.18-7.33 (m, 5H), 8.41 (d, J= 7.8 
Hz. IH). 9.94 (t. J= 5.1 Hz.lH). 
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8 2 



No. 



mm 



^H-NMR (CDCI3) 



3-101 




3.03 (t, J= 6.4 Hz, 2H), 4.35 (t, J = 

6.4 Hz, 2H), 4.68 (d, J = 6.8 Hz. 
2H), 6.94 (d, e7= 7.9 Hz, IH), 7.23- 
7.49 (m, 8H), 7.81 (d, J = 7.3 Hz, 
IH), 8.63 (d, J =7.9 Hz, IH), 10.22 
(br s, IH). 



3-102 



1.79-1.88 (m, 2H), 1.95-2,03 (m, 
2H), 2.88 (t, 6.4 Hz, 2H), 4.04 (t, 
J= 6.1 Hz, 2H), 4.65 (d, e/= 5.8 Hz. 
2H), 6.26 (d, c7= 7.3 Hz, IH), 7.20- 
7,38 (m, 5H), 8,46 (d, J = 7.3 Hz, 
IH). 10.19 (br s. IH). 



2.97 (t, e7= 7.3 Hz, 2H). 3,04 (t, J = 
6,4 Hz, 2H), 3.68-3.75 (m, 2H), 4,35 
(t, </= 6.4 Hz, 2H), 6,92 (d, J= 7.9 
Hz, IH), 7,19-7.35 (m, 5H), 7,37- 
7.43 (m, 3H), 7.80 (dd, J= 1.5, 7.3 
Hz. IH), 8,59 (d, J= 7.9 Hz, IH), 
9.93 (br s. IH). 



3-103 




3-104 



1.79-1,88 (m. 2H). 1.95-2.04 (m. 
2H), 2.87 (t, J= 6.4 Hz, 2H), 2.93 (t, 
J= 7.3 Hz, 2H), 3.66-3.72 (m, 2H), 
4.04 (t, J= 6,4 Hz, 2H), 6,24 (d. J 
=7.3 Hz, IH), 7.18-7.33 (m, 5H), 
8.42 (d, J= 7.3 Hz, IH), 9.90 (br s, 

m 



O Me 



3-105 




Q-^N Me 
nBu 



0,97 (t, J = 7.5 Hz, 3H), 1.42 
(sextet. e/= 7.5 Hz. 2H), 1.60-1.70 
(m, 2H). 2.39 (s, 3H), 2,63 (s. 3H), 
3.91 (t, «A=7,9 Hz, 2H), 4.60 (s, 2H), 
6.05 (s. IH), 7.20-7.40 (m, 5H). 



3-106 



O Me 



O-^N Me 
nBu 



0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet. J= 7.5 Hz, 2H). 1.60-1.72 
(m, 2H). 2.39 (s, 3H). 2.61 (s, 3H), 
2.93 (t-Hke, 2H). 3.63 (t-like, 2H), 
4,00 (t, J= 7.9 Hz, 2H), 6.04 (s, IH), 
7.17-7.33 (m. 5H). 



O Me 



3-107 




Me 



O-^N Me 
nBu 



0.97 (t, J = 7.5 Hz, 3H), 1.42 
(sextet, e7= 7.5 Hz, 2H), 1.58-1.72 
(m, 2H), 2.08 (s, 3H), 2.41 (s, 3H). 
2,52 (s, 3H). 4.08 (t, J= 7.5 Hz, 2H), 
4.62 (s, 2H), 7.20-7.42 (m, 5H), 9,02 
(br s. IH). 



3-108 



O Me 



Me 

nBu 



0.98 (t, J = 7.5 Hz. 3H), 1.43 
(sextet, 7.5 Hz, 2H). 1,58-1.72 
(m. 2H). 2.07 (s, 3H), 2.40 (s. 3H), 
2,44 (s, 3H). 2.93 (t, J= 7.5 Hz, 2H). 
3.67 (t, J= 7.5 Hz. 2H). 4.07 (t. J = 
7.8 Hz. 2H), 7.16-7.34 (m. 5H), 8.47 
(br 8, IH). 



190 



wo 03/070277 



PCT/JP03/01725 



S8 3 



No. 


MM 


>H-NMR (CDCls) 


3-109 


0 

^rf'**^ j<^v. ^✓>w ^N/lfi 

So 


7H), 2.18 (s, 3H), 2,39 (s, 3H), 4.00 
(br s, 2H), 4.64 (d. e/ = 6.0 Hz, 2H). 
7.20-7.40 (m, 5H), 8.35 (s, IH), 10.3 
(br s, IH). 


3-110 




1.00-1.30 (m,. 4H), 1.58-1.90 (m, 
7H), 2.93 (t, J= 7,5 Hz, 2H), 3.62- 
3.69 (m, 2H), 4.01 (br s, 2H), 7.18- 
7.35 (m, 5H), 8.32 (s, IH), 10.3 (br 
s, IH). 


3-111 


O 

11 J H J. i 

O'^rvl Me 

nPentyl 


0.92 (t. e/= 7.2 Hz, 3H), 1.37-1.42 
(m, 4H), 1,60-1.75 (m, 2H), 2.18 (s, 
3H), 2.40 (s, 3H), 4.08 (t, J=S.l Hz, 
2H), 4.64 (d, J= 5.7 Hz, 2H), 7.20- 
7.40 (m, 5H), 8.35 (s, IH), 10.3 (br 
s. IH). 


3-112 


nPentyl 


0.94 (t, «/= 7.2 Hz, 3H), 1.38-1.42 
(m, 4H), 1.60-1.75 (m, 2H)) 2.18 (s, 
3H), 2.40 (s, 3H), 2.93 (t, J- 7.8 Hz, 
2H), 3.60-3.70 (m, 2H), 4.10 (t, 
7.8 Hz, 2H), 7,20-7.35 (m, 5H), 8.31 
(s. IH). 10.03 (br s, IH). 



191 



wo 03/070277 



PCT/JP03/01725 




No. 




i 


'H-NMR (CDCU) 


4-001 




-CH2- 


0.97 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J= 
7,5 Hz. 2H), 1.62 (quint, = 7.5 Hz, 
2H), 1.74 (quint, e7= 6,0 Hz, 2H), 1.88 
(quint, c/= 6.0 Hz, 2H), 2.62 (t, */ = 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 4.03 (t, 
7.8 Hz, 2H), 4.64 (d, 6.0 Hz, 2H), 
7.23-7,38 (m, 5H), 8.28 (s, IH), 10.32 
Cbr t. J= 6.0 Hz, IH), 


4-002 




-CH,- 


0.99 (t, «/= 7.5 Hz, 3H), 1.45 (sextet, <7 = 
7.5 Hz, 2H). 1.63 (quint, J = 7.5 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, e/= 6.0 Hz, 2H), 2.62 (t, «7= 6.0 
Hz, 2H), 2.74 (t. J= 6.0 Hz, 2H), 2,93 (t, 
J=7.8 Hz, 2H), 3.66 (dt, «/=9.0 Hz, 6.0 
Hz, 2H), 4.03 (t, J= 7.8 Hz, 2H), 7.20- 
7.33 (m, 5H), 8.25 (s, IH), 10.05 (br t, J 
= 6,0 Hz, IH). 


4-003 




-CHa- 


0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J = 
7.5 Hz, 2H), 1.66 (quint, J = 7.5 Hz, 
2H), 1,73 (quint, J= 6.0 Hz, 2H), 1.87 
(quint, J= 6,0 Hz, 2H), 2.61 (t, J= 6.0 
Hz, 2H), 2.73 (t, e7= 6.0 Hz, 2H), 2.82 (t, 
e7= 7.8 Hz, 2H), 3.60 (dt, c/= 9.0 Hz, 6.0 
Hz, 2H), 4.03 (t, e/= 7.5 Hz, 2H), 6.65 
(dd, 6.3 Hz, 2.1 Hz, 2H), 7.05 (dd, J 
= 6.3 Hz, 2.1 Hz, 2H), 8.23 (s, IH), 
10.01 (br t. </=6.0 Hz. IH). 


4-004 




-CHa- 


0.99 (t, </= 7.2 Hz, 3H), 1.44 (sextet, e/ = 

7.2 Hz, 2H), 1.65 (quint, J = 7.2 Hz, 
2H), 1.74 (quint, «/= 6.0 Hz, 2H), 1.88 
(quint, •/= 6.0 Hz, 2H), 2.64 (t, 6.0 
Hz, 2H), 2.74 (t, J= 6.0 Hz. 2H), 2.94 (t, 
e7= 7.5 Hz, 2H), 3.70 (q, e/= 6.9 Hz, 2H), 

4.03 (t, c7= 7.8 Hz, 2H), 7.20 (d, t/= 4.8 
Hz, 2H), 8.22 (s, IH), 8.51 (br s, 2H), 
10.10 (br t. 6.0 Hz, IH). 


4-005 


a 


-CHa- 


1.01 (t, e/= 7.5 Hz. 3H), 1.44 (sextet, J = 
7.5 Hz. 2H), 1.70 (quint, J = 7.5 Hz, 
2H). 1.76 (quint, J = 6.0 Hz, 2H), 1.91 
(quint, </= 6.0 Hz, 2H), 2.66 (t, J= 6.0 
Hz, 2H), 2,78 (t, e7= 6.0 Hz. 2H), 4.09 (t, 
«/= 7.8 Hz. 2H), 7.09 (t, 7.5 Hz, IH). 
7.34 (t, J= 7.5 Hz, 2H). 7.77 (d, 7.5 
Hz. 2H). 8.34 (8. IH). 12.18 (br s. IH). 



192 



wo 03/070277 



PCT/JP03/01725 



• S8 5 

nBu 



No. 






^H-NMR (CDCI3) 


4-006 


OX 




0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, c/= 
7.5 Hz, 2H), 1.65 (quint, J= 7.5 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, e7= 6.0 Hz, 2H), 2.62 (t, J= 6.0 
Hz, 2H), 2.74 (t, 6.0 Hz, 2H), 4.02 (t, 
J= 7,8 Hz, 2H), 4.53 (d, J= 6.0 Hz, 2H), 
5.02 (s, 2H), 6.74 (d, J = 7.8 Hz, IH), 
6,81 (dd, J= 7.8 Hz, 1.8 Hz, IH), 6.86 
(d, 1.8 Hz. IH), 8.27 (s, IH), 10.26 
(br t. J=6.0 Hz. IH). 


4-007 




-CH2- 


0.98 (t, */= 7.5 Hz, 3H), 1.44 (sextet, c7 = 
7.5 Hz, 2H), 1.63 (quint, 7.5 Hz, 
2H), 1.73 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, J= 6.0 Hz, 2H), 2.62 (t, J= 6,0 
Hz, 2H), 2.74 (t, e/= 6.0 Hz, 2H), 4.03 (t, 
e/= 7.8 Hz, 2H), 4.62 (d, J= 5.4 Hz, 2H), 

6.25 (dd, e/= 3.0 Hz, 0.9 Hz, IH), 6.28- 
6,31 (m, IH), 7.35 (d, «/= 0,9 Hz, IH), 

8.26 (s, IH). 10.26 (br t. e7= 5.4 Hz. IH). 



193 



wo 03/070277 



PCT/JP03/01725 



S8 6 

nBu 



No. 




1 


^H-NMR (CDCI3) 


4-008 




-CHg- 


0.98 (t, J = 7.5 Hz, 3H), 1,43 
(sextet, J = 7,5 Hz, 2H), 1.62 
(quint, J- 7.5 Hz, 2H), 1.74 (quint, 
J= 6.0 Hz, 2H), 1.88 (quint, J= 6.0 
Hz, 2H), 2.62 (t, J= 6.0 Hz, 2H), 
2.74 (t, j= 6.0 Hz, 2H), 4.03 (t, J = 
7.8 Hz, 2H), 4.59 (d, J = 6.0 Hz, 
2H), 7.26 (s, 2H), 7.28 (s, 2H), 8.26 
(s. IH). 10.35 (br t, */= 6.0 Hz. IH). 


4-009 




-CH2- 


0 Q7 ^'t «7 = 7 5 Hz 3H^ 1 43 
(sextet, J = 7.5 Hz, 2H), 1.64 
(quint, e/= 7.5 Hz, 2H), 1.74 (quint, 
J- 6.0 Hz, 2H), 1.88 (quint, J= 6.0 
Hz, 2H), 2.62 (t, J - 6.0 Hz, 2H), 
2.73 (t, J = 6.0 Hz, 2H), 3.78 (s, 
3H), 4.01 (t, </= 7.8 Hz. 2H), 4.57 
(d, 6.0 Hz. 2H), 6.85 (d, 9.0 
Hz, 2H), 7.29 (d. J= 9,0 Hz, 2H), 
8,27 (s, IH), 10.24 (br t, J= 6.0 Hz, 
IH). 


4-010 




-0- 


0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J - 7.5 Hz, 2H), 1.66 
(quint, c/= 7.5 Hz, 2H), 2.82 (t, </ = 
6.0 Hz, 2H), 4.01 (t, e7= 6.0 Hz, 2H), 
4.02 (t, J = 7,5 Hz, 2H), 4.60 (s, 
2H), 4.64 (d, J= 6,0 Hz, 2H), 7.24- 
7.38 (m, 5H), 8,22 (s, IH), 10.22 (br 
t, J=e,Q Hz. IH). 


4-011 




-0- 


1,00 (t, J = 7.5 Hz, 3H), 1.45 
(sextet, J - 7.5 Hz, 2H), 1.69 
(quint, J =7,5 Hz, 2H), 2.83 (t, */ = 

6.0 Hz. 2H), 2.93 (t, J= 7.5 Hz. 2H). 
3.67 (dt, J = 9.0 Hz, 6.0 Hz. 2H), 

4.01 (t, J= 6.0 Hz, 2H). 4,03 (t, J = 
7.5 Hz, 2H). 4.60 (s, 2H), 7.18-7.36 
(m, 5H), 8,19 (s, IH), 9,96 (br t, J = 
6.0 Hz, IH). 


4-012 




-0- 


0.99 (t, J = 7.5 Hz. 3H), 1.45 
(sextet. J = 7.5 Hz. 2H). 1.67 
(quint, c7= 7.5 Hz, 2H). 2.82 (t, J = 

6.0 Hz, 2H), 2.83 (t. J= 7,5 Hz, 2H), 
3,61 (dt, J = 9.0 Hz, 6.0 Hz, 2H), 

4.01 (t, J= 6.0 Hz, 2H), 4.03 (t, J = 
7.5 Hz, 2H), 4.59 (s, 2H), 6,71 (d, J 
= 7,5 Hz, 2H), 7.07 (d. = 7.5 Hz. 
2H). 8.17 (s, IH), 9.92 (br t, J= 6.0 
Hz. IH). 



194 



wo 03/070277 



PCT/JP03/01725 



^8 7 ^ 

nBu 



No. 




1 


^H-NMR (CDCK) 


4-013 






0.96 (t, J = 7.5 Hz, 3H), 1,41 
(sextet, e/= 7.5 Hz, 2H), 1.60-1.73 
(m, 2H), 2.78 (d, J - 4.2 Hz, 2H), 
2.84 (d. J = 4.2 Hz, 2H), 3.48 (s, 
2H), 3.69 (s, 2H), 3.99 (t, J = 7.6 
Hz, 2H), 4.63 (d, J= 6.0 Hz, 2H), 
7.26-7.37 (m, lOH), 8.21 (s, IH), 
10.24 (brt. J^=6.0Hz. IH). 


4-014 






0.98 (t, J = 7.5 Hz, 3H). 1.43 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, e/= 7.5 Hz, 2H), 2.78 (d, e/ = 
4.5 Hz, 2H), 2.85 (d, J = 4.5 Hz, 
2H), 2.92 (t, e/= 7.5 Hz, 2H), 3.48 
(s, 2H), 3.66 (dt, </=9.0 Hz, 6.0 Hz, 
2H), 3.69 (s, 2H), 4.01 (t, J= 7.8 
Hz, 2H), 7.23-7.38 (m, lOH), 8.18 
(s. IH). 9.99 (br t, J= 6.0 Hz. IH). 



195 



wo 03/070277 



PCT/JP03/01725 



^88 ^ 

nBu 



No. 




1 




4-015 






0.97 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, e/= 7.5 Hz, 2H), 2.77 (t, 
6.0 Hz, 2H), 3.19 (t, J = 6.0 Hz, 
2H), 3.86 (s, 2H), 4.01 (t, J= 7.8 
Hz, 2H), 4.64 (d, J= 6.0 Hz, 2H), 
7.23-7.38 (m, 5H), 8.24 (s, IH), 
10.27 (br t, ^-=6.0 Hz. IH). 


4-016 






0.99 (t, J = 7.5 Hz, 3H), 1.45 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, J== 7.5 Hz, 2H), 2.78 (t, J = 
6.0 Hz, 2H), 2.93 (t, J = 7.5 Hz, 
2H), 3.19 (t, J= 6.0 Hz, 2H), 3.67 
(dt, J= 9.0 Hz, 6.0 Hz, 2H), 3.86 (s, 
2H), 4.02 (t, J= 7.8 Hz, 2H), 7.18- 
7,34 (m, 5H), 8.21 (s, IH), 10.01 (br 
t. e/=6.0 Hz, IH). 


4-017 






0.98 (t, J = 7.5 Hz, 3H), 1.44 
(sextet, J = 7.5 Hz, 2H), 1.66 
(quint, c/= 7.5 Hz, 2H), 2.93 (br t, J 
= 6.0 Hz, 2H), 3.80 (brt, e/=6.0 Hz, 
2H), 4.02 (t, J= 7.8 Hz, 2H), 4.49 
(s, 2H), 4.62 (d, e7= 6.0 Hz, 2H), 
7.23-7.35 (m, 5H), 7.43-7.51 (m, 
5H), 8.10 (s, IH), 10.16 (br t, e/ = 
6.0 Hz, IH). 


4-018 






0.98 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, e/= 7.5 Hz, 2H), 1.55-1.90 
(m, lOH), 2.84 (quint, J= 6.0 Hz, 
IH), 2.91 (t, </= 7.5 Hz, 2H), 3.82 
(t, c/= 6.0 Hz, 1/3 X2H), 3.91 (t, «/= 
6.0 Hz, 2/3 X2H), 4.01 (t, J= 7.8 
Hz, 2H), 4.52 (s, 2/3 X2H), 4.59 (s, 
1/3 X2H), 4.65 (d, J= 6.0 Hz, 2H), 
7.24-7.39 (m, 5H), 8.31 (s, 2/3 X 
IH), 8.33 (s. 1/3 X IH), 10.20 (br t, J 
= 6.0 Hz. IH). 



196 



wo 03/070277 PCT/JP03/01725 



nBu 



No. 


R' 




»H.NMR (CDCI3) 


4-019 




0 


0.98 (t, J= 7.5 Hz, 3H). 0.99 (t, J = 
7.5 Hz. 3H), 1.43 (sextet, «/ = 7.5 
Hz, 2H). 1.66 (quint, J= 7.5 Hz, 
2H), 1.67 (quint, J = 7.5 Hz, 2H), 
2.37 (t, </= 7.5 Hz, 2H), 2.84 (t, J = 
6.0 Hz, 2/3 X2H), 2.89 (t, J= 6.0 
Hz, 1/3 X2H), 3.77 (t, 6.0 Hz, 
1/3 X2H), 3.90 (t, J =6.0 Hz, 2/3 X 
2H), 4.01 (t, J= 7.8 Hz, 2H), 4.47 
(s, 2/3 X2H), 4.58 (s, 1/3 X2H), 4.65 
(d, J= 6.0 Hz, 2H), 7.24-7.39 (m, 
5H), 8.30 (s, 2/3 XIH), 8.33 (s, 1/3 
X IH), 10.19 (br t, J= 6.0 Hz, IH). 


4-020 




0 

^N^tBu 
1 


0.98 (t, e/= 7.5 Hz, 3H), 1.29 (s, 
9H), 1.43 (sextet, J= 7.5 Hz, 2H), 
1.65 (quint, </= 7.5 Hz, 2H), 2.85 (t, 
«r= 6.0 Hz, 2H), 3.90 (t, J= 6.0 Hz, 
2H), 4.00 (t, 7.8 Hz, 2H), 4.62 
(s, 2H), 4.64 (d, J = 6,0 Hz, 2H), 
7.24-7.38 (m, 5H), 8.31 (s, IH), 
10.20 (br t, *7'=6.0 Hz. IH). 



197 



wo 03/070277 



PCT/JP03/01725 



^9 0 

nBu 



No. 


R' 




^H-NMR (CDCI3) 


4-021 


u 


0 


0.88 (t, «r= 7.5 Hz, 1/8 X3H), 0.99 
(t, J = 7.5 Hz, 2/3 X 3H), 1.44 
(sextet, </ = 7.5 Hz, 2H), 1.66 
(quint, «/=: 7.5 Hz, 2H), 2.86 (t, 
6.0 Hz, 1/3 X2H), 2.99 (t, J= 6.0 
Hz, 2/3 X2H), 3.69 (t. 6.0 Hz, 
1/3 X2H), 4.02 (t, J= 6.0 Hz, 2/3X 
2H), 4.06 (t, «/= 7.8 Hz, 2H), 4.40 
(s, 1/3 X 2H), 4.62 (s, 2/3 X 2H), 4.63 
(d, J= 6.0 Hz, 2H), 7.24-7.38 (m, 
7H), 8.11 (s, 2/3 XIH), 8.39 (s, 1/3 
XIH), 8.76 (d, J = 5.4 Hz, 2H), 
10.12 (br t. e7=6.0 Hz, IH). 


4-022 


u 


0 


1.00 (t, J = 7.5 Hz, 3H), 1.46 
(sextet, J = 7.5 Hz, 2H), 1.67 
(quint, J= 7.5 Hz, 2H),* 2.91 (t, e/ = 
7.5 Hz, 2H), 2.92 (t, J= 6.0 Hz, 
2H), 3.66 (dt, J= 6.3 Hz, 6.9 Hz, 
^n;, 4.U0 \\n J — o.U rlz, ^ri), 4.U4 
(t, J= 7.5 Hz, 2H), 4.48 (br s, 2/3 X 
2H), 4.68 (br s, 1/3 X2H), 7.20-7.32 
(m, 5H), 7.44-7.51 (m, 5H), 8.08 (br 
s, 2/3 XIH), 8,37 (br s, 1/3 X IH), 
9.89 (br t, c/==6,0 Hz, IH). 


4-023 






0.99 (t, J = 7.5 Hz, 3H), 1.44 
(sextet, c/= 7.5 Hz, 2H), 1.60-1.88 
(m, lOH), 2.83 (t, J= 6.0 Hz, 2H), 
2.89 (quint, J=e.O Hz, IH), 2.93 (t, 
J^=7.5 Hz, 2H), 3.68 (dt, </=6.6 Hz, 
7.2 Hz, 2H). 3.82 (t, c/= 6.0 Hz, 1/3 
X2H), 3.91 (t, J=6.0Hz,2/3X2H), 
4.02 (t, 7.8 Hz, 2H), 4.52 (s, 2/3 
X2H), 4.58 (s, 1/3 X2H), 7.18-7.34 
(m, 5H), 8.27 (s, 2/3X1H), 8.30 (s, 
1/3 XIH), 9.93 (br t, c/' = 6.0 Hz, 
IH). 



198 



wo 03/070277 



PCT/JP03/01725 



^9 1 

nBu 



No. 


R' 




^H-NMR (CDCI3) 


4-024 


or- 


0 

1 


0.98 (t, e/= 7.5 Hz, 3H), 0.99 (t, J = 
7.5 Hz, 3H), 1.45 (sextet, J= 7.5 
Hz, 2H), 1.66 (quint, J = 7.5 Hz, 
2H), 1.67 (quint, J= 7.5 Hz, 2H), 
2.37 (t, J= 7.5 Hz, 2H), 2.84 (t, e/ = 
6.0 Hz, 2H), 2.98 (t, J = 7.5 Hz, 
2H), 3.68 (q, J= 6.9 Hz, 2H), 3.77 
(t, J'= 6.0 Hz, 1/3 X 2H), 3,90 (t, J = 
6.0 Hz, 2/3 X2H), 4.03 (t, J= 7.8 
Hz, 2H), 4.47 (s, 2/3 X2H), 4,58 (s, 
1/3 X2H), 7.20-7.33 (m, 5H), 8.27 
(s, 2/3 X IH), 8.30 (s, 1/3 X IH). 9.81 
(Jbrt,J= 6.0 Hz, 1/3 X IH), 9.93 (br 
t, */=6.0 Hz, 2/3 XIH). 


4-025 




o 

1 


1.00 (t, J = 7.5 Hz, 3H), 1.30 (s, 
9H), 1.46 (sextet, 7.5 Hz, 2H). 
1.66 (quint, J^7.5 Hz, 2H), 2.85 (t, 
J= 6.0 Hz, 2H), 2.93 (t, J= 7.5 Hz, 
2H), 3.68 (dt, 9.0 Hz, 6.0 Hz, 
2H), 3.90 (t, c/= 6.0 Hz, 2H), 4.01 
(t, J = 7.8 Hz, 2H), 4.62 (s, 2H), 
7.18-7.33 (m, 5H), 8.28 (s, IH), 9.94 
(br t, J'=6.0 Hz, IH). 


4-026 






0.88 (t, J= 7.5 Hz, 1/3 X3H), 1.00 
(t, J = 7.5 Hz, 2/3 X 3H), 1.46 
(sextet, J = 7.5 Hz, 2H), 1.65 
(quint, J= 7.5 Hz, 2H), 2.82-3.01 
(m, 4H), 3.66 (dt, J= 9.0 Hz, 6.0 
Hz, 2H), 4.04 (t, J= 6.0 Hz, 2H). 

4.07 (t, J= 7.8 Hz, 2H), 4.39 (br s, 
2/3 X 2H), 4.73 (br s, 1/3 X 2H), 
7.20-7.37 (m, 7H), 8.07 (s, 2/3 X 
IH), 8.85 (s, 1/3 XIH), 8.76 (d, = 

4.8 Hz, 2H), 9.85 (br t, «/'= 6.0 Hz, 
IH). 



199 
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9 2 




nBu 



No. 


R' 


n 


^H-NMR (CDCI3) 


4-051 




1 


0.97 (t, 7.5 Hz, 3H), 1.41 (sextet, = 
7.5 Hz, 2H), 1.69 (quint, c/= 7.5 Hz, 2H), 
2.19 (quint, J'= 7.5 Hz. 2H), 2.85 (t, e/ = 
7.5 Hz, 2H), 3.00 (t, 7.5 Hz, 2H), 3.98 
(t, J = 7.8 Hz, 2H), 4.64 (d, J = 6.0 Hz, 
2H), 7.23-7.39 (m, 5H), 8.46 (s, IH), 10.31 
(br t, J'=6.0 Hz, IH). 


4-052 




1 


0.98 (t, J= 7,5 Hz, 3H), 1.41 (sextet, 
7.5 Hz, 2H), 1.70 (quint, J= 7.5 Hz, 2H), 
2.19 (quint, </= 7.5 Hz, 2H), 2.85 (t, 
7.5 Hz, 2H), 2.93 (t, 7.5 Hz, 2H), 3.00 
(t, J= 7.5 Hz, 2H), 3.67 (dt, J= 9.0 Hz, 
6.0 Hz, 2H), 3.99 (t, J = 7.8 Hz, 2H), 
7.18-7.34 (m, 5H), 8.43 (s, IH). 10.05 (br 
t. e/«6.0 Hz. IH). 


4-053 




3 


0.98 (t, c/= 7.5 Hz, 3H), 1.44 (sextet, */ = 
7.5 Hz, 2H), 1.57-1.65 (m, 4H), 1.68 
(quint, e/= 6.0 Hz, 2H), 1.86 (quint, J = 
6.0 Hz, 2H). 2.71 (t, 6.0 Hz, 2H), 2.94 
(t, J= 6.0 Hz, 2H), 4.15 (br t, J= 7.8 Hz, 
2H), 4.64 (d, e/= 6.0 Hz, 2H), 7.22-7.38 
(m, oH), 0.33 (s, IH), 10. ol (br t, «/ — o.O 
Hz, IH). 


4-054 




3 


0.99 (t, c/= 7.5 Hz, 3H), 1.46 (sextet, J = 
7.5 Hz, 2H), 1.60-1.67 (m, 4H), 1.69 
(quint, J - 6.0 Hz, 2H), 1.86 (quint, e/ = 
6.0 Hz. 2H), 2.71 (t, 6.0 Hz, 2H), 2.71 
(t, J= 7.5 Hz, 2H), 2.72 (t, J = 6.0 Hz, 
2H), 3.66 (dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.17 
(br t, J= 7.8 Hz, 2H), 7.19-7.34 (m, 5H), 
8.29 (s, IH). 10.05 (br t, «7=6.0 Hz, IH). 


4-056 




3 


0.98 (t. 7.5 Hz, 3H). 1.44 (sextet, 
7.5 Hz, 2H), 1.58-1.65 (m, 4H), 1.69 
(quint, «/ = 6.0 Hz, 2H), 1.86 (quint, J = 
6.0 Hz, 2H), 2.71 (t, 6.0 Hz, 2H), 2.94 
(t, J= 6.0 Hz, 2H). 4,15 (br t, «A= 7.8 Hz, 
2H), 4.59 (d, e/= 6.0 Hz, 2H), 6.99 (t, *7 = 
9.0 Hz, 2H), 7.32 (dd, J= 9.0 Hz, 6.0 Hz, 
2H), 8.32 (s, IH), 10.32 (br t, J- 6.0 Hz, 
IH). 


4-056 




3 


0.99 (t, </= 7.5 Hz, 3H), 1.45 (sextet, J = 
7.5 Hz, 2H), 1.57-1.66 (m, 4H), 1.69 
(quint, J'= 6.0 Hz, 2H), 1.86 (quint, e/ = 
6.0 Hz. 2H). 2.71 (t, </= 6.0 Hz, 2H), 2.89 
(t, e/= 7.5 Hz, 2H). 2.94 (t, J = 6.0 Hz, 
2H), 3.63 (dt, «/= 9.0 Hz, 6.0 Hz, 2H), 4.16 
(br t, J= 7.8 Hz, 2H), 6.97 (t, 9.0 Hz, 
2H), 7.20 (dd, e/ = 9,0 Hz, 6.0 Hz, 2H), 
8.29 (s. IH). 10.04 (br t. «/= 6.0 Hz. IH). 



200 
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9 3 




nBu 



No. 




n 


^H-NMR (CDCI3) 


4-057 




3 


0.99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, J = 
7.5 Hz, 2H), 1.57-1.68 (m, 4H), 1.69 
(quint, J - 6.0 Hz, 2H), 1.86 (quint, J - 
6.0 Hz, 2H), 2.70 (t, J- 6.0 Hz, 2H), 2.84 
(t, 7.5 Hz, 2H), 2.94 (t, 6.0 Hz, 
2H), 8.68 (dt, 9.0 Hz, 6.0 Hz, 2H), 
4.16 (br t, J - 7.8 Hz, 2H), 6.22 (br s, 
IH), 6.76 (d, 8.4 Hz, 2H), 7.06 (d, e/ = 
8.4 Hz, 2H), 8.29 (s. IH), 10.10 (br t, c7 = 
6.0 Hz. IH). 



201 



wo 03/070277 



PCT/JP03/01725 



nBu 



No. 


R' 


n 


^H-NMR (CDCI3) 


4-058 




3 


0.99 (t, 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 
Hz, 2H), 1.57-1.68 (m, 4H), 1.69 (quint, «/ = 
6.0 Hz, 2H), 1.86 (quint, J= 6.0 Hz, 2H), 
2.70 (t, J:=^ 6.0 Hz. 2H), 2.81 (t, J= 7.5 Hz, 
2H), 2.93 (t, J= 6.0 Hz, 2H), 3.60 (dt, 
9.0 Hz, 6.0 Hz, 2H), 4.16 (br t, J^7.S Hz, 
2H), 6.40 (d, c/=8.4 Hz, 2H), 7.05 (d, J=8.4 
Hz, 2H), 8.29 (s, IH), 10.00 (br t, J = 6.0 
Hz, IH). 


4-059 




3 


0.98 (t, J= 7.5 Hz, 3H), 1.44 (sextet, J= 7.5 
Hz, 2H), 1.56-1.68 (m, 4H), 1.69 (quint, J = 
6.0 Hz, 2H), 1.87 (quint, J= 6.0 Hz, 2H), 
2.71 (t, e/= 6.0 Hz, 2H), 2.94 (t, 6.0 Hz, 
2H), 4.16 (br t, 7.8 Hz, 2H), 4.48 (d, «/= 
6.0 Hz, 2H), 6.05 (br s, IH), 6.53 (br s, IH), 
6.74 (s, 2H), 6.87 (s, IH), 8.30 (s, IH), 10.35 
Cbr t, */=6.0 Hz. IH). 


4-060 




3 


0.99 (t, c/= 7.5 Hz, 3H), 1.45 (sextet, J= 7.5 
Hz, 2H), 1.56-1.69 (m, 4H), 1.70 (quint, e/ = 
6.0 Hz, 2H), 1,87 (quint, J= 6.0 Hz, 2H), 
2.72 (t, J= 6.0 Hz, 2H), 2.95 (t, t/= 6.0 Hz, 
2H), 4.18 (br t, J= 7.8 Hz, 2H), 4.70 (d, J = 
6.0 Hz, 2H), 7.43 (d, </= 8.1 Hz, 2H), 8.00 
{CL, €/ — o.JL xlz, ^ri)t o.oo ^s, lil^, ^or b, 
6.0 Hz, IH). 


4-061 




6 


0.97 (t, 7.5 Hz, 3H), 1.26-1.34 (m, 4H), 
1.42 (sextet, J= 7.5 Hz, 2H), 1.46-1.60 (m, 
4H), 1.65 (quint, 7.5 Hz, 2H), 1.80 
(quint, J= 6.0 Hz, 2H), 1.87 (quint, c/= 6.0 
Hz, 2H), 2.73 (t, 6.0 Hz, 2H), 2.93 (br t, 
J= 6.0 Hz, 2H), 4.12 (br t, 7.8 Hz, 2H), 
4.64 (d, e/= 6.0 Hz, 2H), 7.23-7.41 (m, 5H), 
8.38 (s. IH), 10.36 (br t, J= 6.0 Hz, IH 


4-062 




6 


0.98 (t, c/= 7.5 Hz, 3H), 1.24.1.33 (m, 4H), 
1.46 (sextet. J- 7.5 Hz, 2H). 1.47-1.58 (m, 
4H), 1.66 (quint, J = 7.5 Hz, 2H), 1.80 
(quint, J- 6.0 Hz, 2H), 1.86 (quint, J- 6.0 
Hz, 2H), 2.73 (t, J= 6.0 Hz, 2H), 2.94 (t, J= 
7.5 Hz, 2H), 2.95 (t, J 6.0 Hz, 2H), 3.67 
(dt, J= 9.0 Hz, 6.0 Hz, 2H), 4.14 (br t, J = 
7.8 Hz, 2H), 7.21-7.34 (m, 5H), 8.35 (s, IH), 
10.10 (brt. </=6.0 Hz. IH). 
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^95 

0 



L 

nBu 



No. 


R' 


^H-NMR (CDCla) 


4-101 




0.97 (t, 7.5 Hz, 3H), 1.35-1.53 (m, 4H). 
1.44 (sextet, J'= 7.5 Hz, 2H), 1.60-1.78 (m, 
6H), 2.64 (t, e7= 6.0 Hz, 2H), 2.88 (t, J = 
6.0 Hz, 2H), 4.09 (br t, e/ = 7.8 Hz, 2H), 
4.64 (d, </= 6.0 Hz, 2H), 7.17-7.39 (m, 5H), 
8.34 (s, IH), 10.34 (br t, 6.0 Hz. IH). 


4-102 




0.99 (t, J= 7.5 Hz, 3H), 1.34-1.53 (m, 4H), 
1.46 (sextet, J- 7.5 Hz, 2H), 1.62-1.80 (m, 
6H), 2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, 7 = 
6.0 Hz, 2H), 2.94 (t, «/= 7.5 Hz, 2H), 3.67 
(dt, «/= 9.0 Hz, 6.0 Hz, 2H), 4.10 (br t, J = 
7.8 Hz, 2H), 7.18-7.34 (m, 5H), 8.31 (s, 
IH), 10.07 (br t, e/= 6.0 Hz, IH). 


4-103 




0.99 (t, J= 7.5 Hz, 3H), 1.36-1.58 (m, 4H), 
1.46 (sextet, e/= 7.5 Hz, 2H), 1.59-1.74 (m, 
4H), 1.76 (quint, 6.0 Hz, 2H), 2.64 (t, J 
= 6.0 Hz, 2H), 2.89 (t, J = 6.0 Hz, 2H), 
2.90 (t, 7.5 Hz, 2H), 3.64 (dt, c7= 9.0 
Hz, 6.0 Hz, 2H), 4.09 (br t, J = 7.8 Hz, 
2H), 6.98 (t, 8.4 Hz, 2H), 7.21 (dt, J = 
9.0 Hz, 6.0 Hz, 2H), 8.30 (s, IH), 10.06 (br 
t, ^= 6.0 Hz, IH). 


4-104 




0.99 (t, J= 7.5 Hz, 3H), 1.37-1.52 (m, 4H), 
1.46 (sextet, J= 7.5 Hz, 2H), 1.61-1.73 (m, 
4H), 1.76 (quint, e/=6.0 Hz, 2H), 2.64 (t, J 
= 6.0 Hz, 2H), 2.82 (t, J = 7.5 Hz, 2H), 
2.88 (t, J= 6.0 Hz, 2H), 3.61 (dt, J= 9.0 
Hz, 6.0 Hz, 2H), 4.09 (br t, = 7.8 Hz, 
2H), 6.64 (d, c7= 8.4 Hz, 2H), 7.05 (d, </ = 
8.4 Hz, 2H), 8.30 (s, IH), 10.02 (br t, J = 
6.0 Hz, IH). 


4-105 




0.99 (t, e/= 7.5 Hz. 3H), 1.36-1.52 (m, 4H), 
1.45 (sextet, J= 7.5 Hz, 2H), 1.60-1.72 (m, 
4H), 1.76 (quint, </= 6.0 Hz, 2H), 2.63 (t, J 
= 6.0 Hz, 2H), 2.85 (t, J = 7.5 Hz, 2H), 
2.88 (t, J= 6.0 Hz, 2H), 3.63 (dt, 9.0 
Hz, 6.0 Hz, 2H), 4.10 (br t, = 7.8 Hz, 
2H), 6.76 (d, ./= 8.4 Hz, 2H), 7.08 (d, c/ = 
8.4 Hz, 2H), 8.31 (s, IH), 10.10 (br t, = 
6.0 Hz. IH). 



203 



wo 03/070277 



PCT/JP03/01725 



No. 




R^ 


^H-NMR (CDCls) 


4-301 




L^OMe 


1.36 (quint, e/= 6,0 Hz, 2H)» 1.49 
(quint, e7= 6.0 Hz, 2H), 1.61-1.68 
(m, 2H), 1.69 (quint, J= 6.0 Hz, 
2H), 2.66 (t, J=: 6.0 Hz, 2H), 3.03 
(t, J= 6.0 Hz, 2H), 3.30 (s, 3H), 
3.67 (t, J= 5.4 Hz, 2H), 4.32 (t, J 
= 5.4 Hz, 2H), 4.64 (d, J= 6.0 Hz, 
2H), 7.26-7.40 (m, 5H), 8.36 (s, 
IH). 10.25 (br t. J= 6.0 Hz, IH). 


4-302 






1,38 (quint, J= 4,8 Hz, 2H), 1.49 
(quint, c/= 4.8 Hz, 2H), 1.60-1.67 
(m, 2H), 1.70 (quint, J= 6.0 Hz, 
2H). 2.66 (t, 6.0 Hz, 2H), 2.94 
(t, e/= 7.5 Hz, 2H), 3.03 (t, J = 
6.0 Hz, 2H), 3.31 (s, 3H), 3.67 
(dt, c/=9.0 Hz, 6.0 Hz, 2H), 3.68 
(t, J= 5.4 Hz, 2H), 4.33 (t, J = 
5.4 Hz, 2H), 7.24-7.34 (m, 5H), 
8.33 (s, IH), 9.98 (br t, J= 6.0 
Hz. IH). 


4-303 






0.99 (d, J= 6.7 Hz, 6H), 1.32- 
1.82 (m, IIH), 2.64 (t, J'=6.3 Hz, 
2H), 2.87 (t, J = 6.3 Hz, 2H), 
3.98-4.20 (br s. 2H), 4.64 (d, 
5.8 Hz, 2H), 7.23-7.40 (m, 5H), 
8.34 (s. IH), 10.3 (t-like). 


4-304 


(X 




(CDgOD): 1.24-1.67 (m, 2H), 
1.64-1.85 (m, 2H), 2.70 (t-like, 
2H), 2.94 (t-like, 2H), 3.06 (t. 
7,5 Hz, 2H), 4.41 (t, «/= 7.5 Hz, 
2H), 4.61 (s, 2H), 7.22-7.40 (m, 
7H), 8.44 (A«B«, J= 5.2 Hz), 8.26 
(d. c/= 0.9 Hz, IH). 


4-305 






1.32-1.82 (m, 14H), 2.38-2.53 (m, 
4H), 2.57 (t, c/= 7.5 Hz, 2H), 2.64 
(t, J= 6.0 Hz, 2H), 2.94 (t, J = 
6.4 Hz, 2H), 4.26 (t-like, IH), 
4.64 (d, J = 5.8 Hz, 2H), 7,22- 
7.39 (m, 5H), 8.34 (s, IH), 10.29 
(d, c/=5.8 Hz. 2H). 


4-306 


ex 




1.32-1,50 (m, 4H), 1.52-1.72 (m, 
4H), 2.17 (quint, J= 6.7 Hz, 2H), 
2.52-2.70 (m, 4H), 3.98-4.10 (m, 
2H), 4.10 (t, J= 6.7 Hz, 2H), 4.65 
(d, c/= 5.8 Hz, 2H), 6.98 (s, IH), 
7.10 (s, IH), 7.22-7.40 (m, 5H), 
7.54 (s, IH). 8.35 (s, IH), 10.19 
(t. e/= 5.8 Hz, IH). 



204 



wo 03/070277 



PCT/JP03yon25 



No. 




R« 


^H-NMR (CDCls) 


4-307 






1.34-1.54 (m ,4H), 1.60-1.81 (m, 
4H), 1.82-1.94 (m, 2H), 2.28-2.50 
(m, 6H), 2.64 (t, J= 6.4 Hz, 2H), 
2.93 (t, e/= 6.4 Hz. 2H), 3.70 (t, J 
= 4.5 Hz, 2H), 4.17 (t, J= 7.5 Hz, 
2H), 4.64 (d, J = 5.8 Hz, 2H), 
7.20-7.39 (m, 5H), 8.34 (s, IH), 
10.29 (t-like, IH). 


4-308 


on 




1.30-1.42 (m, 2H), 1.42-1.52 (m, 
2H), 1.60-1.80 (m, 4H), 2.64 (t, J 
= 5.9 Hz, 2H), 2.79 (t, J= 6.1 Hz, 
2H), 3.01 (t, J= 7.7 Hz, 2H), 4.31 
(t, J= 7.7 Hz, 2H), 4,87 (t, J = 
5.8 Hz, 2H), 7,14-7.28 (m, 2H), 
7.30-7.42 (m, 4H), 7.57 (ddd, J = 
6.0, 1.9, 1.9 Hz, 2H), 8.38 (s, 
IH), 8.51 (d-like, 2H). 10.3 (t, J 
= 5.8 Hz. IH). 


4-309 


on 




1.37-1.53 (m, 4H), 1.60-1.80 (m, 
4H), 2.66 (t, 6.1 Hz, 2H), 2.81 
(t, J= 6.4 Hz, 2H), 4.64 (t, J = 
5.8 Hz, 2H), 5.44 (br s, 2H), 
7.20-7.42 (m, 7H), 8.45 (s, IH), 
8.45-8.58 (m, 2H), 10.1 (t, *^=5.8 
Hz.lH). 


4-310 






1.35-1.55 (m, 4H), 1,60-1,80 (m, 
4H), 2.68 (t, J= 5.9 Hz. 2H), 2.74 
(t, J= 6.1 Hz, 2H), 4.62 (t, J = 
5.8 Hz, 2H), 5.42 (br s, 2H), 6.97 
(AaBa, 6.1 Hz. 2H), 7.19-7.37 
(m. 5H), 8.47 (s, IH), 8.54-8.58 
(m. 2H). 10.1 (t-like, IH). 
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PCT/JP03/01725 



^9 8 



No. 


mm 


rl-iNlVilv \\fL>\^l^) 


4-311 


Me 0 


?o 

nBu 


0.99 (t, </= 7.4 Hz, 3H), 1.36-1.75 
(m, 12H), 2.62 (t, </= 5.9 Hz, 2H), 
2.88 (t. J= 6.3 Hz, 2H). 4.08 (brs. 
2H), 6.31 (m, IH), 7.14-7.42 (m. 
5H), 8.29 (s, IH), 10.35 (d, J- 7,5 
Hz. IH). 


4-312 


Me 0 
O 


X) 

IM > ^ 

nBu 


0.99 (t, e/= 7.4 Hz, 3H), 1.36-1.75 
(m, 12H), 2.62 (t, = 5.9 Hz, 2H), 
2.88 (t, J= 6.3 Hz, 2H), 4.08 (brs, 
2H), 5.31 (m, IH), 7.14-7.42 (m, 
5H), 8.29 (s, IH), 10.35 (d, 7.5 
Hz. IH). 


4-313 


Me MeO 

H y 
O' 


jfjO 

nBu 


0 <58 ^'t ,7=71 1 40-1 7fi 
(m, 12H). 1.42 (s, 6H), 2.64 (t, J = 
6.0 Hz. 2H), 2.88 (t, J = 6.5 Hz, 
2H), 3.19 (s, 2H), 4.07 (brs, 2H). 
7.16-7.26 (m, 5H). 8.33 (s, IH), 9.87 
(s, IH). 


4-314 


H A 
0^ 


no 

1 

nBu 


0.98 (t, J= 7.4 Hz, 3H), 1.39-1.76 
(m, 12H), 2.64 (t, J= 5.9 Hz, 2H), 

£itOfS \V| U *" v*0 XXo, 0.«7w ^UU, V 

= 11.4, 4.5 Hz, IH), 3.97 (dd, J ^ 
11.4, 6.9 Hz, IH), 4.10 (brs. 2H), 
5.31 (m, IH), 7.27-7.46 (m, 5H), 
8.31 (s, IH), 10.75 (d, J= 6.3 Hz, 
IH). 


4-315 




nBu 


n QR -7—74 R-y 1 7fi 

(m, 12H), 2.64 (t, 5.9 Hz, 2H), 
2.89 (t, J= 6.3 Hz, 2H), 3.93 (dd, J 
= 11.4, 4.5 Hz, IH), 3.97 (dd, J = 
11.4, 6.9 Hz, IH), 4.10 (brs, 2H), 
5.31 (m, IH), 7.27-7.46 (m, 5H), 
8.31 (s, IH), 10,76 (d, J = 6.3 Hz, 
IH). 


4-316 


o 


X) 

nBu 


0.99 (t, c7= 7.2 Hz, 3H), 1.32-1.76 
(m, 12H), 2.63 (t, J= 5.9 Hz, 2H), 
2.89 (t, 6.0 Hz, 2H), 3.91 (d, *7 = 
5.7 Hz, 2H), 4.12 (brs, 2H), 5.54 (m, 
IH), 7.28-7.45 (m, 5H), 8.29 (s, IH), 
10.77 (d, e/= 7.5 Hz, IH). 


4-317 


°^ 0 


nBu 


0.99 (t. «/= 7.2 Hz, 3H), 1.32-1.76 
(m, 12H), 2.63 (t, .7= 5.9 Hz, 2H), 
2.89 (t, c7= 6.0 Hz, 2H), 3.91 (d, J = 
5.7 Hz, 2H), 4.12 (brs, 2H), 5.54 (m, 
IH), 7.28-7.45 (m, 5H), 8.29 (s, IH), 
10.77 (d. c7= 7.5 Hz, IH). 


4-318 




nBu 


0.97 (t, e7= 7.4 Hz, 3H), 1.38-1.75 
(m, 12H), 2.64 (t. c7= 6.0 Hz, 2H), 
2.88 (t, J- 6.2 Hz, 2H), 2.99 (dd, J 
= 16.0, 6.6 Hz, 2H), 3.41 (dd, J = 
16.0, 7.5 Hz, 2H), 4.07 (brs, 2H), 
4.88 (m, IH), 7.15-7.24 (m, 4H), 
8.32 (s, IH), 10.17 (d, J= 6.0 Hz, 
IH). 
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4-319 




oc 

IN 

nBu 




0.99 (t, e/= 7.2 Hz, 3H), 1.25-1.77 
(m, 12H), 2.18 (m, IH), 2.64 (t, J = 
6.0 Hz, 2H), 2.89 (t, J = 6.4 Hz, 
2H), 3.14 (m, IH), 4.10 (brs. 2H), 
7.16-7.30 (m. 5H), 8.33 (s, IH), 
10.12 (d. e/=3.6 Hz, IH). 


4-320 


Me MeO 


^N'N 

nBu 




1 00 Ct J - 7 2 Kz SH") 1 30-1 55 
(m, 6H), 1.59 (s, 6H), 1.56-1.89 (m, 
6H), 2.58 (t, J= 6.0 Hz, 2H), 2.88 
(t, </= 6.3 Hz, 2H), 4.00-4.23 (m, 
2H), 7.10-7.40 (m, 5H), 7.46 (d, J = 
8.4 Hz. 2H). 8.23 (s. IH). 


4-321 


or 


nBu 




1.35-2,04 (m, 8H), 2.03-2.15 (m, 
2H), 2.64 (t, J= 6.0 Hz, 2H), 2,88- 

3.78 (t, 6.0 Hz, 2H), 4.05 (dd, J 
= 6.9, 2.1 Hz, 2H), 4.18-4.27 (m, 
3H), 6.49 (dd, J= 14.1, 6.6 Hz, IH), 
7.15-7,35 (m, 5H), 8.32 (s, IH), 
10 01 (hrs, IH). 


4-322 


V 


go 

nBu 


1.35-2.04 (m, 8H), 2.03-2.15 (m, 
2H), 2.64 (t, 6.0 Hz, 2H), 2.88- 
2.96 (m, 4H), 3.63-3.71 (m, 2H), 
3.78 (t, </= 6.0 Hz, 2H), 4.06 (dd, J 
= 69 2 1 Hz. 2lb 4.18-4 27 (m 
3H), 6.49 (dd, J= 14.1, 6.6 Hz, IH), 
7.15-7.35 (m, 5H). 8.32 (s, IH), 
10.01 (brs. IH). 


4-323 


a- — ^ 




1.20-1.90 (m, 8H), 2.13-2.28 (m, 
2H), 2.55-2.72 (m, 2H), 2.82-3.02 
(m, 2H), 3.62-3.78 (m, 2H), 4.20- 
4.38 (m, 2H), 4.64 (d, J = 6.3 Hz, 
2H), 7.18-7.43 (m. 5H). 8.36 Is, IH). 


4-324 




1.20-1.90 (m, 8H), 2.12-2.28 (m, 
2H), 2.65 (t, J= 6.6 Hz, 2H), 2.92- 
3.02 (m, 4H). 3.60 3.78 (m, 4H), 
4.29 (t, J= 9.0 Hz, 2H), 7.10-7.40 
(m, 5H), 8.33 (s. IH). 


4-325 




IT 

> 


) 


1.37-1.80 (m, 8H), 2.02 (m, 2H), 
2.65 (t, J= 6.3 Hz, 2H), 2.92 (t, J = 
6.6 Hz, 2H), 3.77 (t, J = 5.4 Hz, 
2H), 4.04 (dd, e7= 6.9, 2.1 Hz, IH), 
4.16-4.26 (m, 3H), 4.65 (d. = 6.0 
Hz. 2H), 6.48 (dd, J= 14.1, 6.6 hz, 
IH), 7.21-7.42 (m, 6H), 8.35 (s, IH), 
10.29 (brs, IH). 


4-326 




) 


1.37 (m, 8H), 2.07 (m, 2H), 2.64 (t, 
J= 6.0 Hz, 2H), 2.64 (t, J= 6.0 Hz, 
2H), 2.90-2.96 (m, 4H), 3.63-3.71 
(m, 2H), 3.78 (t, J= 6.0 Hz. 2H), 
4.05 (dd, J= 6.9 Hz, 2.1 Hz, IH), 
4.18-4.27 (m, 3H), 6.49 (dd, J = 
14.1, 6.6 Hz, IH), 7.18-7.33 (m, 
5H). 8.32 (s, IH). 10.01 (brs. IH). 
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4-327 




1.38-1.81 (m, 8H), 1.88-1.96 (m, 
2H). 2.66 (t, J= 6.3 Hz, 2H). 2.93 
(t, «/= 6.3 Hz. 2H), 3.52 (t, J= 5.1 
Hz, 2H), 3.72 (brs, IH), 4.65 (d, J = 
6.3 Hz, 2H), 7.22-7,38 (m, 5H), 8.40 
(s, IH), 10.18 (brs, IH). 


4-328 




Hz, 2H), 2.90-2.94 (m, 4H), 3.45- 
3.52 (m, 2H), 3.65-3.72 (m, 2H), 
3.91 (brs, IH), 4.34 (brs, 2H), 7.20- 
7,35 (m, 5H), 8.37 (s, IH), 9.88 
Cbrs, IH). 


4-329 


Ki^ ^ 0 — ^ 
nBu 


0.96 (t. J - 6.9 Hz. 3HV 1.30-1 55 
(m, 6H), 1.55-1.82 (m, 6H). 1.97 
(ddd, J = 16.5, 12.9, 8.4 Hz, IH), 
2.60-2.73 (m, 3H), 2.84-2.96 (m, 
3H), 3.03 (ddd, 16.5, 9.3, 3.6 
Hz, IH), 3.93-4.20 (m, 2H), 5.67 

/"n.iilrA 1 H^ 7 10-7 (m 7 .^8 

(m. IH), 8.37 (s. IH). 


4-330 




1.25-1.28 (m, 14H), 2.65 (t, J= 6.0 
Hz, 2H), 2.80 (brs, 2H), 2.92 (t, J = 
6.0 Hz, 2H), 4.22 (m, 2H), 4.65 (d, J 
= 6.0 Hz. 2H), 7.24-7.39 (m, 5H), 
8.36 (s. IH). 10.25 (brs. IH). 


4-331 




1.37-1.90 (m, 12H), 2.64 (t, e7= 6.3 
Hz, 2H), 2.80 (m. 2H), 2.90-2.96 (m, 
4H), 3.68 (q, c/= 6.3 Hz, 2H), 4.23 
(brs, 2H), 7.21-7.33 (m, 5H), 8.33 
(s, IH), 9.98 (brs, IH). 


4-332 


o'^nA — / 
nBu 


1.00 (t, «/= 7.5 Hz, 3H), 1.33-1.64 
(m, 6H), 1.55-1.79 (m, 6H), 2.63 (t, 
y= 6.0 Hz, 2H), 2.89 (t, e7= 6.3 Hz, 
2H), 2.98 (d, J= 7.5 Hz, 2H), 3.66 
(dd, J= 10.1, 6.3 Hz, IH), 3.79 (dd, 
J= 10.1, 3.6 Hz, IH), 4.33 (m, IH), 
7.18-7,40 (m, 5H), 8.27 (s, IH). 


4-333 


nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.33-1.54 
(m, 6H), 1.55-1.79 (m, 6H), 2,63 (t, 
J= 6.0 Hz, 2H), 2.89 (t. J= 6.3 Hz. 
2H), 2.98 (d, */= 7.5 Hz, 2H). 3.66 
(dd, c7« 10.1, 6.3 Hz, IH). 3.79 (dd, 
J= 10.1, 3.6 Hz, IH), 4.33 (m, IH), 
7.18-7.40 (m, 5H), 8.27 (s. IH). 
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4-501 


n-Bu 


0,95 (t, J = 7.5 Hz, 3H), 1.37 
(sextet, J= 7.5 Hz, 2H), 1.66-1.77 
(m, 6H), 2.57 (br t, c7= 6.3 Hz, 2H), 
3.27 (br t, «/= 6.3 Hz, 2H), 3.92 (t, J 
= 7.5 Hz, 2H), 4.60 (d, J= 5.7 Hz, 
2H), 7.12 (s, IH), 7.23-7.40 (m, 5H), 
9.58 (br t, e7= 5.7 Hz, IH). 


4-502 


n-Bu 


0.95 (t, J = 7.5 Hz, 3H), 1,37 
(sextet, «/= 7.5 Hz, 2H), 1.66-1.77 
(m, 6H), 2.56 (br t, J= 6.3 Hz, 2H), 
3.27 (br t, c7= 6.3 Hz, 2H), 3.92 (t, J 
= 7.5 Hz, 2H), 4.50 (s, 2H), 5.92 (s, 
2H), 6.75 (d, J= 8.4 Hz, IH), 6.83 
(d, J = 8.4 Hz, IH), 6.88 (s, IH), 
7.13 (s, IH). 9.58 (br s, IH). 


4-503 


'^^°A=/ H 1 T 
n-Bu 


0.95 (t, J = 7.5 Hz, 3H), 1.37 
(sextet, J=: 7.5 Hz, 2H), 1.65-1.77 
(m, 6H), 2.56 (br t, 6.3 Hz, 2H), 
3.27 (br t, c/= 6.3 Hz, 2H), 3.79 (s, 
3H), 3.91 (t, J= 7.5 Hz, 2H), 4.53 
(s, 2H), 6.86 (d, J = 8.4 Hz, 2H), 
7.12 (s, IH), 7.30 (d, J = 8.4 Hz, 
2H). 9.54 (br s. IH). 


4-504 


0 Pi 

n-Bu 


0,95 (t, J = 7.2 Hz, 3H), 1.37 
(sextet, J^= 7.2 Hz, 2H), 1.66-1.78 
(m, 6H), 2.56 (br t, e7= 6.3 Hz, 2H), 
3.27 (br t, e/= 6.3 Hz, 2H), 3.92 (t, J 
= 7.2 Hz, 2H), 4.58 (s, 2H), 6.27 
(dd, J = 3.0 Hz, 0.9 Hz, IH), 6.30 
(dd, c/= 3.0 Hz, 1.8 Hz, IH), 7.13 (s, 
IH), 7,35 (dd, «/= 1.8 Hz, 0.9 Hz. 
IH), 9.65 (brs. IH). 


4-505 


n-Bu 


0.97 (t, J = 7.5 Hz, 3H), 1.43 
(sextet, e/= 7.5 Hz, 2H), 1.63-1,78 
(m, 4H), 1.87 (quint, J= 6.0 Hz, 
2H), 2.57 (t, </= 6.0 Hz, 2H), 2.73 
(t, J = 6.0 Hz, 2H), 3.90 (s, 3H), 
4,02 (t, J = 7.8 Hz, 2H), 7.92 (s, 
IH). 
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4-506 


0 


iTjO 

n-Bu 


0.96 (t, J- 7.5 Hz, 3H), 1.42 (sextet, J 
= 7.5 Hz, 2H), 1.60-1.77 (m, 4H), 1.84 
(quint, e/= 6.0 Hz, 2H), 2.54 (t, 6.0 
Hz, 2H), 2.70 (t, */= 6.0 Hz, 2H), 2.88 
(s, 3H), 4.02 (t, J= 7.8 Hz, 2H), 4.75 
(s, 2H), 7.17-7.40 (m, 6H). 
(minor isomer): 6 0.95 (t, J = 7.5 Hz, 
3H), 1.41 (sextet, J = 7.5 Hz, 2H), 
1.60-1.77 (m, 4H), 1.83 (quint, J= 6.0 
Hz, 2H), 2.50 (t, e/=6.0 Hz, 2H), 2.68 
(t, J= 6.0 Hz, 2H), 2.97 (s, 3H), 4.01 
(t, J= 7.8 Hz, 2H), 4.49 (s, 2H), 7.17- 
7.40 (m. 6H). 


4-507 


n-Bu ^^55; 




0.89 (t, e/= 7.5 Hz, 3H), 1,30 (sextet, J 
= 7.5 Hz, 2H), 1.92 (quint, J= 6.9 Hz, 
2H), 2.57, 2.77 (ABq, J= 9.0 Hz, 2H), 
2.58, 2.76 (ABq, e7= 7.5 Hz, 2H), 3.93 
(s, 3H), 4.30 (t, J= 7.5 Hz, 2H), 7.31- 
7.41 (m, 3H), 7.56 (dd, J= 7.2 Hz, 2.4 
Hz, IH), 8.10 (s. IH). 


4-508 


TX Ji 

n-Bu 1^ 


) 


0.91 (t, J= 7.5 Hz, 3H), 1.30 (sextet, J 
= 7.5 Hz, 2H), 1.91 (quint, J= 6.6 Hz, 
2H), 2.65, 2.80 (ABq, «/= 9.0 Hz, 2H), 
2.66, 2.79 (ABq, e/= 7.5 Hz, 2H), 4.42 
(t, J= 7.5 Hz, 2H), 7.38-7.46 (m, 3H), 
7.57 (d, J= 7.5 Hz, IH), 8.39 (s, IH), 
14.77 (br s, IH). 


4-509 


or 


n-Bu 


i 


0.88 (t, «/= 7.5 Hz, 3H), 1.27 (sextet, J 
= 7.5 Hz, 2H), 1.87 (quint, t/= 6.0 Hz, 
2H), 2.62, 2,78 (ABq, J= 9,0 Hz, 2H), 
2.64, 2.76 (ABq, J- 7.5 Hz, 2H), 4.35 
(t, c/= 7.5 Hz, 2H), 4.68 (d, J= 6.0 Hz, 
2H), 7.21-7.41 (m, 8H), 7.53 (dd, J = 
6.9 Hz, 2.4 Hz, IH), 8.46 (s, IH), 
10.33 (br t, J= 6.0 Hz, IH). 


4-510 




OGl 

n-Bu ^^55^' 


0.90 (t, 7.5 Hz, 3H), 1.29 (sextet, J 
= 7.5 Hz, 2H), 1.87 (quint, J= 6.6 Hz, 
2H), 2.62, 2.78 (ABq, J= 9.0 Hz, 2H), 
2.63, 2.76 (ABq, J= 7.5 Hz, 2H), 2.96 
(t, e/= 7.5 Hz, 2H), 3.66-3.74 (m, 2H), 
4.36 (t, */= 7.5 Hz, 2H), 7,19-7.37 (m, 
8H), 7.53 (dd, J= 6.9 Hz, 2.4 Hz, IH), 
8.42 (s, IH), 10.06 (br t, «/= 6.0 Hz, 
IH), 
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No. 




^H-NMR (CDCls) 


5-bOl 


Me 


0.98 (t, J= 7.5 Hz, 3H), 1.37-1.50 (m, 2H), 1.60-1.70 

(m, 2H), 2.12 (s, 3H), 2.17 (s, 3H), 2.30 (s, 3H), 4.10 (t, 
e/=7.8 Hz, 2H), 8.20 (s, IH). 8.35 (br s, IH). 


5-002 


a 


1,00 (t, J= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 4.14 (t, J= 7.8 Hz, 
2H), 7.44-7.57 (m, 3H), 7.92-7.95 (m, 2H), 8.41 (s, IH), 
9.22 (br s, IH). 


5-003 


1 

F 


0.99 (t, «/= 7.2 Hz, 3H), 1.39-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.16 (s, 3H), 2.34 (s, 3H), 4.13 (t, J= 7.8 Hz, 
2H), 7.15-7.24 (m, IH), 7.30 (dd, 1.8, 8.4 Hz, IH), 
7.47-7.54 (m, IH), 8.12 (dt, 1.8, 7.8 Hz, IH), 8.42 (s, 
IH). 9.75 (br s, IH). 


5-004 




1.00 (t, J= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.63-1.74 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 4.13 (t, J= 7.8 Hz, 
2H), 7.12-7.18 (m, 2H), 7.93-7.97 (m, 2H), 8.37 (s, IH), 
9.16 (br s. IH). 


5-005 




0.98 (t, J= 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.64-1.72 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 4.11 (t, e/= 7.8 Hz, 
2H), 7.31-7.47 (m, 3H), 7.73 (dd, «7 = 2.1,7.2 Hz, IH), 
8.41 (s, IH), 9.13 (br s, IH). 


5-006 


Me 


0.98 (t, J= 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.61-1.72 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 2.53 (s, 3H), 4.11 (t, 
c7= 7.8 Hz, 2H), 7.20-7.26 (m, 2H), 7.32-7.37 (m, IH), 
7.54 (d, J= 7.8 Hz, IH), 8.39 (s. IH), 8.74 (br s, IH). 


5-007 


JX 


1.00 (t, */= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.34 (s, 3H), 2.42 (s, 3H), 4.13 (t, 
J= 7.8 Hz, 2H), 7.35 (m, 2H), 7.74 (m, 2H), 8.41 (s, 

IH), 9.21 (br s. IH), 


5-008 




0.99 (t, «/= 7.2 Hz, 3H), 1.40-1.52 (m, 2H), 1.64-1.74 (m, 
2H), 2.16 (s, 3H), 2.34 (s, 3H), 2.41 (s, 3H), 4.13 (t, 
7.8 Hz, 2H), 7.27 (d, J= 8.1 Hz, 2H), 7.84 (d, J= 8.1 
Hz, 2H), 8.40 (s, IH), 9.20 (br s, IH). 


5-009 




1.00 (t, J= 7.2 Hz, 3H), 1.40-1,52 (m, 2H), 1.64-1.74 
(m, 2H), 2.17 (s, 3H), 2.35 (s, 3H), 4.13 (t, J= 7.8 Hz., 
2H), 7.20-7.27 (m, IH), 7.41-7,48 (m, IH), 7.63-7.70 (m, 
2H). 8.38 (s. IH). 9.19 (br s. IH). 


5-010 




0.98 (t, J= 7.2 Hz, 3H), 1.38-1.50 (m, 2H), 1.62-1.73 
(m, 2H), 2,20 (s, 3H), 2.36 (s, 3H), 4,12 (t, J= 7.8 Hz, 
2H), 7,46-7,59 (m, 3H), 7.79 (dd, c/= 1.2, 7.2 Hz, IH), 
7.88 (dd, 1.5, 7.2 Hz, IH), 7.95 (d, c7= 8.1 Hz, IH), 8.45 
(dd. */= 1.5. 7.5 Hz. IH). 8.50 (s.lH). 8.95 (br s. IH). 


5-011 




1.01 (t, J= 7.2 Hz, 3H), 1.42-1.54 (m, 2H), 1.66-1.76 
(m, 2H), 2.19 (s, 3H), 2.36 (s, 3H), 4.16 (t. J= 7.8 Hz, 
2H), 7.63-7.62 (m, 2H), 7.88-8.08 (m, 4H), 8.47 (s, 2H), 
9.41 (br s, IH). 
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5-012 


cr 


0.96 (t, e7= 7.2 Hz, 3H), 1.35-1.47 (m, 2H), 
1.57-1.67 (m, 2H), 2.09 (s. 3H), 2.28 (s, 3H), 
3.72 (s, 2H), 4.05 (t, J= 7.8 Hz, 2H), 7.28-7.40 
(m, 5H), 8.22 (s, IH), 8.40 (br s, IH). 


5-013 




0.98 (t, J= 7.2 Hz, 3H), 1.37-1.49 (m. 2H), 
1.60-1.70 (m, 2H), 2.12 (s, 3H), 2.31 (s, 3H), 
2.69 (t, 7.5 Hz, 2H), 3.04 (t, «/ = 7.5 Hz, 
2H), 4.09 (t, </= 7.8 Hz, 2H), 7.17-7.34 (m, 
5H). 8.23 (s, IH), 8.35 (br s, IH). 


5-014 


CO2H 


0.92 (t, c7= 7.2 Hz, 3H), 1.31-1.39 (m, 2H), 
1.51-1.62 (m, 2H), 2.11 (s, 3H), 2.33 (s, 3H), 
4.05 (t, «/= 7.8 Hz, 2H), 7.54-7.64 (m, 3H), 7.83 
(d, «/= 7.5 Hz, IH), 8.14 (s, IH), 8.99 (s, IH), 
13.06 (br s. IH). 


5-015 


nBuO- 


0.94 (t, J= 7.5 Hz, 3H), 1.35-1.49 (m, 4H), 
1.60-1,70 (m, 4H), 2.11 (s, 3H), 2.29 (s, 3H), 
4.09 (t, J= 7.8 Hz, 2H), 4.15 (t, = 6.6 Hz, 
2H), 7.73 (br s, IH), 7.85 (br s. IH). 


5-016 


a 


0,99 (t, 7.2 Hz, 3H), 1.39-1.51 (m, 2H), 
1.62-1.73 (m. 2H), 2.11 (s, 3H), 2.31 (s, 3H), 
4.13 (t, «7= 7.8 Hz, 2H), 7.16-7.41 (m, 5H), 7.88 
(s. IH), 8.09 (br s. IH). 


5-017 


BnO- 


0.97 (t, e/= 7.2 Hz, 3H), 1.36-1.48 (m, 2H), 
1.59-1.69 (m, 2H), 2.11 (s, 3H), 2.29 (s, 3H), 
4.08 (t, J= 7.8 Hz, 2H), 5.19 (s, 2H), 7.26-7.41 
(m, 5H), 7.83 (s. IH), 7.86 (s, IH). 


5-018 


a: 


0.90 (t, J= 7.2 Hz, 3H), 1.27-1 .40(m, 2H), 
1.57-1.67(m, 2H), 2,14(s, 3H), 2.31(s, 3H), 
4.09(t, J = 7.8 Hz, 2H), 6.91-6.97(m, IH), 
7.28-7.34(in, IH), 7.49(br s, IH), 7.50-7. 54(m, 

IH), 8.08-8.11(m. IH), 8.10(s, IH), 8.38(br s, 
IH). 


5-019 




1.00 (t, J= 7.2 Hz, 3H), 1.39-1.51 (m, 2H), 
1.61-1,71 (m, 2H), 2.15 (s, 3H), 2.35 (s, 3H), 
4.15 (t, J = 7.8 Hz, 2H), 6.98-7,03 (m, IH), 
7.25-7.30 (m, 2H), 7.41-7.45 m, 2H), 8.03 (s, 
IH). 


5-020 


0 


0.98 (t, «/= 7.2 Hz, 3H), 1.42-1.75 (m, 4H), 2.12 
(8, 3H), 4.27 (t, cr= 7.8Hz, 2H), 7.48-7,61 (m, 
3H); 8.04-8,09 (m, 3H).8.98 (s, IH), 10.35 (br 
s, IH). 
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No. 


mm 


*H-NMR (CDCI3) 


5-101 


Q-N H 

nBu 


0.97 (t. J= 7.2 Hz, 3H), 1.36-1.49 (m, 
2H), 1.60-1.70 (m, 2H), 2.04 (s, 3H), 
2.22 (s, 3H), 4.08 (t, J= 7.5 Hz, 2H), 
4.51 (s, 2H), 6.27 (s, IH), 7,30-7.35 (m, 
2H), 7.48-7.52 (m, IH). 7.69-7.72 (m, 
IH). 


5-102 


nBu 


0.98 (t, J= 7.2 Hz, 3H), 1.37-1.49 (m, 
2H), 1.59-1.69 (m, 2H), 2.18 (s, 3H), 
2.38 (s, 3H), 4.10 (t, c/ == 7.8 Hz, 2H). 
7.23-7.43 (m, IH), 7.42-7.43 (m, 4H), 
8.86 (s, IH). 


5-103 


nBu 


0.92 (t, J= 7.2 Hz, 3H), 1.25-1.37 (m, 
2H), 1.45-1.55 (m, 2H), 2.08 (s, 3H), 
2.23 (s, 3H), 3.97 (t. J= 7.8 Hz, 2H), 
7.35 (s, IH), 7.41-7.55 (n, 2H), 7.65 (br 
s, IH), 7.83-7.87 (m, 2H). 


5-104 


nBu 


0.95 (t, J= 7.2 Hz, 3H), 1.33-1.45 (m, 
2H), 1,59-1.70 (m, 2H), 2.00 (s, 3H), 
2.30 (s, 3H), 4.10 (t, J= 7.8 Hz, 2H), 
7.03 (s, IH), 7.28-7.44 (m. 6H), 7.79- 
7.82 (m, 4H). 


5-105 


iiBu 


0.96 (t, J= 7,2 Hz, 3H), 1.37-1.49 (m, 
2H), 1.62-1,73 (m, 2H), 2.16 (s, 3H), 
2.39 (s, 3H), 4.11 (t, 8.1 Hz, 2H), 
7.30 (s, IH), 7.72-7.77 (m, 2H), 7.88- 
7.94 (m, 2H). 


5-106 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.40-1.52 (m, 
2H), 1,64-1.75 (m, 2H), 2.20 (s, 3H), 
2.37 (s, 3H), 4.15 (t, J = 7.8 Hz, 2H), 
7.38-7.50 (m, 3H). 7.89-7.92 (m, 2H), 
9.57 (s, IH), 10.60 (br s, IH). 
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^10 6 

nBu 



No. 




^H-NMR (CDCla) 


6-001 


a 


0,99 (t, J= 7.5 Hz, 3H), 1.45 (sextet, 7.5 
Hz, 2H), 1.66 (quint, J = 7.5 Hz, 2H), 1.74 
(quint, J= 6.0 Hz, 2H), 1.87 (quint, c^=6.0 Hz, 
2H), 2.60 (t, e/= 6.0 Hz, 2H), 2.69 (t, J= 6.0 Hz, 
2H), 4,06 (t, J= 7.8 Hz, 2H), 7.43-7.56 (m, 3H), 
7.94 (d, J- 6.9 Hz, 2H), 8.31 (s, IH). 9.26 (br s, 
IH). 


6-002 




0.95 (t, e/= 7.5 Hz, 3H), 1.40 (sextet, 7.5 
Hz, 2H), 1.56-1.65 (m, 2H), 1.69 (quint, J= 6.0 
Hz, 2H), 1.82 (quint, J= 6.0 Hz, 2H), 2.52 (t, J 
= 6.0 Hz, 2H), 2.62 (t, J= 6.0 Hz, 2H), 3.72 (s, 
2H), 3.98 (t, J= 7.8 Hz, 2H), 7.27-7.39 (m, 5H), 
8.13 (s, IH). 8.44 Cbr s. IH). 


6-003 




0.97 (t, 7.5 Hz, 3H), 1.42 (sextet, J= 7.5 
Hz, 2H), 1.61 (quint, J = 7 ,6 Hz, 2H), 1.71 
(quint, J= 6.0 Hz, 2H), 1.84 (quint, e/= 6.0 Hz, 
2H), 2.55 (t, e/= 6.0 Hz, 2H), 2.65 (t, 6.0 Hz, 
2H), 2.70 (t, J= 7.8 Hz, 2H), 3.04 (t, J= 7.8 Hz, 
2H), 4.02 (t, J= 7.8 Hz, 2H). 7.18-7.33 (m, 5H), 
8.15 (s, IH), 8.41 (br s, IH). 


6-004 




0.98 (t, c/= 7.5 Hz, 3H), 1.41 (sextet, </ = 7.5 
Hz, 2H), 1.64 (quint, e/ = 7.5 Hz, 2H), 1.72 
(quint, J= 6.0 Hz, 2H), 1.85 (quint, e/=6.0 Hz, 
2H), 2.57 (t, J= 6.0 Hz, 2H), 2.67 (t, J= 6.0 Hz, 
2H), 4.03 (t, </= 7.8 Hz, 2H). 4.60 (s, 2H), 7.03 
(d, 7.8 Hz, 2H), 7.32 (d, J= 7.8 Hz, 3H), 
8.19 (s, IH), 9.49 (br s, IH). 


6-005 




0.92 (t, c7= 7.5 Hz, 3H), 1.32 (sextet, J = 7.5 
Hz, 2H), 1.57-1.65 (m, 2H), 1.69 (quint, e/=6.0 
Hz, 2H), 1.82 (quint, J= 6.0 Hz, 2H), 2.55 (t, J 
= 6.0 Hz, 2H), 2.59 (t, e/= 6.0 Hz, 2H), 3.90 (t, J 
= 7.8 Hz, 2H), 4.46 (d, J= 6.0 Hz, 2H), 5,72 (br 
s, IH), 7.24-7.32 (m, 5H), 7.95 (s, IH), 8.00 (br 
s. IH). 


6-006 


or" 


(in ds'BMSO): 0.93 (t, 7.5 Hz, 3H), 1.35 
(sextet, c/= 7.5 Hz, 2H), 1.56 (quint, J= 7.5 
Hz, 2H), 1.60-1.70 (m, 2H), 1.71-1,80 (m, 2H), 
2,51 (t, c/= 6.0 Hz, 2H), 2,67 (t, J= 6.0 Hz, 2H), 
4,00 (t, «/= 7.5 Hz, 2H), 6.96 (t. e/= 7,2 Hz, IH), 
7.27 (t, «/= 7.5 Hz, 2H), 7.43 (d, «/ = 7.5 Hz, 
2H), 7.84 (s, IH), 8.53 (br s, IH), 9.51 (br s, 
IH). 


6-007 




0.96 (t, J= 7.5 Hz, 3H). 1.41 (sextet, e/= 7.5 
Hz. 2H), 1.63 (quint, J= 7.5 Hz, 2H), 1.70 
(quint, «/= 6.0 Hz, 2H), 1.83 (quint, J= 6.0 Hz, 
2H), 2.53 (t, J= 6,0 Hz, 2H), 2.63 (t, J= 6.0 Hz, 
2H), 4.01 (t, J = 7.8 Hz, 2H), 5.19 (s, 2H), 
7,29-7.41 (m. 5H), 7.76 (s. IH), 7.86 (br s, IH). 
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No. 




^H-NMR (CDCI3) 


7-001 


nBuO^N Me 


0.71 (t, «7= 7.2 Hz. 3H). 1.10-1.23(in, 

2.43(8. 3H), 4.28 (t, J= 6.3 Hz, 2H), 
7.20-7.29(m, 2H), 7.38-7.41(m, IH), 
7.58-7.60(m, IH), 7.67Cs. IH). 


7-002 


S N Me 
nBu 


0.97 (t, J= 7.2 Hz, 3H), 1.37-1.49 
(m, 2H), 1.60-1.80 (m, 2H), 2.21 (s, 
3H), 2.44 (s, 3H), 2.48 (s, 3H), 4.71 
(br s, 2H), 7.30-7,35 (m, 3H), 8.01 (s, 


7-003 


Xi 

0*^N Me 
nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.37-1.50 
(m, 2H), 1.62-1.73 (m, 2H), 2.07 (s, 
3H). 2.33 (s, 3H), 4.09 (t, J= 7.8 Hz, 
2H), 6.96 (s, IH). 


7-004 


0 ^ 
Bn 


2.07 (s, 3H), 2.28 (s, 3H), 3,88 (s, 
3H), 5.42 (br s, 2H), 7.19-7.54 (m, 
9H). 


7-005 


MeO.Js..Et 

1 

Rn 


1.10 (t, c7= 7.5 Hz, 3H), 2.30 (s, 3H), 
2.53 (q. «/= 7.5 Hz, 2H), 3.85 (s, 3H). 
5.41 (br s, 2H). 7.18-7.55 (m, 9H). 


7-006 


o 

nDUW IN wn3 


0.84 (t, J= 7.2 Hz, 3H), 1.28 (sextet, 
«/= 7,5 Hz, 2H), 1.61-1.68 (m, 2H), 
2.46 (s, 3H), 4.42 (t. 6.6 Hz, 2H), 
4.64 (d, «/= 5.1 Hz, IH), 6.87 (d, e/ = 
6.0 Hz, IH), 7.26-7.37 (m, 5H), 8.32 
(br s. IH), 8.42 (d. J= 7.5 Hz, IH). 


7-007 


nBu 


0.95 (t, c/= 7.2 Hz, 3H), 1.39 (m, 2H), 
1.74 (m, 2H), 3.98 (t, J= 7.5 Hz, 2H), 
4.50 (d, J= 5.7 Hz, IH), 4.60 (d, 5.7 
Hz, IH), 5.9 (bra, IH), 6.36 (brs, 
IH), 6.56 (dd, e/= 9.6, 3.6 Hz, IH), 
7.25-7.36 (m, 5H). 7.86 (m, IH), 8.22 
(m. 2H). 


7-008 


nBu 


0.96 (t, 7.3 Hz, 3H), 1.32-1.45 
(m, 2H), 1.69-1.79 (m, 2H), 3.96 (t, J 
= 7.6 Hz, 2H), 4.44 (s, 2H), 7.19-7.30 
(m, 3H), 7.40-7.43 (m, IH), 7.59-7.62 
(m. IH). 7.66 (dd, J= 7.0 Hz, IH). 


7-009 


nBu 


0.96 (t, J= 7.3 Hz, 3H), 1.32-1,44 
(m, 2H), 1.68-1.79 (m, 2H), 3.96 (t, J 
= 7.6 Hz, 2H), 6.14 (t, J = 7.0 Hz, 
IH), 7.06-7.27 (m, 5H), 7.39 (dd, J = 
1.8, 7.0 Hz. IH). 
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No. 


mm 


'H-NMR (CDCIb) 


7-010 


H 


(in CDCla + CDaOD): 2.17 (quint, J= 
6.3 Hz, 2H), 2.63 (t, J= 6.3 Hz, 2H), 
3.09 (t, J= 6.3 Hz, 2H). 8.34 (s, IH). 
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9 



No. 




^H-NMR (CDCls) 


7-011 


nBu 


0,97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J 
= 7.5 Hz, 2H), 1.76 (quint, J= 7.5 Hz, 
2H), 2,15 (quint, c/= 6.3 Hz, 2H). 2.61 
(t, c/= 6.3 Hz, 2H), 3.06 (t, J= 6,3 Hz, 
2H), 4.03 (t, e/= 7.5 Hz, 2H), 8.39 (s, 
IH). 


7-012 


"fx 

nBu 


0.96 (t. J= 7.5 Hz, 3H), 1.37 (sextet, J 
= 7.5 Hz, 2H), 1.67-1.86 (m, 6H), 2.54 
(t, c7= 6.3 Hz, 2H). 2.87 (t, J= 6.3 Hz, 
2H), 3.93 (t, J= 7.5 Hz, 2H), 7.22 (s, 
IH). 


7-013 


n-Bu 


0.97 (t, J= 7.5 Hz, 3H), 1.38 (sextet, J 
= 7.5 Hz, 2H), 1,76 (quint. J= 7.5 Hz. 
2H), 2.15 (quint, «/= 6.0 Hz, 2H), 2.61 
(t, c/= 6.0 Hz, 2H), 3.06 (t, J = 6,0 Hz, 
2H), 3.46-3.58 (m, IH), 4.03 (t, J= 7.5 
Hz, 2H), 8.39 (s, IH). 


7-014 


^ w 

nBu 


0.98 (t, J^1,B Hz, 3H), 1.41 (sextet, J 
= 7.5 Hz, 2H), 1.75-1.90 (m, 6H), 2.60 
(t, J= 6.3 Hz, 2H), 2.87 (t, «/= 6.3 Hz, 
2H), 4.81 (t, «/= 7.5 Hz, 2H), 7.50 (s, 
IH). 


7-015 


nBu 


0.99 (t, J- 7.5 Hz, 3H), 1.44 (sextet, J 
= 7.5 Hz, 2H), 1.74 (quint, J= 3,3 Hz, 
4H). 1.87 (quint, </= 7.5 Hz, 2H), 2.62 
(br t, 6.3 Hz, 2H), 2.95 (br t, = 
6.3 Hz, 2H), 4,51 (t, e/= 7.5 Hz. 2H), 
7.53 (s, IH). 10.60 (s. IH). 


7-016 


1 

Bu 


0.99 (t, «/=7.2 Hz, 3H), 1.43 (sextet, J 
= 7.2 Hz, 2H), 1.71-1.95 (m, 6H), 2.66 
(br t, </ = 6,3 Hz, 2H), 2.83 (t, J = 6.3 
Hz, 2H), 4.58 (br t, J 7.2 Hz. 2H), 
4.79 (s, 2H), 7.61 (s, IH). 


7-017 


nBu 


0.99 (t. J= 7.5 Hz, 3H), 1.43 (sextet. J 
= 7.5 Hz, 2H), 1.70-1.95 (m, 6H), 2.62 
(t, J- 6.3 Hz, 2H), 3.01 (t, J= 6.3 Hz, 
2H), 4.58 (t, e/= 7.5 Hz, 2H), 5.05 (s, 
2H), 7.15-7.30 (m, 2H), 7.42 (dd, J = 
7.2 Hz, J= 1.8 Hz, IH), 7.48 (br s, 
IH), 7.60 (dd, c/= 7.2 Hz, e/= 1.8 Hz, 
IH). 


7-018 


nBu 


0.93 (t, </= 7.5 Hz, 3H), 1.32 (sextet, J 
= 7.5 Hz, 2H), 1.42-1.59 (m, 5H), 1.88 
(s, IH), 1.97-2.08 (m, 2H), 2.20-2.32 
(m, IH), 2.54-2.66 (m, IH), 3.06-3.19 
(m, 2H), 3.33-3.43 (m, 3H). 


7-019 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1.65 (quint, J= 7.5 Hz, 
2H), 1.71 (quint, 6.0 Hz, 2H), 1.85 
(quint, e/= 6.0 Hz, 2H), 2.52 (t, 6.0 
Hz, 2H), 2.68 (t, e/= 6.0 Hz, 2H), 4.00 
(t, «/= 7.8 Hz, 2H), 4.53 (s. 2H), 7.02 
(s, IH). 
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No. 


mm 


'H-NMR (CDCI3) 


7-020 


nBu 


= 7.5 Hz, 2H). 1.57-1.72 (m, 4H), 1.81 
(quint, */= 6.0 Hz, 2H), 2.45 (t, J= 6.0 
Hz, 2H), 2.66 (t, 6,0 Hz, 2H), 4.01 
(t, 7.8 Hz, 2H), 4.93 (s, 2H), 7.08- 
7,30 (m, 4H), 7.13 (s. IHV 


7-021 


nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.43 (sextet, J 
= 7.5 Hz, 2H), 1,59-1,73 (m, 4H), 1.81 
(quint, J= 6.0 Hz, 2H), 2.49 (t, J= 6,0 
Hz, 2H). 2.66 (t, J= 6.0 Hz, 2H), 4.01 

(quint d, c/= 7.5 Hz, 1.5 Hz, 2H). 7.40 
(s, IH), 7.42 (dd, c/= 7.5 Hz, 1.5 Hz, 
IH). 7.60 (dd, c/= 7.5 Hz. 1,5 Hz, IH). 


7-022 


nBu 


0.96 (t, </= 7.5 Hz, 3H), 1.42 (sextet, J 
= 7.5 Hz, 2H), 1.64 (quint, </= 7.5 Hz, 
2H), 1.70 (quint, c/= 6.0 Hz, 2H), 1.84 
Cauint = 6 0 Hz 2^ 2 53 Ct J - 6 0 
Hz, 2H), 2,67 (t, J= 6.0 Hz, 2H), 3.99 
(t, «7= 7.8 Hz, 2H), 4.12 (dt, e/= 6.0 Hz, 
1.5 Hz. 2H), 4.46 (s. 2H), 5,20 (dq, 
10.5 Hz, 1.8 Hz. IH), 5.33 (dq, J= 17.1 
Hz, 1.8 Hz, IH). 5.91-6.05 (m, IH), 7.19 
(Sr IH). 


7-023 


nBu 


0.99 (t, c7= 7.5 Hz, 3H), 1.46 (sextet, J 
= 7.5 Hz, 2H), 1.68 (quint, </= 7,5 Hz, 
2H), 1.74 (quint, J= 6.0 Hz, 2H), 1.88 
(quint, J= 6.0 Hz, 2H), 2.59 (t, «/= 6.0 
Hz, 2H), 2.76 (t, c/= 6.0 Hz, 2H), 4.05 
(t, J= 7.8 Hz, 2H), 7.76 (s, IH), 10.34 
(s. IH), 
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^111 



No. 






*xl-NMR (ODOls) 


10-001 




nBu 


0.99 (d, J= 7.3 Hz, 3H), 1.22- 
1.53 (m, 6H), 1.62-1.86 (m, 6H), 
2.36-2.42 (m, 6H), 2.64 (t, J= 6.0 
Hz, 2H), 2.89 (t, J= 6.3 Hz, 2H), 
3.48 (dt, J = 7.2, 6.9 Hz. 2H), 
3.72 (t, J = 4.8 Hz, 4H), 4.05- 
4 14 Cm 2H'i 8 29 (s 111) 10 1 
(t. J= 6.4 Hz. IH). 


10-002 




nBu 


0.98 (d, J= 7.3 Hz, 3H), 1.34- 
1.54 (m, '6H), 1.62-1.83 (m, 6H). 
2.65 (t, J= 6.0 Hz, 2H), 2.90 (t, J 
= 6.4 Hz. 2H), 4.05-4.20 (m, 2H), 
4.80 (d, J= 5.5 Hz, 2H), 7.16 (m, 
IH), 7.35 (d, J = 7.8 Hz, IH), 
7 64 (ddd ,7=78 78 18 H*?: 
IH), 8.34 (s, IH), 8,59 (dlike, 
IH). 10.6, (t. J= 5.5 Hz, IH). 


10-003 




nBu 


0.99 (d. J = 7.3 Hz. 3H), 1.34- 
1.53 (m, 6H), 1.60-1.90 (m, 6H), 
2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, J 
= 6.3 Hz. 2H), 2.94 (t, c/= 7.5 Hz, 
2H), 3.70 (dt, J = 7,5, 6.0 Hz, 
2H), 4.03-4.14 (m, 2H), 7.18-7.^0 
(m, 2H), 8.29 (s. IH). 8.50-8.52 
(m. 2H), 10.1 (t, ^^=6.0 Hz, IH). 


10-004 




nBu 


0 99 Cd «7 = 7 2 H7 3H^ 1 34- 
1.54 (m, 6H). 1.62-1.85 (m, 6H), 
2.66 (t, J= 6.0 Hz. 2H), 2.91 (t, J 
= 6.3 Hz, 2H), 4.12 (t. 7.3 Hz, 
2H), 4.65 (d, J = 5.8 Hz, 2H), 
7.28 (A2B2, J= 5.0 Hz. 2H), 8.53 
(s, IH). 8.54 (A2B2, e/ = 6.0 Hz, 
2H). 10.5 (t. J= 5.8 Hz. IH). 


10-005 




nBu 


0.99 (d, J= 7.3 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.60-1.82 (m, 6H), 
2.64 (t, c/= 6.1 Hz, 2H), 2.89 (t. J 
= 6.4 Hz, 2H), 2.94 (t. J= 7.5 Hz, 
2H), 3.68 (dt, J = 7.5, 6.3 Hz. 
2H), 4.04-4.14 (m, 2H), 7.23 (dd, 
j= 7.8, 4,6 Hz, IH), 7.59 (ddd, J 
= 7.8, 2.1, 1.5 Hz, IH), 8.29 (s, 
IH), 8.47 (dd, J = 7.8, 1.5 Hz. 
IH), 8.50 (d, J = 2.1 Hz, IH), 
10.1 (t, J=e,3 Hz. IH), 


10-006 




nBu 


0.98 (d, J = 7.3 Hz, 3H), 1.34- 
1.53 (m, 6H), 1.41 (s, 6H), 1.61- 
1.80 (m, 6H). 2.63 (t, J= 6.1 Hz, 
2H), 2.88 (t. c7= 6.4 Hz. 2H), 3.16 
(s. 2H), 4.06 (br.s. 2H), 6.88-6.94 
(m, 2H), 7.11-7.16 (m, 2H), 8.32 
(s. IH). 9.83 (br.s. IH). 
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^112 



No. 






^H-NMR (CDCla) 


10-007 


CI 


nBu 


0.98 (d, J= 7.2 Hz, 3H), 1.38-1.49 
(m, 6H), 1.51-1.80 (m, 6H), 2.64 (t, 
J= 6.4 Hz, 2H), 2.89 (t, c/= 6,4 Hz, 
2H), 4.10 (br.s, 2H), 4,73 (d, 5.8 
Hz, 2H). 7.16-7,25 (m, 4H), 7.35 (m, 
IH), 7.46 (m, IH), 8.32 (s, IH), 10.4 
Cbr.s, IH). 


10-008 


OMe 


nBu 


A OQ /A 7" — T Q tJrr QUTN 1 QT 1 Aft 

(m, 6H), 1.51-1.79 (m, 6H), 2.63 (t, 
J= 6.4 Hz, 2H), 2.87 (t, J= 6.4 Hz, 
2H), 3,88 (s, 3H), 4.09 (m, 2H), 4.65 
(d, 5.8 Hz, 2H), 6.85-6.93 (m, 
2H), 7.22 (dt, c7= 7.6, 1.8 Hz, IH), 
7 RE ((\r\ ,7=76 18 IW 8 .^2 

Cs. IH). 10.3 (br.s. IH). 


10-009 


Me 


nBu 


0.97 (d, 7.3 Hz, 3H), 1.38-1.50 
(m, 6H), 1.60-1.80 (m, 6H), 2.38 (s, 
3H), 2.64 (t, J= 6.1 Hz, 2H), 2.88 
(t, J= 6,4 Hz, 2H), 4.08 (m, 2H), 
4.63 (d, J= 5.5 Hz, 2H), 7.15-7.20 
(m. 3H). 7.33 (m. IH). 8.33 (s. IH). 
10.2 (br.s, IH). 


10-010 




nBu 


0.97 (d, </= 7.3 Hz, 3H), 1.36-1,50 
(m, 6H), 1.61-1.78 (m, 6H), 2.64 (t, 
«/= 6.1 Hz, 2H), 2.87 (t, J- 6.7 Hz, 
2H), 4.08 (br.s, 2H), 4.72 (d, J= 5.5 
Hz, 2H), 6.84-6.92 (m, 2H), 7.20 (m, 
IH), 8.32 (s, IH). 10.2 (br.s. IH). 


10-011 




nBu 


0.99 (t, J'= 7.2 Hz, 3H), 1.34-1.54 
(m, 4H), 1.47 (sextet, J = 7.2 Hz, 
2H), 1.65-1.81 (m, 6H), 2.63 (t, J = 
6.3 Hz, 2H), 2.89 (t, J = 6.3 Hz, 
2H), 3.71 (d, J= 6.3 Hz, 2H), 4,11 
(br t, «/= 7.2 Hz, 2H), 5.43 (dt, J = 
8.1 Hz, 6.0 Hz, IH), 7.26-7.70 (m, 
5H), 8.23 (s, IH), 10.74 (d, J= 8.1 
Hz. IH). 


10-012 


CH3C02H 


nBu 


0.99 (t, c7= 7.2 Hz, 3H), 1.34-1.56 
(m, 4H), 1.47 (sextet, J = 7.2 Hz, 
2H), 1.61-1.80 (m, 6H), 2.06 (s, 
3H), 2.63 (t, J= 6.3 Hz, 2H), 2.89 
(t, J= 6.3 Hz, 2H), 3.15 (d, J= 6.0 
Hz, 2H), 4.12 (br t, J= 7.2 Hz, 2H), 
5.25 (dt. J== 7.8 Hz, 6.0 Hz, IH), 
7.35-7.42 (m, 5H), 8.28 (s, IH), 
10.67 (d. J=8.4 Hz. IH). 
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No. 






^H-NMR (CDCla) 


10-013 




nBu 


1 00 Ct J= 7.5 Hz. 3H) 1.34- 
1.55 (m, 4H), 1.47 (sextet, J = 
7.5 Hz, 2H), 1.62-1.80 (m, 6H), 
2.01 (s, 3H), 2.63 (t, e/=6,0 Hz, 
2H), 2.78-3.06 (m, 4H), 2.88 (t, J 
= 6.0 Hz, 2H), 4.10 (br t. c/= 7.5 
Hz, 2H), 4.35-4.45 (m, IH), 
7.18-7.30 (m, 5H), 8.24 (s, IH), 
10.25 (d, er=7.8 Hz. IH). 


10-014 


AcHN^ 


nBu 


0.99 (t, «/= 7.5 Hz, 3H), 1.36- 
1 ,oo \in, *±rt}f i.fto ^sextet, «/ — 
7.5 Hz, 2H), 1.63-1.79 (m, 6H), 
1.97 (s, 3H), 2.64 (t, J=e.O Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 
3.70-3.81 (m, 2H), 4.09 (br t, J = 
7.5 Hz, 2H), 5.31-5.39 (m, IH), 
6.61 (br t, 4.5 Hz, IH), 7.28- 
7.44 (m, 5H), 8.28 (s, IH), 10.66 
(d. 7.5 Hz, IH). 


10-015 




nBu 


1.57 (m, 4H), 1.47 (sextet, J = 
7.2 Hz, 2H), 1.62-1.80 (m, 6H), 
2.64 (t, */= 6.0 Hz, 2H), 2.90 (s, 
3H), 2.90 (t, J^G.O Hz, 2H), 3.60 
(d, c/=6.6 Hz, 2H), 4.10 (brt, J = 
7.2 Hz, 2H), 5.38 (dt, J= 7.5 Hz, 
6.0 Hz, IH), 7.35-7.43 (m, 5H). 
8.29 (s, IH), 10.75 (d, J=9.0 Hz, 
IH). 


10-016 


CI 
CI 


nBu 


0.99 (d, e/= 7.3 Hz, 3H), 1.34- 
1.54 (m, 6H), 1.62-1.82 (m, 6H), 
2.65 (t, J= 6.0 Hz, 2H), 2.90 (t, J 
= 6.3 Hz, 2H), 4.06-4.17 (m, 2H), 
4.68 (d, J= 6.4 Hz, 2H), 7.16 (dd, 
J= 8.5, 2.4 Hz, IH), 7.28 (d, J = 
8.5 Hz, IH), 7.41 (d, J= 2.4 Hz. 
IH), 8,32 (s, IH), 10.5 (t, J= 6.4 
Hz. IH). 


10-017 




nBu 


1.01 (t, J = 7.3 Hz, 3H), 1.35- 
1.57 (m, 6H), 1.65-1.85 (m, 6H), 
2.69 (t, J= 6.0 Hz, 2H), 2.94 (t, J 
= 6.2 Hz, 2H), 4.08-4.20 (m, 2H), 
6.33 (s, IH), 6.48 (dd, J= 3.4, 1.8 
Hz, IH), 6.68 (d, c/= 3.4 Hz, IH), 
7.46 (m, IH), 8.35 (s, IH), 12.8 
(s. IH). 
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O 



"■-to 



No. 






^H-NMR (CDCls) 


10-018 




nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.37-1.57 (m, 
4H), 1.47 (sextet. J' = 7.5 Hz, 2H), 
1 fi1-1 ftO 9M\ 2 62 (t 6 0 Hz 
2H), 2.88 (t, J= 6.0 Hz, 2H), 2.94 (t, 
7.5 Hz, 2H), 3.23-8.33 (m, IH), 
3.45-3,55 (m, IH), 4.09 (br t, 7= 7.5 
Hz, 2H), 4.40-4.50 (m, IH), 4.53 (d, J 
= 6.0 Hz, 2H), 5.14-5.30 (m, 2H), 
5.52 (br s, IH), 5.82-5.96 (m, IH), 
7 17-7 28 5H^. 8.25 fs. IHV 10.18 
(d. J=7.5 Hz. IH). 


10-019 




nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.40 (s, 9H), 
1.41-1.55 (m, 4H), 1.47 (sextet, J = 
7.5 Hz, 2H), 1,64-1.80 (m, 6H), 2,62 
(t, J= 6,0 Hz, 2H), 2.88 (t, J ^ 6.0 
Hz, 2H), 2.88-3.00 (m, 2H), 3.18-3,28 
(m, IH), 3.38-3.48 (m, IH), 4.09 (br 
t, «/==7.5 Hz, 2H), 4.37-4.47 (m, IH). 
5 11 rt)r s. IH). 7.22-7.32 (m. 5H). 
8,25 (s, IH), 10.13 (d, J= 7.8 Hz, 
IH). 


10-020 


HNv, 

OA 


nBu 


1.00 (t, J=7.2 Hz, 3H), 1.36-1.81 (m, 
12H), 2.62 (t, J= 6.0 Hz, 2H), 2.74- 
3.04 (m, 6H), 3.21-3.37 (m, 2H), 4.09 
(br t, J= 7.2 Hz, 2H), 4.44-4.53 (m, 
IH), 5,06-5.17 (m, 2H), 5.08-5.95 (m, 
IH), 7.18-7.29 (m, 5H), 8.25 (s, IH), 
10,17 (br s. IH). 


10-021 


OA 


nBu 


1.00 (t, e/= 7.2 Hz, 3H), 1.36-1.52 (m, 
4H), 1.47 (sextet, J - 7.2 Hz, 2H), 
1.61-1.79 (m, 6H), 2.63 (t, J=6,0 Hz, 
2H), 2.88 (t, J= 6.0 Hz, 2H), 2,95- 
3.11 (m, 2H), 3.49-3.59 (m, IH), 
3.68-3.76 (m, IH), 4.10 (br t, «/= 7.2 
Hz, 2H), 4.51-4.64 (m, IH), 7.17-7.85 
(m, lOH), 7.92 (br s, IH), 8.27 (s, 
IH). 10,45 (d. ^=7.5 Hz. IH). 


10-022 


OA 


nBu 


1.00 (t, «/= 7.5 Hz, 3H), 1.36-1.57 (m, 
4H), 1.48 (sextet, *7 = 7.5 Hz, 2H), 
1.60-1.80 (m, 6H), 2.65 (t, c/=6.0 Hz, 
2H), 2.89 (t, */= 6.0 Hz, 2H), 2.96- 
3.12 (m, 2H), 3.46-3.56 (m, IH), 
3.70-3.79 (m, IH), 4.11 (br t, e7= 7.5 
Hz, 2H), 4.51-4.63 (m, IH), 7.17-7.39 
(m, 6H), 8.17 (d, */= 8.1 Hz, IH), 
8,28 (s, IH), 8.37 (br s, IH), 8.69 (d, 
J = 3.9 Hz, IH), 9.07 (br s, IH), 
10.52 (d. c/=7.2 Hz. IH). 
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Is 



No. 






^H-NMR (CDCla) 


10-023 




nBu 


1.01 (t, «/= 7.5 Hz, 3H), 1.39-1.59 (m, 
4H), 1.50 (sextet, 7,5 Hz, 2H), 
1.63-1.85 (m, 6H), 2.68 (t, */=6.0 Hz, 
2H), 2.94 (t, J= 6.0 Hz, 2H), 4.17 (br 
t, 7.5 Hz, 2H), 7.46-7,61 (m. 3H), 
8.11 (d, J'= 7.2 Hz, 2H), 8.42 (s, IH), 
13.76 (br s. IH). 


10-024 


H- 


nBu 


0 99 Ct «/=7 2Hz Sro 1.37-1.56 (m. 
4H), 1.47 (sextet, J= 7.2 Hz, 2H), 
1.63-1.81 (m, 6H), 2.64 (t, J=6.0 Hz, 
2H), 2.90 (t, J=6.0 Hz, 2H), 4.11 (t, 
c/= 7.2 Hz, 2H), 5.69 (br s, IH), 8.30 
(s. IH). 9.63 (br s. IH). 


10-025 


NH 


nBu 


1.00 (t, J=7.5 Hz, 3H), 1.37-1.84 (m, 
12H'i 2 69 ft = 6 0 Hz. 2H) 2.94 
(t, J= 6.0 Hz, 2H), 4.13 (br t, J= 7.5 
Hz, 2H), 7.50-7.53 (m, 3H), 8.00-8.08 
(m, 2H), 8.37 (s, IH), 13.04 (br s, 
IH). 


10-026 


s 


nBu 


1.00 (t, J= 7.2 Hz, 3H), 1.38-1.57 (m, 
4H), 1.48 (sextet, J= 7.2 Hz, 2H), 
1.63-1.87 (m, 6H), 2.68 (t, c/=6.0 Hz, 
2H), 2.94 (t, J== 6.0 Hz, 2H), 4.16 (br 
t, J=7.2 Hz, 2H), 7.40-7.56 (m, 3H), 
7.95 (d, «/= 7.2 Hz, 2H), 8.42 (s, IH), 
14.37 (br s. IH), 


10-027 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.38-1.56 (m, 
4H), 1.47 (sextet, «/ = 7.2 Hz, 2H), 
1.63-1.82 (m, 6H), 2.62 (t, J=6.0 Hz, 
2H), 2.90 (t, J= 6.0 Hz, 2H), 4.11 (br 
t, J= 7.2 Hz, 2H), 6.12 (br s, IH), 
7.39-7.51 (m, 3H), 7,75-7.79 (m, 2H), 
8,12 (s, IH). 


10-028 


...OMe 
N 


nBu 


1,01 (t, «/=7.5Hz, 3H), 1.37-1,58 (m, 
4H), 1.48 (sextet, 7.2 Hz, 2H). 
1.60-1.82 (m, 6H), 2.60 (t, t/=6.0 Hz, 
2H), 2.91 (t, J=6.0 Hz, 2H), 4.06 (s, 
3H), 4.17 (br t, c/ = 7.5 Hz, 2H), 
7.36-7.56 (m, 3H), 7.52-7.57 (m, 2H), 
8.23 (s, IH). 12.43 (br s. IH). 


10-029 




nBu 


1.01 (t, J=7.5 Hz, 3H), 1.37-1.55 (m, 
4H), 1.40 (t, J= 6,9 Hz, 3H), 1.48 
(sextet, J= 7.5 Hz, 2H), 1.60-1.83 
(m, 6H), 2.60 (t, c/= 6.0 Hz, 2H), 2.91 
(t, c/= 6.0 Hz, 2H), 4.17 (br t, </= 7.5 
Hz, 2H), 4.30 (q, c/ = 6.9 Hz, 2H), 
7.32-7.40 (m, 3H). 7.51-7.61 (m, 2H), 
8.23 (s, IH). 12.44 (br s. IH). 
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O 



No. 


R' 




^H-NMR (CDCI3) 


10-030 






1.37-1.53 (m, 4H), 1.56 (d, 7.2 Hz, 
3H), 1.61-1.79 (m, 4H), 2.65 (t, J= 6.0 
Hz, 2H), 2.72 (t, J= 6.3 Hz, 2H), 5.30 
(quint, J= 6.9 Hz, IH), 5.42 (br s, 2H), 
6.98 (d, J= 5.1 Hz, 2H), 7.26-7.41 (m, 
5H), 8.43 (s, IH), 8.58 (br s. 2H), 10.11 
(d. J= 7.8 Hz, IH). 


10-031 


HO^ 

\=/ 




1.37-1.80 (m, 8H), 2.67 (t, J= 6.0 Hz, 
2H), 2.74 (t, t/= 6.0 Hz, 2H). 3.07 (br t, J 
= 6.0 Hz, IH), 3.94 (t, = 6.0 Hz, 2H), 
5.30 (q, J= 6.9 Hz, IH), 5.45 (br s, 2H), 
6.99 (d, </= 5.4 Hz, 2H), 7.29-7.42 (m, 
5H), 8.44 (s, IH), 8.57 (d, J = 5.4 Hz, 
2H), 10.50 (d» J= 7.5 Hz. IH). 


10-032 




nBu 


0.96 (t, «/= 7.5 Hz, 3H), 1.37-1.58 (m, 
6H), 1.60-1.80 (m, 6H), 1.92-2.05 (m, 
IH), 2.62-2.73 (m, IH), 2.66 (t, J= 6.0 
Hz, 2H), 2.84-2.95 (m, IH), 2.89 (t, «/ = 
6.0 Hz, 2H), 2.99-3.09 (m, IH), 3.95-4.16 
(m, 2H), 5.68 (q, J= 7.5 Hz, IH), 7.15- 
7.29 (m, 3H), 7.36-7.40 (m, IH), 8.37 (s, 
IH). 10.25 (d. J= 8.4 Hz. IH), 


10-033 




nBu 


0.96 (t, J= 7.5 Hz, 3H), 1.35-1.56 (m, 
6H), 1.59-1.79 (m, 6H), 1.91-2.04 (m, 
IH), 2.62-2.72 (m, IH), 2.66 (t, J = 6.0 
Hz, 2H), 2.84-2.95 (m, IH), 2.89 (t, J = 
6.0 Hz, 2H), 2.99-3.09 (m, IH), 3.98-4.18 
(m, 2H), 5.68 (q, J = 7.5 Hz, IH), 7.15- 
7.26 (m, 3H), 7.36-7.40 (m. IH), 8.37 (s, 
IH). 10.25 (d, J= 8.1 Hz, IH). 


10-034 


Me 


nBu 


1.00 (t, J= 7.5 Hz, 3H), 1.38-1.56 (m, 
4H), 1.48 (sextet, J= 7.5 Hz, 2H), 1.63- 
1.83 (m, 6H), 2.65 (t, J = 6.0 Hz, 2H), 
2.91 (t, J'= 6.0 Hz, 2H), 3.29 (s, 3H), 
4.13 (t, J= 7.5 Hz, 2H), 6.82 (t, 7.5 
Hz, IH), 6.90 (d, J= 8.7 Hz, 2H), 7.22- 
7.27 (m, 2H), 8.34 (s, IH), 11.48 (br s, 
IH). 


10-036 


a 


nBu 


0.99 (t, «/= 7.2 Hz, 3H), 1.20-1.53 (m, 
12H), 1,59-1.80 (m, 8H), 1.95-2.01 (m, 
2H), 2.63 (t, J= 6.0 Hz, 2H), 2.88 (t, J = 
6.0 Hz, 2H), 3.91-4.02 (m, IH), 4.09 (br 
t, J= 7.2 Hz, 2H), 8.30 (s, IH), 9.88 (d, J 
= 7.5 Hz. IH). 


10-036 




nBu 


0,99 (t, J= 7,2 Hz, 3H). 1.13-1.30 (m, 
2H), 1.36-1.83 (m, 21H), 2.66 (t, c/= 6.0 
Hz, 2H), 2.88 (t, c/= 6.0 Hz, 2H), 3.28 (t, 
«/= 6.0 Hz, 2H), 4.10 (br t, 7.B Hz, 
2H). 8.31 (s, IH), 9.98 (br s. IH). 
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^H-NMR (CDCI3) 


10-037 


Me 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.36-1.53 (m, 
6H), 1.62-1.81 (m, 6H), 2.64 (t, J=6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 2.98 
(d, J= 3.6 Hz, 3H), 4.10 (br t, J = 7.2 
Hz. 2H), 8.31 (s, IH), 9.85 (br s, IH). 


10-038 


Et 


nBu 


0.99 (t, J== 7.2 Hz, 3H), 1.24 (t, J - 7.2 
Hz, 3H), 1.34-1.54 (m, 4H), 1.47 
(sextet, J= 7.2 Hz, 2H), 1.63-1.80 (m, 
6H), 2.64 (t, 6.0 Hz, 2H), 2.89 (t, 
6.0 Hz, 2H), 3.42-3.51 (m, 2H), 4.10 (br 
t, 7.2 Hz, 2H), 8.31 (s, IH), 9.90 (br 
s, IH). 


10-039 


iPr 


nBu 


0.99 (t, e/= 7.2 Hz, 3H). 1.26 (d, e/= 6.9 
Hz. 6H), 1.34-1.52 (m, 4H), 1.47 
(sextet, J - 7.2 Hz, 2H), 1.60-1.80 (m, 
6H), 2.65 (t, «/= 6.0 Hz, 2H), 2.88 (t, e/= 
6.0 Hz, 2H), 4.09 (br t, c/= 7.2 Hz, 2H), 
4.25 (sextet. J= 6.6 Hz, IH), 8.31 (s, 
IH), 9.82 (br s, IH). 


10-040 


tBu 


riBu 


0.99 (t, e7= 7.5 Hz, 3H), 1.35-1.56 (m, 
6H), 1.47 (s, 9H), 1.61-1.79 (m, 6H), 
2.62 (t, J= 6,0 Hz, 2H), 2.88 (t. J= 6.0 
Hz, 2H), 4.09 (br t, </ = 7.5 Hz, 2H), 
8.30 (s, IH), 9.92 (br s, IH). 


10-041 


>r 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.01 (s, 9H), 
1.36-1.57 (m, 6H), 1.62-1.80 (m, 6H), 
2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, J= 6.0 
Hz, 2H), 3.27 (t, J= 6.0 Hz, 2H), 4.12 
(br t, 7.5 Hz, 2H), 8.32 (s, IH), 1010 
(br s. IH). 


10-042 




nBu 


0.99 (t, */= 7.5 Hz, 3H), 1.38-1.54 (m, 
6H), 1.62-1.83 (m, 6H), 2.67 (t, c7= 6.0 
Hz, 2H), 2.92 (t, 6.0 Hz, 2H), 4.14 
(br t, J = 7.5 Hz, 2H), 7.15-7.30 (m, 
2H), 7.47-7.56 (m. IH), 7.96 (td, J =7,8 
Hz, 1.5 Hz. IH), 8.38 (s, IH), 13.37 (br 
s. IH). 


10-043 




nBu 


1.02 (t, J- 7.2 Hz, 3H), 1.40-1.58 (m, 
6H), 1.67-1.85 (m, 6H), 2.69 (t, 6.0 
Hz, 2H), 2.94 (t, </= 6.0 Hz, 2H), 4.18 
(br t, J = 7.2 Hz, 2H), 7.25-7.32 (m, 
IH), 7.47-7.55 (m, IH), 7.80 (dt, e/= 9.6 
Hz, 2.4 Hz, IH), 7.89 (t, J = 7.8 Hz, 
IH). 8.41 (s. IH). 13.84 (br s. IH). 


10-044 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.39-1.62 (m, 
6H), 1.66-1.89 (m, 6H), 2.69 (t, c/= 6.0 
Hz, 2H), 2.94 (t, c/= 6.0 Hz, 2H), 4.17 
(br t, J= 7.5 Hz, 2H), 7.20 (t, J =9.0 
Hz, 2H). 8.11-8.16 (m, 2H), 8.42 (s, 
IH). 13.79 (br s. IH). 
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10-046 




nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.38-1.54 (m, 
6H), 1.62-1.83 (m, 6H), 2.63 (t, 6.0 
Hz, 2H), 2.91 (t, */= 6.0 Hz, 2H), 4.12 (br 
t, c/= 7.5 Hz, 2H), 6.96 (t, J= 7.8 Hz, 
2H), 7.34-7.44 (m, IH), 8.29 (s, IH), 
13.18 (br s, IH). 


10-046 




nBu 


1.02 (t, J= 7.2 Hz, 3H), 1.39-1.56 (m, 
6H), 1.67-1.85 (m, 6H), 2.69 (t, J = 6.0 
Hz, 2H), 2.94 (t, 6,0 Hz, 2H), 4.17 (br 
t, J= 7.2 Hz, 2H), 7.32 (dt, J= 9.0 Hz. 
1.2 Hz, IH), 7.86-8.01 (m, 2H), 8.41 (s, 
IH), 13.88 (br s. IH). 


10-047 


F F 


nBu 


1.02 (t, J= 7.2 Hz, 3H), 1.42-1.57 (m, 
6H), 1.63-1.82 (m, 6H), 2.66 (t, 6.0 
Hz, 2H), 2.96 (t, c/= 6.0 Hz, 2H), 4.15 (br 
t, «/= 7.2 Hz, 2H), 8.25 (s, IH), 13.37 (br 
s. IH). 


10-048 


FsC O 


nBu 


1.03 (t, J= 7.6 Hz, 3H), 1.40-1.55 (m, 
6H), 1.68-1,87 (m, 6H), 2.70 (t, J= 6.0 
Hz, 2H), 2.96 (t, J= 6.0 Hz, 2H), 4.20 (br 
t, J= 7.5 Hz, 2H), 8.08 (s, IH). 8.41 (s, 
IH). 8.57 (s. 2H), 14.30 (br s, IH). 


10-049 




nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.01-1.34 (m, 
6H), 1.18 (d. c7=6.9 Hz, 3H), 1.37-1.57 
(m, 8H), 1.62-1.88 (m, 9H), 2.63 (t, = 
6.0 Hz, 2H), 2.88 (t, J = 6.0 Hz, 2H), 
3.99-4.10 (m, 2H), 4.05-4.21 (m, IH), 
8.30 (s. IH). 9.88 (d. J=9.0 Hz, IH). 


10-050 




nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.01-1.32 (m. 
6H), 1.18 (d, </= 6.6 Hz, 3H), 1.34-1.52 
(m, 8H), 1.62-1.86 (m, 9H), 2.63 (t, J = 
6.0 Hz, 2H), 2.88 (t, J = 6.0 Hz, 2H), 
4.01-4.11 (m, 2H), 4.05-4.22 (m, IH), 
8.30 (s. IH). 9.88 (d. J= 8.4 Hz. IH). 


10-051 




nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.36-1.55 (m, 
4H), 1.48 (sextet, «/= 7.2 Hz, 2H), 1.65- 
1.82 (m, 6H), 2.65 (t, J= 6.0 Hz, 2H), 
2.90 (t, c/= 6.0 Hz, 2H), 4.16 (br t, 
7.2 Hz, 2H), 4.97 (d, J = 4.2 Hz, 2H), 
7.47-7.63 (m, 3H), 8.02-8.06 (m, 2H), 
8.31 (s. IH). 10.81 (br s, IH). 


10-052 


OH 

cr 


nBu 


0,99 (t, J= 7.5 Hz, 3H), 1.28-1.55 (m, 
12H), 1.59-1.80 (m, lOH), 1.99 (br s, 
IH), 2.64 (t, J= 6.0 Hz, 2H). 2.89 (t, J = 
6.0 Hz, 2H), 3.47 (d, J = 6.3 Hz, 2H), 
4.11 (br t, c/= 7.5 Hz, 2H), 8.30 (s, IH), 
10.27 (br s, IH). 
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mi 1 9 



No. 






^H-NMR (CDCI3) 


10-053 




nBu 


0.99 (t, </= 7.5 Hz, 3H), 1.35-1.80 (m, 
14H), 1.46 (sextet, 7.5 Hz, 2H), 
2.00 (br s, 4H), 2,64 (t, 6.0 Hz, 
2H), 2.88 (t, c7= 6.0 Hz, 2H), 3.94 (d, J 
= 6.0 Hz, 2H), 4.10 (br t, */= 7.5 Hz. 
2H), 5.63 (br s, IH), 8.31 (s, IH), 9,97 
(br s. IH). 


10-054 




nBu 


1.00 (t, </= 7.2 Hz, 3H), 1.35-1.79 (m, 
lOH), 1.47 (sextet, J = 7.2 Hz, 2H), 
2.64 (t, 6.0 Hz, 2H), 2.90 (t, «/= 6.0 
Hz, 2H), 3.79 (d, J= 6.0 Hz, 2H), 4.13 
(br t, c/ = 7.2 Hz, 2H), 5.52-5.59 (m, 
IH), 7.26-7.45 (m, 5H), 8.32 (br s. 
IH), 10.80 (br s. IH). 


10-055 


NC 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.36-1.79 (m, 
lOH), 1.45 (sextet, J = 7.5 Hz, 2H), 
2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, 6.0 
Hz, 2H), 3.03 (dd, «/= 6.0 Hz, 2.4 Hz, 
2H), 4.10 (br t, J- 7.5 Hz, 2H), 5.47 
(q, J=6.6 Hz, IH), 7.31-7.50 (m, 5H), 
8.28 (s. IH). 10.82 (d, J= 7.5 Hz, IH). 


10-056 




nBu 


0.96 (t, J= 7.5 Hz, 3H), 1.38-1.79 (m, 
12H), 2.66 (t, c7= 6.0 Hz, 2H), 2.89 (t, 
J =6.0 Hz, 2H), 3.04, 3.21 (ABx, = 
16.2 Hz, 3.0 Hz, 2H), 4.07 (br t, J = 
7.5 Hz, 2H), 4.74-4.80 (m, IH), 5.56 
(dd, c/= 7.2 Hz, 5.1 Hz, IH), 7.20-7.30 
(m, 3H), 7.34-7.39 (m, IH), 8.35 (s, 
IH). 10.43 (d. e/=7.2 Hz. IH). 


10-057 




nBu 


0.96 (t, J= 7.5 Hz, 3H), 1.35-1.81 (m, 
12H), 2.66 (t, J= 6.0 Hz, 2H), 2.90 (t, 
6.0 Hz, 2H), 3.04, 3.21 (ABx, J = 
16.2 Hz, 3.0 Hz, 2H), 4.07 (br t, «7 = 
7.5 Hz, 2H), 4.77 (sextet, J = 3.0 Hz, 
IH), 5.56 (dd, c/= 7.2 Hz, 5.1 Hz, IH), 
7.23-7.32 (m, 3H), 7.35-7.39 (m, IH), 
8.35 (s. IH), 10.44 (d, </= 7.5 Hz, IH). 


10-058 




nBu 


0.96 (t, </= 7.5 Hz. 3H), 0.99 (t, 7.5 
Hz, 8H), 1.35-1.53 (m, 4H), 1.46 
(sextet. «;= 7.5 Hz, 2H), 1.64-1.79 (m. 
6H), 1.85-1.98 (m, 2H), 2.61 (t, c/=6.0 
Hz, 2H), 2.88 (t, </= 6.0 Hz, 2H), 4.11 
(br t, J= 7.5 Hz, 2H), 5.08 (q, c7= 7.5 
Hz, IH), 7.18-7.40 (m, 5H), 8,27 (s, 
IH). 10.40 (d. c7= 7.8 Hz. IH). 
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0 

\- 


oo 

n 


No. 


R 


r 




^H-NMR (CDCI3) 


10-059 




nBu 


0.96 (t, J= 7,5 Hz, 3H), 0.99 (t, J= 7.5 
Hz, 3H), 1.35-1.52 (m. 4H), 1.46 
(sextet, 7.5 Hz, 2H), 1.61-1.79 (m, 
6H), 1.84-1.98 (m, 2H), 2.61 (t, e/= 6.0 
Hz, 2H), 2.88 (t, «/= 6.0 Hz, 2H), 4.10 
(br t, J= 7.5 Hz, 2H), 5.08 (q, 7.5 
Hz, IH), 7.18-7.40 (m, 5H), 8.27 (s, 
IH), 10.40 (d, «7=7.8 Hz. IH). 


10-060 






nBu 


0.96 (t, 7.2 Hz, 3H), 1.35-1.56 (m, 
4H), 1.42 (sextet, J = 7,2 Hz, 2H), 
1.59-1.80 (m, 6H), 2.67 (t, 6.0 Hz, 
2H), 2.90 (t, J= 6.0 Hz, 2H), 3.04 (s, 
3H), 3.28-3.43 (m, 2H), 3.97-4.09 (m, 
2H), 5.58 (td, J= 4.5 Hz, 1.5 Hz, IH), 
5.90 (dd, J = 7.5 Hz, 4.5 Hz, IH), 
7,18-7.35 (m, 4H), 8.35 (s, IH), 10.64 
(d. c7'=8.4 Hz, IH). 


J.U-UDX 




Ml i J U. 


0.96 (t, «/= 7.6 Hz, 3H), 1.35-1,56 (m, 
4H), 1.42 (sextet, J = 7.5 Hz, 2H), 
1.61-1.81 (m, 6H), 2.67 (t, J= 6.0 Hz, 
2H), 2.90 (t, J= 6.0 Hz, 2H), 3.04 (s, 
3H), 3.28-3.44 (m, 2H), 3.92-4.09 (m, 
2H), 5.58 (td, c/= 4.5 Hz, 1.5 Hz, IH), 
5.90 (dd, J = 7.5 Hz, 4.5 Hz, IH), 
7.20-7.35 (m, 4H), 8.35 (s, IH), 10.64 
(d, 8.4 Hz, IH). 


10-062 


6 




nBu 


0.97 (t, J= 7.2 Hz, 3H), 1.36-1.54 (m, 
6H), 1.61-1.80 (m, 6H), 2.66 (t, e7=6.0 
Hz, 2H), 2.90 (t, «;'=6.0 Hz, 2H), 2.95, 
3.34 (ABx, J= 7.8 Hz, 2H), 3.98-4.10 
(m, 2H), 4.23 (q, J= 7.2 Hz, IH), 5.65 
(t, *7= 7.2 Hz, IH), 7.19-7.32 (m, 4H), 
8.39 (s. IH). 10.36 (d. J= 8.4 Hz. IH). 


10-063 




nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.36-1.54 (m, 
6H), 1.61-1.81 (m, 6H), 2.66 (t, J=6.0 
Hz, 2H), 2.90 (t, J=6.0 Hz, 2H), 2.95, 
3.34 (ABx, */= 7.5 Hz, 2H), 3.98-4.10 
(m, 2H), 4.23 (q, c/= 7.2 Hz, IH), 5.65 
(t, J= 7.2 Hz, IH), 7.19-7.32 (m, 4H), 
8.39 (s. IH). 10.36 (d, «/= 8.4 Hz, IH). 


10-064 


OH 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.36-1.52 (m, 
6H), 1.63-1.80 (m, 6H), 1.99 (br s, 
IH), 2.62 (t, J= 6.0 Hz. 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.36 (s, 3H), 3.45, 3.58 
(ABx, 5.4 Hz, 4.2 Hz, 2H), 4.02- 
4.21 (m, 2H), 4.33-4.41 (m, IH), 5.03 
(d, «/= 5.1 Hz, IH), 7.26-7.35 (m, 3H), 
7.42-7.46 (m, 2H), 8.25 (s, IH), 10.62 
(d. J =7.8 Hz. IH). 
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^12 1 

O 



No. 






*H-NMR (CDCls) 


10-065 


CI 


Bu 


1.00 (t, 7.2 Hz, 3H), 1.35-1,53 (m, 
6H), 1.61-1.80 (m, 6H), 2.62 (t, J= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.31, 
3.57 (ABx, «/= 5.4 Hz, 4.2 Hz, 2H), 
3.34 (s, 3H). 4.12 (br t, c/ = 7.2 Hz, 
2H), 4.76-4.85 (m, IH), 5.36 (d, J = 
5.4 Hz, IH), 7.26-7.35 (m, 3H), 7.45- 
7.49 (m, 2H), 8.24 (s, IH), 10.53 (d, J 
= 8.1 Hz. IH). 


10-066 


Et 


Bu 


0.95 (t, J= 7.5 Hz, 3HX2), 0.99 (t, «/ = 
7.5 Hz, 3H), 1.35-1.79 (m, 16H), 2.63 
(t, 6.0 Hz, 2H), 2.88 (t, 6.0 Hz, 
2H), 3.92-4.05 (m, IH), 4.10 (br t, J = 
7.2 Hz, 2H), 8.31 (s, IH), 9.76 (d, J = 
7.5 Hz, IH). 


10-067 


o 


Bu 


0.98 (t, 7.5 Hz, 3H), 1.34-1.51 (m, 
6H), 1.61-1.79 (m, 6H), 2.62 (t, c/= 6.0 
Hz, 2H), 2.88 (t. er=6.0 Hz, 2H). 3.31, 
(s, 3H), 3.79-3,90 (m, 2H), 4.11 (br t, J 
= 7.5 Hz, 2H), 5.87-5.94 (m, IH), 
7.45-7.62 (m, 3H), 8.05-8.09 (m, 2H), 
8.26 (s, IH), 10.80 (d, 7.8 Hz, IH). 


1 n nasi 




n J 


1.35 (quint, J = 6.0 Hz, 2H), 1.48 
(quint, c/= 6.0 Hz, 2H), 1.58 (d, J = 
6.9 Hz, 3H), 1.61-1.75 (m, 4H), 2.64 
(t, J= 6.0 Hz, 2H), 3.04 (t, J= 6.0 Hz, 
2H), 3.31 (s, 3H), 3.70 (t, c/= 5.4 Hz, 
2H), 4.26-4.42 (m, 2H), 5.31 (quint, J 
= 7.2 Hz, IH), 7.22-7.44 (m, 5H), 8.32 
(s. IH), 10.29 (d. J= 7.8 Hz. IH). 


10-069 






0.98-1.54 (m. 8H). 1.18 (d, c/= 6.6 Hz, 
3H), 1.61-1.85 (m, IIH), 2.65 (t, J = 
6.0 Hz, 2H), 3.04 (t, J= 6.0 Hz, 2H), 
3.31 (s, 3H), 3.70 (t, J= 6.0 Hz, 2H), 
4.00-4.14 (m, IH), 4.25-4.43 (m. 2H), 
8.33 (s, IH), 9.81 (d, «/= 8.7 Hz. IH). 


10-070 


MeO^ 
OMs 


nBu 


1.00 (t, J'= 7.2 Hz, 3H), 1.34-1.53 (m, 
6H). 1.63-1.80 (m, 6H). 2.62 (t, J=6.0 
Hz, 2H), 2.83(s, 3H). 2.88 (t, «/= 6.0 
Hz, 2H), 3.22, 3.50 (ABx, 4.8 Hz, 
2H), 3.32 (s, 3H), 4.02-4.21 (m, 2H), 
4.68-4.78 (m, IH), 5,86 (d, <7= 6.9 Hz, 
IH), 7.32-7.49 (m, 5H), 8.23 (s, IH), 
10.50 (d, «/=9.6 Hz, IH). 
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mi 2 2 









0 

0^ 


CO 


No. 






^H-NMR (CDCI3) 


10-071 


MeO^ 


nBu 


0.99 (t, 7.2 Hz, 3H), 1.33- 
1.50 (m, 6H), 1.62-1.79 (m, 6H), 
2.60 (t, J= 6.0 Hz. 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 3.38, 3.68 (ABx, J 
= 4.8 Hz, 2H), 3.36 (s, 3H), 4.01- 
4.19 (m, 2H), 4.60-4.69 (m, IH), 
5.01 (d, J= 7.2 Hz, IH), 7.28- 
7.45 (m, 5H), 8.20 (s, IH), 10.25 
(d, J= 7.2 Hz, IH). 


10-072 


HO^ 
OH 


nBu 


0.99 (t, J= 7,2 Hz, 3H), 1.35- 
1.52 (m, 6H), 1.62-1.80 (m, 6H), 
2.63 (t, J- 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 3.77, 3.87 (ABx, J 
= 6.6 Hz, 4.8 Hz, 2H), 4.11 (br t, 

7.2 Hz, 2H), 4.25 (quint, 
4.8 Hz, IH), 5.07 (d, J= 6.0 Hz, 
IH), 7.26-7.36 (m, 3H), 7.44-7.48 
(m, 2H), 8.27 (s. IH), 10.70 (d, J 
= 5.4 Hz, IH). 


10-073 


OH 


nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.38- 
1.54 (m, 6H), 1.61-1.80 (m, 6H), 
2.63 (t, 6,0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 3.77, 3.87 (ABx, J 
= 6.6 Hz, 4.5 Hz, 2H), 4.08-4.16 
(m, 2H), 4.25 (quint, J= 6.0 Hz, 
IH), 5.07 (d, J = 5.4 Hz, IH), 
7.23-7.36 (m, 3H), 7.44-7.49 (m, 
2H), 8.28 (s, IH), 10.70 (d, J = 
6.6 Hz, IH). 


10-074 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.32- 
1.54 (m, 4H), 1.46 (sextet, J = 
7.5 Hz, 2H), 1.61-1.78 (m, 6H), 
2.57 (t, J= 6.0 Hz. 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 4,03-4.22 (m, 2H), 
4.12, 5.32 (ABx, J= 12.0 Hz, 1.5 
Hz, 2H), 4.60 (dd, J= 9.0 Hz, 1.5 
Hz, IH), 6.32 (d, */= 1.5 Hz, IH), 
7.24-7,32 (m, 3H), 7.38-7.42 (m, 
2H), 8.09 (s, IH), 10.97 (d, J = 
8.7 Hz. IH). 


10-075 


0 


nBu 


1.01 (t, J= 7.6 Hz, 3H), 1.35- 
1.66 (m, 4H), 1.45 (sextet, J = 
7.5 Hz, 2H), 1.61-1,79 (m, 6H), 
2.57 (t, 6.0 Hz, 2H), 2.86 (t, J 
= 6.0 Hz, 2H), 4.02-4.23 (m, 2H), 
4.12, 5.32 (ABx, J = 9.9 Hz, 1.5 
Hz, 2H), 4.56-4.63 (m, IH), 6.32 
(d, e/= 1.8 Hz, IH), 7.24-7.32 (m, 
3H), 7.38-7.42 (m, 2H), 8.09 (s, 
IH). 10.97 (d. e/=8.7 Hz. im. 
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'5 



No. 






^H-NMR (CDCls) 


10-076 


a/ 

OH 


nBu 


0.99 (t, 7.5 Hz, 3H), 1.38-1.52 (m, 
4H). 1.45 (sextet, J= 7.6 Hz, 2H), 
1.63-1,79 (m, 6H), 2.63 (t, 6.0 Hz, 
2H), 2.89 (t, J = 6,0 Hz, 2H), 3.55, 
3.77 (ABx, J= 6.0 Hz, 5.1 Hz, 2H), 
3.73 (br s, IH), 4.03-4.19 (m, 2H), 
4.43-4.52 (m, IH), 5.10 (d, J^S.O Hz, 
IH), 7.26-7.37 (m, 3H), 7.46-7.50 (m, 
2H), 8.25 (s, IH), 10.67 (d, .7=8.1 Hz, 
IH). • 


10-077 




nBu 


0.05 (s, 3H), 0.06 (s, 3H), 0.93 (s, 9H), 
0.98 (t, J- 7.5 Hz, 3H), 1.33-1.51 (m, 
6H), 1.62-1.79 (m. 6H), 1.90 (br s, 
IH), 2.61 (t, J= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.73, 3.82 (ABx, J= 6.0 
Hz, 4.5 Hz, 2H), 4,01-4.19 (m. 2H), 
4.26 (sextet, J= 4.5 Hz, IH), 5.10 (d, 
J= 5.4 Hz, IH), 7.24-7.33 (m, 3H), 
7,43-7.48 (m, 2H), 8.22 (s, IH), 10.71 
(d. «/= 7.5 Hz, IH). 


10-078 


OH 


nBu 


0.05 (s, 3H), 0.06 (s, 3H), 0.93 (s, 9H), 
0.99 (t, J= 7.5 Hz, 3H), 1,33-1.50 (m, 
6H), 1.62-1.79 (m, 6H), 2.05 (br s, 
IH), 2.61 (t, J= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.73, 3.82 (ABx, J= 6.0 
Hz, 4.5 Hz. 2H), 4.02-4.20 (m, 2H), 
4.27 (sextet, J= 4.5 Hz, IH), 5.10 (d, 
4,8 Hz, IH), 7.22-7.34 (m, 3H), 
7.44-7.47 (m, 2H), 8.22 (s, IH), 10.72 
(d, J= 8.1 Hz, IH). 


10-079 




nBu 


0.97 (t, c/= 7.5 Hz, 3H), 1.37-1.52 (m, 
6H), 1.61-1.80 (m, 6H), 2.03 (s. 3H), 
2.67 (t, */= 6.0 Hz, 2H), 2.91 (t, J= 6.0 
Hz, 2H), 3.06, 3.40 (ABx, t/= 9.0 Hz, 
7.2 Hz, 2H), 3.74 (quint, J= 7.5 Hz, 
IH), 3.99-4.21 (m, 2H), 5.46 (t, c/= 6.9 
Hz, IH), 7,22-7.29 (m, 3H), 7.33-7.38 
(m, IH), 8.33 (s, IH), 10.60 (d, 6,3 
Hz. IH), 


10-080 




nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.37-1.54 (m, 
6H), 1.61-1.78 (m, 6H), 2.01 (s, 3H), 
2.67 (t, e/= 6.0 Hz, 2H), 2.91 (t, J= 6.0 
Hz. 2H), 3.11, 3.41 (ABx, e/=9.0 Hz, 
7.5 Hz, 2H), 3.76 (quint, J= 7.5 Hz, 
IH), 3.99-4.23 (m, 2H). 5.48 (t, J= 6.6 
Hz, IH), 7.21-7.30 (m, 3H), 7.34-7.38 
(m, IH), 8.32 (s, IH), 10.64 (d, «/= 6.0 
Hz. IH). 
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No. 






^H-NMR (CDCla) 


10-081 




nBu 


0.97 (t, J= 7.5 Hz, 3H), 1,37-1.57 (m, 
6H), 1.62-1.81 (m, 6H), 2.02 (s, 3H), 
2.67 (t, J= 6.0 Hz, 2H), 2.71, 3.68 
(ABx, J= 15.6 Hz, 7.8 Hz, 2H), 2.91 
(t, «/= 6.0 Hz, 2H), 3.92-4.07 (m, IH), 
4.11-4.27 (m, 2H), 5.60 (t, 7= 9.0 Hz, 
IH). 7.21-7.35 (m, 5H), 8.31 (s, IH), 
10.66 (d, J= 8.1 Hz, IH). 


10-082 


6^ 


nBu 


0.97 (t, J= 7.5 Hz, 3H), 1.38-1.58 (m, 
6H), 1.66-1.82 (m, 6H), 2.02 (s. 3H), 

2.67 (t, c7= 6.0 Hz, 2H), 2.71, 3.68 
(ABx, J= 15.6 Hz, 7.8 Hz, 2H), 2.91 
(t, J= 6.0 Hz, 2H), 3.92-4.06 (m, IH), 
4.12-4.28 (m, 2H), 5.60 (t, c/= 9.0 Hz, 
IH), 7.20-7.34 (m, 5H), 8.31 (s, IH), 
10.66 (d, </= 7.8 Hz, IH). 


10-083 




nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.17 (t, e/= 7.5 
Hz, 6H), 1.37-1.56 (m, 4H), 1.44 
(sextet, 7.5 Hz, 2H), 1.63-1.80 (m, 
6H), 2.43 (quint. J= 7.2 Hz, IH), 2.67 
(t, «/= 6,0 Hz, 2H), 2.70, 3.71 (ABx, J 
= 15.6 Hz, 7.8 Hz, 2H), 2.91 (t, c/= 6.0 
Hz, 2H), 3.98-4.06 (m, IH), 4.13-4.21 
(m, 2H), 5.60 (t, J = 9.0 Hz, IH), 
7.22-7.37 (m, 5H), 8.31 (s, IH), 10.65 
Cd. e/= 7.5 Hz, IH), 


10-084 


OA 

0 


nBu 


0.98 (t, J= 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1.62-1.80 (m, 6H), 2.64 (t, J= 6.0 
Hz, 2H), 2.90 (t, 6.0 Hz, 2H), 3.94. 
4.14 (ABx, J= 12.0 Hz, 6.0 Hz. 2H), 
4.08-4.18 (m, 2H), 5.76-5.82 (m, IH), 
7.47-7.53 (m, 2H), 7.57-7.63 (m, IH), 
8.08-8,11 (m, 2H), 8.29 (s, IH), 11.13 
(d. J= 6.6 Hz. IH). 


10-085 


0 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.37-1.56 (m, 
6H), 1.61-1,80 (m, 6H), 2.65 (t, 6.0 
Hz, 2H), 2.90 (t, J^=6,0 Hz, 2H), 3.94, 
4.14 (ABx, J= 12.0 Hz, 6.0 Hz, 2H), 
4.08-4.18 (m, 2H), 5.77-5.83 (m, IH), 
7.48-7.53 (m, 2H), 7.57-7.65 (m, IH), 
8.08-8.12 (m, 2H), 8.30 (s, IH), 11.14 
(d. J= 6.6 Hz. IH). 


10-086 


a/ 

0 


nBu 


0.98 (t. J= 7.5 Hz, 3H), 1.38-1.53 (m, 
6H), 1.66-1.81 (m, 6H), 2.64 (t, c/= 6.0 
Hz, 2H), 2.89 (t, J=e,0 Hz, 2H), 3.89, 
4.11 (ABx, 11.4 Hz, 5.1 Hz, 2H), 
4.08-4.19 (m, 2H), 6.01-6.08 (m, IH), 
7,46-7.53 (m, 2H), 7.57-7.63 (m, IH), 
8,04-8.08 (m, 2H), 8.28 (s, IH), 10.92 
(d. 7.5 Hz, IH). 
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"to 



No. 






^H-NMR (CDCls) 


10-087 


0 


nBu 


0.98 (t, «/= 7.5 Hz. 3H), 1.36-1.51 (m, 
6H), 1.62-1.79 (m, 6H), 2.64 (t, J= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.90, 
4.11 (ABx, 11.4 Hz, 5.1 Hz, 2H), 
4.08-4.19 (m, 2H), 6.00-6.08 (ra, IH). 
7.45-7.53 (m, 2H), 7.56-7.63 (m, IH). 
8.03-8.07 (m, 2H), 8.28 (s, IH), 10.92 
(d, J= 7.8 Hz. IH), 


10-088 


0 


nBu 


0.98 (t, J= 7.5 Hz, 3H). 1.38-1.54 (m, 
6H), 1.64-1.80 (m, 6H), 2.66 (t, J= 6.0 
Hz, 2H), 2.91 (t, J= 6.0 Hz, 2H), 4.17 
(br t, J= 7.5 Hz, 2H), 5.58 (s, IH), 
7.10 (s, IH), 7.42-7.49 (m, 2H), 7.53- 
7.59 (m, IH), 7.77-7.82 (m, 2H), 8.31 
(s, IH), 12.52 (br s, IH). 


10-089 




nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.37-1.55 (m, 
6H), 1.60-1.81 (m, 6H), 2.63 (t, J= 6.0 
Hz, 2H), 2.89 (t, J=e,0 Hz. 2H), 3.91 
(d, J= 6.0 Hz, 2H), 4.12 (br t, J= 7.5 
Hz, 2H), 6.51-5.58 (m, IH), 7.27-7.48 
(m, 5H), 8.29 (s, IH), 10.77 (d, c/=8.1 
Hz. IH). 


10-090 


CI 


nBu 


0.98 (t, t/= 7.5 Hz, 3HX2/5), 0.99 (t, J 
= 7.5 Hz, 3H X 3/5), 1.36-1.79 (m, 
12H). 2.61 (t, J= 6.0 Hz, 2HX2/5), 
2.62 (t, e/= 6.0 Hz. 2HX3/5), 2.87 (t, J 
= 6 0 Hz 2H X 2/5^^. 2 88 (t J= 6 0 Hz 
2HX3/5). 3.52, 4,15 (ABx, J = 11.1 
Hz, 4.2 Hz, 2H), 4.10-4.20 (m, 2H), 
4.83-4.91 (m, 1HX3/5), 4.98-5.08 (m, 
1HX2/5), 5.30 (d, J= 5.4 Hz, IHX 
2/5), 5.44 (d, J= 5.4 Hz, 1HX3/5), 
7.28-7.38 (m, 3H), 7.46-7,53 (m, 2H), 
8.16 (s, IHX 2/5). 8.23 (s, 1HX3/5), 
10.46 (d, </= 8.4 Hz, IHX 2/5), 10.72 
(d, 8.4 Hz, 1HX3/5). 


10-091 


^ O-TBDMS 
0 


nBu 


-0.12 (s, 3H), -0.11 (s, 3H), 0.74 (s, 
9H), 0.98 (t, J= 7.5 Hz, 3H), 1.36-1.53 
(m, 6H), 1.62-1.78 (m, 6H). 2,62 (t, «/= 
6.0 Hz, 2H),-2.88 (t. J= 6.0 Hz, 2H), 
3.96-4.10 (m, 2H), 4.11-4.22 (m, 2H), 
6.80-5.88 (m, IH), 7.43-7.49 (m, 2H). 
7.53-7.61 (m, IH), 8.05-8.09 (m, 2H), 
8.26 (s, IH). 10.81 (d, J= 7.5 Hz, IH). 
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^12 6 

O 



No. 






^H-NMR (CDCla) 


10-092 


0 


nBu 


.0.12 (s, 3H), -0.11 (s, 3H), 0.74 (s, 
9H). 0.98 (t, c/= 7.5 Hz, 3H), 1.37-1.52 
(m, 6H), 1.62-1.78 (m, 6H), 2.62 (t, J= 
6,0 Hz, 2H), 2.88 (t, 7= 6.0 Hz, 2H), 
3.96-4.10 (m, 2H), 4.10-4.23 (m, 2H), 
5.80-5.87 (m, IH), 7.43-7.49 (m, 2H), 
7.53-7.61 (m, IH), 8.05-8.09 (m, 2H), 
8,26 (s. IH), 10,80 (d. J= 7.6 Hz, IH). 


10-093 


CgC 

OH 


nBu 


0.99 (t, J= 7.2 Hz, 3H), 1.37-1.52 (m, 
6H), 1.63-1.81 (m. 6H), 2.63 (t, c/=6.0 
Hz, 2H), 2.89 (t. c7=6.0 Hz, 2H), 3.56, 
3.77 (ABx, «r= 11.1 Hz, 5.1 Hz, 2H), 
4.08-4.18 (m, 2H), 4.44-4.53 (in, IH), 
5.10 (d, J= 6.0 Hz, IH), 7.25-7.37 (m, 
3H), 7,46-7.49 (m, 2H), 8.28 (s, IH), 
10.69 (d, 7.8 Hz, IH). 


10-094 


0 

OH 


nBu 


1,00 (t, J= 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1.63-1.80 (m, 6H), 2.63 (t, e/ = 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 4.11 
(br t, = 7.2 Hz, 2H), 4.34-4.42 (m, 
IH), 4.48-4.57 (m, 2H), 5.03 (d, J = 
4.8 Hz, IH), 7.26-7.37 (m, 3H), 7.41- 
7.46 (m. 2H), 8.26 (s, IH), 10.62 (d, J 
= 7.5 Hz. IH). 


lu-uyo 


OH 


13 v« 


0.99 (t, J= 7.2 Hz, 3H), 1.38-1.52 (m, 
6H), 1.62-1.79 (m, 6H), 2.63 (t, J= 6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 4.11 
(br t, */= 7.2 Hz, 2H), 4.34-4.42 (m, 
IH), 4.48-4.57 (m, 2H), 5.03 (d, J = 
4.5 Hz, IH), 7.26-7.37 (m, 3H), 7.41- 
7.46 (m, 2H), 8.24 (s, IH), 10.60 (d, J 
= 7.5 Hz, IH). 


10-096 




nBu 


0.99 (t, J= 7.2 Hz, 3H). 1.38-1.51 (m, 
6H), 1.64-1.78 (m, 6H), 2.65 (t, J=e.O 
Hz, 2H), 2.90 (t, J= 6.0 Hz, 2H). 4.15 
(br t, J= 7.2 Hz, 2H), 4.93 (d, J= 4.5 
Hz, 2H), 7.14-7.21 (m, 2H), 8.04-8.10 
(m, 2H). 8.30 (s, IH). 10.79 (br s. IH). 


10-097 


a 


nBu 


0.98 (t, J= 7,5 Hz, 3H), 1.36-1.50 (m, 
6H), 1.62-1.78 (m. 6H), 2.59 (t, e7= 6.0 
Hz, 2H), 2.86 (t, J=6.0 Hz, 2H), 3.76, 
4.15 (ABx, c/= 11.7 Hz, 4.5 Hz, 2H), 
4.00-4.13 (m, 2H), 4.98-5.07 (m, IH). 
5.30 (d. «/= 8.1 Hz, IH), 7.24-7.37 (m, 
3H), 7.49-7.53 (m, 2H), 8.16 (s, IH), 
10.46 (d. «;'=8.7 Hz. IH). 
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"to 



No. 


R' 




^H-NMR (CDCla) 


10-098 


OHC 


nBu 


1.01 (t, J= 7.2 Hz, 3H). 1.38-1.52 (m, 
6H), 1.63-1.81 (m, 6H), 2,62 (t, J= 6.0 
Hz, 2H). 2.89 (t, J= 6.0 Hz, 2H). 3.47, 
3.65 (ABx, J= 11.1 Hz, 5.1 Hz. 2H), 
4.08-4.19 (m, 2H), 4.83-4.92 (m, IH). 
6.28 (d, e7=6.6 Hz, IH), 7.29-7,39 (m, 
3H), 7.44-7.53 (m, 2H), 8.17 (s. IH), 
8.23 (s, IH), 10.64 (d, J= 8.7 Hz, IH). 


10-099 


aX 

cT 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.38-1.62 (m. 
6H), 1.62-1.79 (m, 6H), 2.59 (t. J= 6.0 
Hz, 2H), 2.86 (t, J- 6.0 Hz. 2H). 3.76, 
4.15 (ABx, J= 11.4 Hz, 4,5 Hz, 2H), 
3.99-4.13 (m, 2H), 4.98-5.07 (m, IH), 
5.30 (d, e/= 7.8 Hz, IH), 7.24-7.41 (m, 
3H), 7.50-7.53 (m, 2H), 8.16 (s, IH), 
10.46 (d. J= 8.4 Hz. IH). 


10-100 


OnCr 


nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.40-1.53 (m, 
6H), 1.64-1.80 (m, 6H), 2.62 (t, ^=6.0 
Hz, 2H), 2.89 (t, J= 6.0 Hz, 2H), 3.47, 
3,65 (ABx, 11,1 Hz, 5.1 Hz, 2H), 
4.08-4.18 (m, 2H), 4.83-4.92 (m, IH), 
6.28 (d, «7= 6.3 Hz, IH), 7.30-7.38 (m, 
3H), 7.45-7.49 (m, 2H), 8.17 (s, IH), 
8.23 (s, IH), 10.64 (d, J= 9.0 Hz, IH). 


10-101 


a 




1.21-1.52 (m, 8H), 1.59-1.79 (m, 8H), 
1.94-1.99 (m, 2H), 2.09 (quint, c7=6.0 
Hz, 2H), 2.64 (t, c7= 6.0 Hz, 2H), 2,92 
(t, J= 6.0 Hz, 2H), 3.78 (t, e/= 6.0 Hz, 
2H), 3.93-4.03 (m, IH), 4.05 (dd, J = 
6.6 Hz, 2.1 Hz, IH), 4.20 (dd, J= 14.1 
Hz, 2.1 Hz. IH), 4.25 (br t, 7.6 Hz, 
2H), 6.49 (dd. J = 14,4 Hz, 6.9 Hz, 
IH), 8.31 (s. IH), 9.85 (d, J= 7.8 Hz, 
IH). 


10-102 


a 


HO^ 


1.30-1.54 (m, 8H), 1.60-1.78 (m, 8H), 
1.87-2.00 (m, 4H), 2.65 (t, J= 6.0 Hz, 
2H), 2.93 (t, J= 6.0 Hz. 2H), 3.53 (t, J 
= 6.0 Hz, 2H), 3.91-4.02 (m, IH), 4.34 
(br t, J= 7.5 Hz, 2H), 8.37 (s, IH), 
9.77 (d. J= 7.2 Hz. IH). 


10-103 


a" 


nBu 


0.99 (t, 7.5 Hz, 3H), 1.39-1.56 (m, 
4H), 1.49 (sextet, J =^ 7.5 Hz, 2H), 
1.68-1,83 (m, 6H), 2.67 (t, 6.0 Hz. 
2H), 2.92 (t, J= 6.0 Hz, 2H), 4.18 (br 
t, e/= 7.5 Hz, 2H), 7.21 (t, c/= 7.5 Hz, 
IH). 7.55 (t, J= 7.5 Hz, IH), 7.64 (d, J 
= 8.1 Hz, IH), 8.32 (d, c7= 8.1 Hz, IH), 
8,36 (s, IH), 12.41 (br s, IH). 
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'5 



No. 


Xv 




^H-NMR CCDCIq') 

XX XH XTXXV \ Vk/X^ ^yXgy 


10-104 




nBu 


0.99 (t, </'= 7.2 Hz, 3H), 1.38- 
1.52 (m. 6H), 1.63-1.80 (m, 6H), 
2.65 (t, 6.0 Hz. 2H). 2.90 (t, J 
= 6.0 Hz, 2H), 3.88 (s, 3H), 4.14 
(br t, </= 7.2 Hz, 2H). 4.91 (d, J= 
4.5 Hz, 2H), 6.97 (d, = 8.4 Hz, 
2H), 8.03 (d, J = 8.4 Hz, 2H), 
8.30 (s, IH), 10.80 (br s, IH). 


10-105 




nBu 


0.99 (t, J = 7.2 Hz, 3H), 1.36- 
1.53 (m, 4H), 1.47 (sextet, </ = 
7.2 Hz, 2H), 1.63-1.80 (m, 6H). 
2.65 (t, J- 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.15 (br t, J= 7.2 
Hz, 2H), 4.91 (d, J= 4.5 Hz, 2H), 
7.64 (d, J= 8.7 Hz, 2H), 7.90 (d, 
J = 8.7 Hz, 2H), 8.29 (s, IH), 
10.79 (br s, IH). 


10-106 


a 




1.30-1.53 (m, 8H), 1.58-1.79 (m, 
8H), 1.96-2.02 (m, 2H), 2.65 (t, J 
= 6.0 Hz, 2H), 3.03 (t, e7= 6.0 Hz, 
2H), 3.31 (s, 3H), 3.69 (t, c/= 5.4 
Hz, 2H), 8.92-4.03 (m. IH), 4.33 
(t, J= 5.4 Hz, 2H), 8.32 (s, IH), 
9.83 (d. J= 7.2 Hz, IH). 


10-107 






1.35-1.42 (m, 2H), 1.43-1.52 (m, 
2H). 1.62-1.79 (m, 4H), 2.70 (t, J 
= 6.0 Hz, 2H), 3.06 (t, J= 6.0 Hz, 
2H), 3.31 (s, 3H), 3.74 (t. J= 5.4 
Hz. 2H), 4.40 (d, J= 5.4 Hz. 2H). 
4.97 (d, J= 4.5 Hz, 2H), 7.50 (t. J 
= 7.5 Hz, 2H), 7.61 (t, e/= 7.5 Hz, 
IH). 8.05 (d, J = 7.5 Hz, 2H), 
8.38 (s. IH), 10.75 (br s. IH). 


10-108 




nBu 


0.99 (t, */= 7.2 Hz, 3H), 1.38- 
1.52 (m, 6H), 1.63-1.79 (m, 8H), 
1.95-2.07 (m, 2H), 2.20-2.33 (m. 
2H). 2.63 (t. J = 6.0 Hz, 2H), 
2.82-2.94 (m. 2H), 2.88 (t, 6.0 
Hz, 2H), 3.55 (br s, 2H), 3.96- 
4.07 (m, IH), 4.10 (br t, J =^ 7.2 
Hz, 2H), 7.23-7.40 (m, 5H), 8.27 
(s, IH). 9.97 (br s, IH). 


10-109 


"Ok 

CH3C02H 


nBu 


1.00 (t, J = 7.5 Hz, 3H), 1.37- 
1.50 (m, 6H), 1.63-1.79 (m, 6H), 
1.81-1.97 (m, 2H), 2.04 (s, 3H), 
2.15-2.24 (m. 2H), 2.63 (t, c7= 6.0 
Hz. 2H), 2.89 (t, J= 6.0 Hz, 2H). 

3.01 (t, J= 10.2 Hz. 2H). 3.33- 
3.41 (m, 2H), 4.09 (br t, e7 = 7.5 
Hz. 2H). 4.10-4.25 (m, IH). 8.26 
(s. IH). 10.21 (d. </= 7.2 Hz. IH). 
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No. 






^H-NMR (CDCI3) 


10-110 




nBu 


0.99 (t, c7= 7.5 Hz, 3H), 1.36-1.58 (m, 
4H), 1.46 (sextet, </ = 7.5 Hz, 2H), 
1.62-1.79 (m, 8H), 1.97-2.11 (m, 2H), 
2.11 (s, 3H), 2.64 (t, J= 6.0 Hz, 2H), 
2.89 (t, «/= 6.0 Hz, 2H), 2.92-3.02 (m, 
IH), 3.21-3.31 (m, IH), 3.75-3.81 (m, 
IH), 4.09 (br t, </= 7.5 Hz, 2H), 4.11- 
4.23 (m, IH), 4.37-4.43 (m, IH), 8.29 
(s, IH), 10.08 (d. e/= 7.5 Hz. IH). 


10-111 




nBu 


0.99 (t, J'= 7.2 Hz, 8H), 1.36-1.57 (m, 
4H), 1.46 (sextet, J= 7.2 Hz, 2H), 
1.62-1.79 (m, 8H), 1.93-2.15 (m, 2H), 
2.64 (t, J= 6.0 Hz, 2H), 2.89 (t, J= 6.0 
Hz, 2H), 3.11-3.27 (m, 2H), 3.69-3.79 
(m,' IH), 4.10 (br t, J= 7.2 Hz. 2H), 
4.19-4.30 (m, IH), 4.50-4.60 (m, IH), 
7.41 (s, 5H), 8.29 (s, IH), 10.12 (d, 
7.5 Hz, IH). 


10-112 


o 


nBu 


0.99 (t, e7= 7.5 Hz, 3H), 1.29 (s, 9H), 
1.35-1.79 (m, 14H), 2.00-2.09 (m, 2H), 
2.65 (t, e/= 6.0 Hz, 2H), 2.89 (t, J- 6.0 
Hz, 2H), 3,09 (t, J= 11.4 Hz, 2H), 
4.06-4.35 (m, 5H), 8.30 (s, IH), 10.06 
(d. c/= 7.5 Hz, IH). 


10-113 




DiBu 


0.99 (t, e/= 7,2 Hz, 3H), 1.28-1.81 (m, 
24H), 1.98-2.10 (m, 2H), 2.44-2.53 (m, 
IH), 2.65 (t, </= 6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz, 2H), 2.89-2.99 (m, IH), 
3.15-3.28 (m, IH), 3.85-3.93 (m, IH), 
4.09 (br t, 7.2 Hz, 2H), 4.10-4.25 
(m, IH), 4.40-4.48 (m, IH), 8.30 (s, 
IH), 10.06 (d, J= 6.9 Hz, IH). 


10-114 




nBu 


1.02 (t, </= 7.5 Hz, 3H), 1,38-1.78 (m, 
14H), 2,07-2.20 (m, 2H), 2.65 (t, e/ = 
6.0 Hz, 2H), 2.81 (s, 3H), 2.90 (t, e7 = 
6.0 Hz, 2H), 2.94-3.01 (m, 2H), 3.70- 
3.79 (m, 2H), 4.11 (br t, J= 7.5 Hz, 
2H), 4.11-4.23 (m, IH), 8.29 (s, IH), 
10.11 (d. c/=7.2 Hz, IH). 


10-115 




nBu 


0.99 (t. J= 7.2 Hz, 3H), 1.37-1.61 (m, 
6H), 1.62-1.78 (m, 8H), 2,03-2.09 (m, 
2H), 2.53 (td, J= 11.4 Hz, 2.4 Hz, 
2H), 2,62 (t, J= 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 3.71-3.77 (m, 2H), 
3.82-3.94 (m, IH), 4.07 (br t, J' = 7.5 
Hz, 2H), 7.52-7.65 (m, 3H), 7.76-7.71 
(m, 2H), 8.25 (s, IH), 10.00 (d, J= 6.9 
Hz, IH). 
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^13 0 Q 

'too 

'5 



No. 




R" 


^H-NMR (CDCls) 


10-116 




nBu 


0.99 (t, J= 7.2 Hz. 3H), 1.38-1.50 (m. 
4H), 1.47 (quint, J = 7.2 Hz, 2H), 
1.64-1.82 (m, 8H), 2.01-2,09 (m, 2H), 
2.25-2.34 (m, 2H), 2.35 (s, 3H), 2.64 
(t. J= 6.0 Hz. 2H), 2,82-2.90 (m, 2H), 
2.88 (t. J= 6.0 Hz, 2H), 3.97-4.06 (m, 
IH), 4.10 (br t, J= 7.2 Hz, 2H), 8.28 
(s, IH), 9.98 (d, J= 7.2 Hz, IH). 


10-117 


a 




1.21-1.53 (m, 8H), 1.62-1.82 (m, 8H), 
1.96-2.00 (m. 2H), 2.20 (dt, = 15.0 
Hz, 6.0 Hz. 2H). 2.65 (t. 6.0 Hz, 
2H), 2.94 (t, J= 6.0 Hz, 2H), 3.69 (t, J 
= 6.0 Hz, 2H), 3.92-4.02 (m, IH), 4.28 
(t, c7= 7.5 Hz, 2H), 8.33 (s, IH), 9.80 
(d, /=6.9 Hz, IH). 


10-118 


a 




1.26-1.52 (m, 8H), 1.60-1.80 (m, 8H), 
1.94-2.00 (m, 2H), 2.19 (quint, </= 6,3 
Hz, 2H), 2.64 (t, J= 6.0 Hz, 2H), 2.90 
(t, c7= 6.0 Hz, 2H), 3,06 (s, 3H), 3.92- 
4.01 (m, IH), 4.27 (t, 7.5 Hz, 2H), 
4.38 (t, 6.0 Hz, 2H), 8.33 (s, IH), 
9.78 (d. J=8,l Hz, IH). 


10-119 


a 


AcS'^ 


1.25-1.52 (m, 8H), 1.59-1.79 (m, 8H), 
1.93-2.05 (m, 4H), 2.32 (s, 3H), 2.63 
(t, «/= 6.0 Hz. 2H), 2.88 (t, J= 6.0 Hz, 
2H), 2.98 (t, J= 6.9 Hz, 2H), 3.91-4.01 
(m, IH), 4.15 (t, c/= 7.2 Hz, 2H), 8.30 
(s, IH), 9.82 (d. J- 7,5 Hz, IH). 


10-120 


Ok 


1 


1.25-1.52 (m, 8H), 1.58-1.80 (m, 8H), 
1.93-2.03 (m, 4H), 2.64 (t, e/= 6.0 Hz, 
2H), 2.91 (t. J= 6.0 Hz. 2H), 3.48 (t, J 
= 6.0 Hz, 2H), 3.92-4.03 (m, IH). 4.20 
(t, J= 7.5 Hz, 2H), 8.32 (s, IH), 9.81 
(d. J=6.9 Hz, IH). 


10-121 


a 


CHaCOgH 1 


1.27-1.53 (m, 8H), 1.60-1.81 (m, 8H), 
1.92-2.01 (m. 2H), 2.05 (s, 3H), 2.20- 
2.29 (m, 2H), 2.66 (t, c/= 6.0 Hz, 2H), 
2.90 (t, J= 6.0 Hz, 2H), 2.98 (br s, 
2H), 3.90-4.00 (m, IH), 4.27-4.35 (m, 
2H), 8.40 (s. IH). 9.50 (d, J= 7.5 Hz, 
IH). 


10-122 


a 




1.24-1.52 (m, 8H), 1.62-1.79 (m, 8H), 
1.88-2.03 (m, 4H), 2.03 (s. 3H), 2.65 
(t. J= 6.0 Hz, 2H), 2.89 (t, J= 6.0 Hz, 
2H), 3.24-3.30 (m, 2H), 3.97-4.05 (m, 
IH), 4.22 (br t, J= 7.5 Hz, 2H), 6.72 
(br s, IH), 8.35 (s, IH), 9.81 (d, J= 7.8 
Hz. IH). 
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PCT/JP03/01725 



is 



No. 






^H-NMR (CDGls) 


10-123 




nBu 


0.99 (t. c/= 7.2 Hz, 3H), 1.37- 
1.52 (m, 6H), 1.60-1.72 (m, 6H), 

I. 71-1.80 (m, 2H), 2.07-2.17 (m, 
2H), 2.65 (t, 6.0 Hz, 2H), 2.89 
(t, J= 6.0 Hz. 2H), 3.17 (t, J = 

II. 1 Hz, IH), 3.37 (t, 11.1 
Hz, IH), 3.92-3.99 (m, IH), 
4.03-4.12 (m, 2H), 4.22-4.37 (m, 
2H), 8,28 (s, IH), 10.17 (d, J = 
7.2 Hz. IH). 


10-124 


a 




1.29-1.51 (m, 8H), 1.65-1.77 (m, 
8H), 1.92-2.05 (m, 4H), 2.65 (t, J 
= 6.0 Hz, 2H), 2.93 (t, c/= 6.0 Hz, 
2H), 3.45 (br s, 2H), 3.97-4.05 
(m, IH), 4.32 (br t, J= 7.5 Hz, 
2H), 7.42-7.55 (m, 3H), 7.89 (br 
s, IH), 7.90-7.96 (m, 2H), 8.37 (s, 
IH). 9,90 (d, J= 7.8 Hz, IH), 


10-125 


a 


* H 


1.25 (s, 9H), 1.28-1.51 (m, 8H), 
1.60-1.78 (m, 8H), 1.85-2.00 (m, 
4H), 2.64 (t, J^6,0 Hz, 2H), 2.90 
(t, J = 6.0 Hz, 2H), 3.23 (br s, 
2H), 3.95-4.04 (m, IH), 4.22 (br 
t, c/ = 7.5 Hz, 2H), 7.12 (br s, 
IH), 8.35 (s, IH), 9.89 (d, 7.5 
Hz, IH). 


10-126 


a 




1.27-1.52 (m, 8H), 1.57-1.80 (m, 
14H), 1.83-2.01 (m, 6H), 2.55- 
2.65 (m, IH), 2.64 (t, J=^6.0 Hz, 
2H), 2.89 (t, J = 6.0 Hz, 2H), 
3.25-3.29 (m, 2H), 3.95-4.04 (m, 
IH), 4.22 (br t, */= 7.5 Hz, 2H), 
6,73 (br s, IH), 8.34 (s, IH), 9.85 
(d. J=8.1 Hz, IH). 


10-127 


a 


0 1 
H 


1.29-1.52 (m, 8H), 1.61-1.79 (m, 
8H), 1.91-2.02 (m, 4H), 2.66 (t, J 
= 6.0 Hz, 2H), 2.91 (t, J= 6.0 Hz, 
2H), 3. 34 (br s, 2H), 3.97-4.04 
(m, IH), 4.27 (br t, c/= 7.5 Hz, 
2H), 8.39 (s, IH), 8.67 (br s, IH), 
9.76 (d. J= 8.1 Hz, IH). 


10-128 




nBu 


1.00 (t, J = 7.5 Hz, 3H), 1.40- 
1.54 (m, 6H), 1.68-1.81 (m, 6H), 
2.67 (t, J- 6.0 Hz, 2H), 2.92 (t, J 
= 6,0 Hz, 2H), 4.15 (br t, e/= 7.5 
Hz, 2H). 7.18 (d, J=7.5 Hz, IH), 
7.53 (t, J= 7.5 Hz, IH), 8.33 (d, J 
= 7.5 Hz, IH), 8.34 (s, IH), 12,69 
(brs. IH), 
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No. 






^H-NMR (CDCI3) 


10-129 


a 

OCHF2 


uBu 


1.00 (t, «/= 7.2 Hz, 3H), 1.37-1.54 (m, 
6H), 1.65-1.81 (m, 6H), 2.67 (t, J= 6.0 
Hz. 2H), 2.92 (t, 6.0 Hz, 2H)> 4.17 (br 
t, c/= 7.2 Hz, 2H), 6.22 (s, IHX 1/5), 6.39 
(s, IHX 1/5), 6.47 (s, IHX 1/5), 6.64 (s, 
IHX 1/5), 6.88 (s, IHX 1/5), 7.01-7.10 
(m, IH), 7.18-7.27 (m, 2H), 8.36 (s, IH), 
8.60 (dd, c/= 7.8 Hz, 1.8 Hz, IH), 12.59 
(br s, IH). 


10-130 


OCFg 


nBu 


1.00 (t, c/= 7.5 Hz, 3H), 1.37-1.53 (m, 
4H), 1.47 (sextet, J= 7.5 Hz, 2H), 1.65- 
1.82 (m, 6H), 2.67 (t, J= 6.0 Hz, 2H), 
2.92 (t, 6.0 Hz, 2H), 4.18 (br t, */' = 
7.5 Hz, 2H), 7.08 (td, J= 8.4 Hz, 1.8 Hz, 
IH), 7.26-7.34 (m, 2H), 8.36 (s, IH), 8.64 
(dd, */= 9.0 Hz, 1.8 Hz, IH), 12.76 (br s, 
IH). 


10-131 




nBu 


1.00 (t, */= 7.5 Hz, 3H), 1.38-1.54 (m, 
4H), 1.47 (sextet, 7.5 Hz, 2H), 1.61- 
1.82 (m, 6H), 2.68 (t, J - 6.0 Hz, 2H), 
2.93 (t, J= 6.0 Hz, 2H), 4.16 (br t, e/ = 
7.5 Hz, 2H), 7.41 (s, IH), 8.34 (s, IH), 
13.49 (br s. IH). 


10-132 




nBu 


1.01 (t, J= 7.5 Hz, 3H), 1.38-1.52 (m, 
4H), 1.48 (sextet, J= 7.5 Hz, 2H), 1.63- 
1.85 (m, 6H), 2.68 (t, «/ = 6.0 Hz, 2H), 
2.94 (t, J= 6.0 Hz, 2H), 4.17 (br t, J = 
7.5 Hz, 2H), 7.27-7.32 (m, IH), 7.36-7.42 
(m. 2H), 7.57-7.61 (m, 2H), 7.71 (s, IH), 
8.37 (s. IH), 13,52 (br s, IH). 


10-133 




nBu 


1.01 (t, c/= 7.5 Hz, 3H), 1.40-1.55 (m, 
4H), 1.49 (sextet, J= 7.5 Hz, 2H), 1.65- 
1.81 (m, 6H), 2.68 (t, J= 6.0 Hz, 2H), 
2.93 (t, J= 6.0 Hz, 2H). 4.19 (br t, J = 
7.5 Hz, 2H), 7.38-7.52 (m, 4H), 7.78 (t, J 
= 8.1 Hz, IH), 8.09 (d, J= 8.1 Hz, 2H), 
8.33 (d, J = 8.1 Hz, IH), 8.40 (s, IH), 
12.61 (br s. IH). 


10-134 


a 




1.28-1.52 (m, 8H). 1.63-1.80 (m, 8H), 
1.92-2.01 (m, 4H), 2.64 (t, J= 6.0 Hz, 
2H), 2.90 (t, J= 6.0 Hz, 2H), 2.94 (s, 
3H), 3.08 (q, </= 5.4 Hz, 2H), 3,94-4.02 
(m, IH), 4.29 (br t, «/= 7.5 Hz, 2H), 5.84 
(br t, J= 7,5 Hz, IH), 8.35 (s, IH), 9.72 
(d. */=7.6 Hz. IH). 
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PCT/JP03/01725 



is 



No. 






^H-NMR (CDCla) 


10-135 


a 




1.29-1.50 (m, 8H), 1.63-1,78 (m, 8H), 
1.86-2.00 (m, 4H), 2.61 (t, e/= 6,0 Hz, 
2H), 2.79-2.90 (m, 2H), 2.85 (t, J^S.O 
Hz, 2H), 3.95-4.03 (m, IH), 4.24 (br t, 
7.5 Hz, 2H), 6.19 (br s, IH), 7.44- 
7.58 (m, 3H), 7.82-7.87 (m, 2H), 8.34 
(s> IH), 9.75 (d. J= 7.5 Hz. IH). 


10-136 


0 


nBu 


0.98 (t, J= 7.5 Hz. 3H). 1.36-1.53 (m, 
4H), 1.45 (sextet, «/ = 7,5 Hz, 2H), 
1.64-1.77 (m, 6H), 2.31 (s, 3H), 2.62 
(t, e/= 6.0 Hz, 2H), 2.88 (t, J= 6.0 Hz, 
2H), 3.21, 3.66 (ABx, 13.8 Hz, 6.0 
Hz, 2H), 4.10 (br t, J= 7.5 Hz, 2H), 
5.92-6.00 (m, IH), 7.46-7.52 (m, 2H), 
7.55-7.62 (m, IH), 8.12-8.16 (m, 2H), 
8.27 (s, IH), 10.76 (d, J= 8.4 Hz, IH). 


10-137 


U 


nBu 


0.98 (t, t/= 7.5 Hz, 3H), 1.36-1.52 (m, 
4H), 1.45 (sextet, J = 7.5 Hz, 2H), 
1.63-1.77 (m, 6H), 2.31 (s, 3H), 2.62 
(t, J= 6.0 Hz, 2H), 2.88 (t, 6.0 Hz, 
2H), 3.21, 3.66 (ABx, c/= 13.8 Hz, 6.0 
Hz, 2H), 4.11 (br t, 7.5 Hz, 2H), 
6.92-6.00 (m, IH), 7.46-7.62 (m, 3H), 
8.12-8,16 (m, 2H), 8.27 (s, IH), 10.75 
(d, J= 7.8 Hz. IH). 


10-138 


0 




1.01 (d, J= 6.9 Hz, 6H), 1.38-1.52 (m, 
4H), 1.60-1.73 (m, 5H), 1.78 (quint, J 
= 6.0 Hz, 2H), 2.65 (t, J = 6.0 Hz, 2H), 
2.96 (t, </= 6.0 Hz, 2H), 4.16 (br t, J= 
7.5 Hz, 2H), 4.97 (d, J= 4.8 Hz, 2H), 
7.50 (t, J'= 7.5 Hz, 2H), 7.61 (t, «/= 7.5 
Hz, IH), 8.02-8.06 (m, 2H). 8.30 (s, 
IH). 10.79 (br s. IH). 


10-139 


0 


& 


1.05-1.38 (m, 6H), 1,50 (br s, 2H), 
1.63-1.77 (m, lOH), 1.82-1.93 (m, IH). 
2.65 (t, c/= 6.0 Hz, 2H), 2.93 (t, J= 6.0 
Hz, 2H), 4.04 (br s, 2H), 4.97 (d, c/ = 
4.5 Hz, 2H), 7.50 (t, </= 7.5 Hz, 2H), 
7.61 (t, J= 7.5 Hz, IH), 8.02-8.06 (m. 
2H). 8.31 (s, IH), 10.79 (br s, IH). 


10-140 


a 


0 


1.31-1.51 (m, lOH), 1.57-1.79 (m, 
14H), 1.94-2.01 (m, 2H), 2.50-2.66 (m, 
8H), 3.90-4.01 (m, IH), 4.28 (br t. 
7.5 Hz, 2H), 8.30 (s, IH), 9.84 (d, 
7.8 Hz, IH). 
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Is 



No. 




R" 


^H-NMR (CDCla) 


10-141 




j! 

Me^Me 


1.01 (t. J= 6.3 Hz, 6H), 1.34-1.53 (m, 
4H), 1,56-1.80 (m, 9H), 1.97-2.05 (m, 
2H), 2.17-2,27 (m, 2H), 2.62 (t, J= 6,0 
Hz. 2H), 2,81-2.89 (m, 2H), 2.87 (t, J 
= 6,0 Hz, 2H), 3.54 (s, 2H), 3.96-4,04 
(m, IH), 4.11 (br t, 7.5 Hz, 2H), 
7.26-7.35 (m, 5H), 8.27 (s, IH), 9,96 
(d, c/=7.2 Hz, IH). 


10-142 






1.05-1.36 (m, 8H), 1.48 (br s, 2H), 
1,64-1.88 (m, IIH), 1,96-2.05 (m, 2H), 
2.22 (t, J=9.9 Hz, 2H), 2.63 (t, <r=6.0 
Hz, 2H). 2.81-2.86 (m, 2H), 2.91 (t, J 
= 6.0 Hz, 2H), 3,54 (s, 2H), 3.93-4.02 
(m, 3H), 7,23-7.36 (m, 5H), 8.29 (s, 
IH). 9.96 (d, 7.8 Hz, IH). 


10-143 


CH3C02H 




1.02 (d, J= 6.6 Hz, 6H), 1.36-1.73 (m, 
8H), 1.77 (quint, J = 6.0 Hz, 4H), 
1.98-2.10 (m, IH), 2.05 (s, 3H), 2.21- 
2.30 (m, 2H), 2.61-2.68 (m, 2H), 2.89 
(t, «/= 6.0 Hz, 2H), 3.09 (t, «/= 9.9 Hz, 
2H), 3.42-3.50 (m, 2H), 4.05-4.21 (m, 
3H), 8.25 (s, IH), 10.27 (d, J= 6.3 Hz, 
IH). 


10-144 




J 

Me^Me 


1.01 (d, 6.6 Hz, 6H), 1.36-1.72 (m, 
9H), 1.76 (quint, J = 6.0 Hz, 4H), 
1.99-2.10 (m, 2H), 2.11 (s, 3H), 2.64 
(t, c/= 6.0 Hz, 2H), 2.88 (t, 6.0 Hz, 
2H), 2.91-3.00 (m, IH), 3.21-3.03 (m, 
IH), 3.76-3.81 (m, IH), 4.10 (br t, 
7.5 Hz, 2H), 4.11-4.25 (m, IH), 4.36- 
4.44 (m, IH), 8.28 (s, IH), 10.07 (d, J 
= 7.2 Hz. IH), 


10-145 






1.01 (d, J= 6.3 Hz, 6H), 1.37-1.80 (m, 
13H), 2.08-2.16 (m, 2H), 2.64 (t, J = 
6.0 Hz, 2H), 2.81 (s, 3H), 2.88 (t, 
6.0 Hz, 2H), 2.89-2.99 (m, 2H), 3.68- 
3.76 (m, 2H), 4.05-4.16 (m, 3H), 8.27 
(s. IH). 10.10 (d. J =1,2 Hz. IH). 


10-146 






1.01 (d, J= 6.3 Hz, 6H), 1.38-1.78 (m, 
13H), 2.08-2.15 (m, 2H), 2.64 (t, J = 
6.0 Hz, 2H), 2.89 (t, c/= 6.0 Hz, 2H), 
3.11-3.21 (m, IH), 3.31-3.41 (m, IH), 
3.96 (t, «/= 14.4 Hz, IH), 4.14 (br t, J 
= 7,5 Hz, 2H), 4.21-4.38 (m, 2H), 8.28 
(s, IH). 10.16 (d. e/= 7.5 Hz, IH). 
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mi 3 5 Q 

"too 



No. 


R' 




^H-NMR (CDCls) 


10-147 


CH3CO2H 


1 

& 


1.06-1.40 (m, 8H), 1.49 (br s, 2H), 
1.61-1.99 (m, IIH), 2.18-2.28 (m, 2H), 
2.64 (t, 6.0 Hz, 2H), 2.92 (t, J= 6.0 
Hz, 2H), 3.04 (t, cr= 10.5 Hz, 2H), 
3.38-3.44 (m, 2H), 4.05-4.20 (m, 3H), 
8.26 (s, IH). 10.23 (d. J= 7.2 Hz, IH). 


10-148 


"-a 


1 


1.02-1.33 (m, 8H). 1.45-1.80 (m, 13H), 
1.98-2.10 (m, 2H), 2.11 (s, 3H), 2.65 
(t, e/- 6.0 Hz, 2H), 2.92 (t, 6.0 Hz, 
2H), 2.93.3.01 (m, IH), 3.21-3.31 (m, 
IH). 3.74-3.81 (m. IH), 3.99 (br s, 
IH), 4.10-4.23 (m, 2H), 4.37-4.43 (m, 
IH), 8.29 (s, IH), 10.08 (d, 7.8 Hz, 
IH). 


10-149 






1,02-1.33 (m, 8H), 1.49 (br s, 2H), 
1.60-1.81 (m, IIH), 2.08-2.15 (m, 2H), 
2.65 (t, J= 6.0 Hz, 2H), 2.81 (s, 3H), 
2,90-3.00 (m, 4H), 3.69-3,76 (m, 2H), 
3.99 (br s, IH), 4.06-4.12 (m, 2H), 
8.28 (s. IH). 10.10 (d. J= 7.2 Hz, IH). 


10-150 


0 




1.03-1.38 (m, 8H). 1.49 (br s, 2H), 
1.60-1.85 (m. IIH). 2.07-2.17 (m, 2H), 
2.65 (t, e7= 6.0 Hz, 2H), 2.91 (t, J= 6.0 
Hz, 2H), 3.11-3.21 (m, IH), 3.31-3.41 
(m, IH), 3.96 (d, J= 14.4 Hz, 2H), 
4.00 (br s, IH), 4.22-4.38 (m, 2H). 
8.29 Cs. IH), 10.17 (d, e/= 7.5 Hz. IH). 


10-151 




nBu 


1.00 (t, J= 7.2 Hz. 3H), 1.37-1.54 (m, 
4H), 1.47 (sextet, 7.2 Hz, 2H), 
1.66-1.83 (m, 6H), 2,49 (s, 3H), 2.67 
(t, «/= 6.0 Hz, 2H), 2.92 (t, J= 6.0 Hz, 
2H). 4.16 (br t, J'= 7.2 Hz, 2H), 6.87 
(d, J= 7.5 Hz, IH), 7.59 (t, J= 7.5 Hz, 
IH), 8.15 (d, c7= 8.4 Hz, IH), 8.37 (s, 
IH), 12.55 (br s, IH). 


10-152 


a 


nBu 


0.99 (t, J'= 7.2 Hz, 3H), 1.38-1.54 (m, 
4H), 1.46 (sextet. J 7,2 Hz, 2H), 

1.66- 1.83 (m, 6H), 2.67 (t, J= 6.0 Hz, 
2H), 2.92 (t, J=e,0 Hz, 2H), 4.15 (t, J 
= 7.2 Hz, 2H), 6.99-7.04 (m, IH), 

7.67- 7.74 (m, IH), 8.33-8.37 (m, 2H), 
8.36 (s. IH). 12.77 (br s. IH). 


10-158 






1.36-1.43 (m, 2H), 1.47-1.55 (m, 2H), 
1.65-1.80 (m, 4H). 2.69 (t, J= 6,0 Hz, 
2H), 3.08 (t, c/= 6.0 Hz, 2H), 3.31 (s. 
3H), 3,74 (t, 5.1 Hz, 2H), 4.39 (t, J 
= 5.1 Hz, 2H), 7.18 (dd, J= 7.5 Hz, 0,9 
Hz, IH), 7.54 (t, J= 7.8 Hz, IH), 8.33 
(dd, J= 8.1 Hz. 0.9 Hz, IH), 8.37 (s. 
IH). 12.62 (br s. IH). 
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'5 



No. 


XV 


XV 


'H-NMR fCDCla^ 

XX x^ XTjLxu y^^xx ^yxg/ 


10-154 




0 


1.38-1.83 (m, 14H), 2.52-2.73 (m, 
6H), 2.67 (t, e/= 6.0 Hz, 2H), 3.02 
(br t, J= 6.0 Hz, 2H). 4.39 (br t, 
J= 7.5 Hz, 2H), 7.19 (dd, c/= 7.6 
Hz, 0.6 Hz, IH), 7.54 (t, c7= 7.5 
Hz, IH), 8.33 (dd, «/= 8.4 Hz, 0,6 
Hz, IH), 8.35 (s, IH), 12.58 (br s, 
IH). 


10-155 


.XX 


HCT^ 


1,37-1,55 (m, 4H), 1.67-1.86 (m, 
4H), 1.97 (quint, J= 6.0 Hz, 2H), 
2.68 (t. J= 6.0 Hz, 2H), 2,97 (t. J 
= 6.0 Hz, 2H), 3.60 (t, 5.7 Hz, 
2H), 4.39 (br t, J= 7.5 Hz, 2H), 
7.20 (dd, J= 7.5 Hz, 0.6 Hz, IH), 
7.54 (t, J= 7.8 Hz, IH), 8.33 (dd, 
J= 8.1 Hz, 0.6 Hz, IH), 8.40 (s, 
IH), 12.45 (br s. IH). 


10-156 


.XX 




1.39-1.46 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1,74 (m, 2H), 1.77-1.85 
(m, 2H), 2.23 (quint, J'= 6.0 Hz, 
2H), 2,68 (t, J= 6.0 Hz, 2H), 2.94 
(t, e/= 6.0 Hz. 2H), 3.10 (s, 3H). 
4.33 (t, J= 7.5 Hz, 2H), 4.40 (t, J 
= 6.0 Hz, 2H), 7.19 (dd, «/ = 7,5 
Hz, 0.6 Hz, IH), 7.55 (t, e/= 7,8 
Hz, IH), 8.32 (dd. c/= 8.4 Hz, 0.6 
Hz, IH), 8,37 (s. IH), 12.56 (br s, 
IH). 


10-157 


.XX 


AcS^ 


1.37-1.45 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1.74 (m, 2H), 1.76-1.85 
(m, 2H), 2.03 (quint, </= 7.5 Hz, 
2H), 2.37 (s, 3H), 2,66 (t, J= 6.0 
Hz, 2H), 2.92 (t, J= 6,0 Hz, 2H), 
3.00 (t, J= 7.2 Hz, 2H), 4.21 (t, J 
= 7,5 Hz. 2H). 7,18 (d, c/= 7.6 Hz, 
IH), 7,54 (t, J= 7.5 Hz, IH), 8.32 
(d, 8.4 Hz, IH). 8.35 (s. IH), 
12.59 (br s, IH). 


10-158 


.XX 




1.38-1.45 (m, 2H), 1.47-1.56 (m, 
2H), 1.66-1.74 (m, 2H), 1.77-1.86 
(m, 2H), 1.97-2.07 (m, 2H), 2.68 
(t. J= 6.0 Hz. 2H). 2.95 (t, 
6.0 Hz, 2H), 3.52 (t, J= 6.0 Hz, 
2H), 4.25 (t, J= 7.5 Hz, 2H), 7.19 
(dd, J= 7.5 Hz, 0,6 Hz, IH), 7,54 
(t, J= 7.8 Hz, IH), 8.32 (dd, */ = 
8.4 Hz, 0.6 Hz, IH). 8.36 (s. IH), 
12.58 (br s, IH). 
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No. 






^H-NMR (CDCls) 


10-159 






1.38-1.44 (m, 2H), 1.47-1.56 (m, 2H), 
1.65-1.74 (m, 2H), 1.76-1.84 (m, 2H), 
1.94 (quint, J - 6.6 Hz, 2H), 2.10 (s, 
3H), 2.68 (t, J= 6.0 Hz, 2H), 2,93 (t, J 
= 6.0 Hz, 2H), 3.30 (q, e/= 6.0 Hz, 2H), 
4.26 (br t, J= 7.5 Hz, 2H), 6.63 (br t, J 
= 7.5 Hz, IH), 7.21 (dd, 8.1 Hz, 0.6 
Hz, IH), 7.66 (t, e/= 7.8 Hz, IH), 8.34 
(dd, J= 8.1 Hz, 0.6 Hz, IH), 8.39 (s, 
IH). 12.51 (br s. IH). 


10-160 


Br N ^ 




1.41-1.85 (m. 8H), 2.01-2.11 (m, 2H), 
2.68 (t, c/= 6.0 Hz, 2H), 2.94 (t, J= 6.0 
Hz, 2H), 3.04 (s, 3H), 3.18 (q, J= 6.0 
Hz, 2H), 4.34 (br t, J= 7.5 Hz, 2H), 
5.58 (br t, e/= 7.5 Hz, IH), 7,20 (dd, J 
= 7.5 Hz, 0.6 Hz, IH), 7.55 (t, 7.8 
Hz, IH), 8,31 (dd, J= 8.1 Hz, 0.6 Hz, 
IH). 8.39 (s, IH). 12.45 (br s, IH). 


10-161 




O 1 
H 


1.42-1.83 (m, 8H), 2.03 (quint, J= 6.0 
Hz, 2H), 2.69 (t, */= 6.0 Hz, 2H), 2.93 
(t, e/= 6.0 Hz, 2H), 3.41 (q, J= 6.0 Hz, 
2H), 4,30 (br t, J= 7.5 Hz, 2H), 7.22 
(dd, «/= 7.8 Hz, 0.6 Hz, IH), 7.56 (t, J 
= 7.8 Hz, IH), 8.13 (br s, IH), 8.31 
(dd, J= 7.8 Hz, 0.6 Hz, IH), 8.42 (s, 
IH). 12.40 (br s. IH). 


10-162 




nBu 


0.99 (t, 7.2 Hz, 3H), 1,39-1,57 (m, 
4H), 1.47 (sextet, J - 7.2 Hz, 2H), 
1.65-1.83 (m, 6H), 2.51 (s, 3H), 2,68 
(t, J= 6.0 Hz, 2H), 2.92 (t, J= 6.0 Hz, 
2H), 4.16 (br t, e7== 7.2 Hz, 2H), 6.86 
(d, «/= 4.8 Hz, IH), 8.41 (s, IH), 8.54 
(d. J= 4.8 Hz. IH). 12.91 (br s, IH). 


10-163 


Me 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.39-1.53 (m, 
4H), 1.46 (sextet, = 7.5 Hz, 2H), 
1.65-1.82 (m, 6H), 2.47 (s, 6H), 2.67 
(t, e/= 6.0 Hz, 2H), 2.91 (t, J= 6.0 Hz, 
2H), 4.15 (br t, </= 7.5 Hz, 2H), 6.74 (s 
IH). 8.41 (s, IH), 12.75 (br s, IH). 


10-164 


a 


OHC^ 


1.22-1.52 (m, 8H), 1.63-1.79 (m, 8H), 
1.92-2.00 (m, 2H), 2.64 (t, J= 6.0 Hz, 
2H), 2.89 (t, J= 6.0 Hz, 2H), 2.96 (t, J 
= 7.2 Hz, 2H). 3.92-4.03 (m, IH), 4.42 
(t, 7.2 Hz, 2H), 8.32 (s, IH), 9.75 
(d. */= 7.5 Hz, IH). 9.84 (s, IH). 
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SI 3 8 Q 

"5 



No. 




R" 


^H-NMR (CDCls) 


10-165 


a 


OH 1 


1.20 (d, «/= 6.6 Hz, 3H), 1.21- 
1.87 (m, 18H), 1.90-2.01 (m. 2H), 
2.55-2.73 (m, 2H), 2.85-3.02 (m, 
2H), 3,62-3.70 (m, IH), 3.92-4.01 
(m, 2H), 4.65-4.78 (m, IH), 8.36 
(s, IH), 9.77 Cd, e/= 7.5 Hz, IH). 


10-166 


a 




1.23-1.51 (m, 8H), 1.58-1.78 (m, 
8H), 1.94-2.00 (m, 2H), 2.20 (s, 
3H), 2.63 (t, J^e.O Hz, 2H), 2.88 
(t. 6.0 Hz. 2H), 2.93 (t, J = 
7.5 Hz. 2H), 3.92-4.01 (m. IH), 
4.36 (t, J= 7,5 Hz, 2H), 8.31 (s, 
IH), 9.78 (d, J= 8.1 Hz. IH). 


10-167 




HO^^ 


1.38-1.43 (m, 2H). 1.44-1.52 (m, 
2H), 1.65-1.83 (m, 4H), 1.86-1.95 
(m, 2H), 1.91-2.05 (m, IH), 2.63- 
2.74 (m, IH), 2.67 (t, J= 6.0 Hz, 
2H), 2.85-2.96 (m, IH), 2.93 (t, J 
= 6.0 Hz, 2H), 2.99-3.09 (m, IH), 
3.51 (br t, 4.5 Hz, 2H), 4.22- 
4.38 (m, 2H), 5.66 (q, J= 7.5 Hz, 
IH), 7,19-7.38 (m, 4H), 8.43 (s, 
IH), 10.11 (d. e/=6.9 Hz. IH). 


10-168 




1 


1.38-1.42 (m, 2H), 1.44-1.52 (m, 
2H), 1.64-1.80 (m, 4H), 1.91-2.08 
(m, IH), 2.11-2.21 (m, 2H), 2.62- 
2.73 (m, IH), 2.67 (t, 6.0 Hz, 
2H), 2.83-2.96 (m, IH), 2.91 (t, J 
= 6.0 Hz, 2H), 2.99-3.06 (m, IH), 
3.02 (s, 3H), 4.25 (t. J= 6.9 Hz, 
2H). 4.33 (t, e/= 6.0 Hz, 2H), 5.67 
(q, e/= 7,8 Hz. IH), 7.16-7.26 (m, 
3H), 7.35-7.39 (m, IH), 8.39 (s, 
IH), 10.13 (d, </= 8.4 Hz, IH). 


10-169 


6^ 




1.37-1.43 (m, 2H), 1.44-1.53 (m, 
2H), 1.67-1.80 (m, 4H), 1.91-2.10 
(m, IH), 2.00-2.20 (m, 2H), 2.62- 
2.73 (m, IH), 2.67 (t, </= 6.0 Hz, 
2H), 2.84-2.96 (m, IH), 2,93 (t, J 
= 6.0 Hz, 2H), 2.98-3.08 (m, IH), 
4.26 (sextet, J = 7.6 Hz, 2H), 
4.46 (t, J= 7.8 Hz, IH), 4.61 (t, J 
= 5.4 Hz, IH), 5.67 (q. J= 7.5 Hz, 
IH), 7.16-7,28 (m, 3H), 7.35-7.39 
(m, IH), 8.39 (s, IH), 10.17 (d, J 
»6.6 Hz. IH). 
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is 



No. 






^H-NMR (CDCls) 


10-170 






1.38-1.43 (m, 2H), 1,44-1.54 (m, 2H), 
1.67-1.82 (m, 4H), 1.91-2.06 (m, IH), 
2.06 (quint, J= 7.5 Hz, 2H), 2.49 (t, J 
= 7.2 Hz, 2H), 2.62-2.74 (m, IH), 2.67 
(t, J=6.0 Hz, 2H), 2.85-2.96 (m, IH), 
2.91 (t, 6.0 Hz, 2H), 2.99-3.09 (m, 
IH), 4.21 (sextet, J = 7.2 Hz, 2H), 
5.67 (q, c/= 7.5 Hz, IH), 7.19-7.26 (m, 
3H), 7.35-7.39 (m, IH), 8.40 (s, IH), 
10.08 (d, J=8.1 Hz. IH). 


10-171 






1.37-1.44 (m, 2H), 1.45-1.55 (m, 2H), 
1.67-1.80 (m, 4H), 1.93-2.03 (m, 3H), 
2.62-2.73 (m, IH), 2,66 (t, J= 6.0 Hz, 
2H), 2.84-2.96 (m, IH), 2.91 (t, 6.0 
Hz, 2H), 2.99-3.09 (m, IH), 3,50 (t, J 
= 6.0 Hz, 2H), 4.17 (sextet, J= 7,5 Hz, 
2H). 5.67 (q, J = 7.8 Hz, IH), 7.18- 
7.26 (m, 3H), 7,35-7.39 (m, IH), 8.39 
(s, IH), 10.16 (d, J= 8,4 Hz, IH). 


10-172 




AcHN^^ 


1.37-1.43 (m, 2H), 1.44-1.52 (m, 2H), 
1.63-1.78 (m, 4H), i.83-2.02 (m, IH), 
1.87 (quint, J= 6.0 Hz, 2H), 1.95 (s, 
3H), 2.67 (t, J= 6.0 Hz, 2H), 2.69-2.76 
(m, IH), 2.88-2,95 (m, IH), 2.90 (t, J = 
6,0 Hz, 2H), 2.97-3.08 (m, IH), 3.23 
(quint, J= 6.0 Hz, 2H), 4.19 (br t, J = 
7.5 Hz, 2H), 5.67 (q, e/= 7,5 Hz, IH), 
6.65 (br t, 7.5 Hz, IH), 7.18-7.28 
(m, 3H), 7.36-7.39 (m, IH), 8.41 (s, 
IH), 10.15 (d. J=8.1 Hz, IH). 


10-173 






1.37-1.42 (m, 2H), 1.44-1.53 (m, 2H), 
1.63-1.78 (m, 4H), 1.90-2.02 (m, 3H), 
2.62-2.73 (m. IH), 2.67 (t, */= 6.0 Hz, 
2H), 2.84 (s, 3H), 2.85-2.97 (m, IH), 
2.90 (t, 6.0 Hz. 2H), 3.00-3.10 (m, 
2H), 4.25 (br s, 2H), 5.67 (q, J = 7.5 
Hz, 2H), 7.19-7.36 (m. 4H), 8.42 (s, 
IH). 10.06 (d. J^=8.1 Hz. IH). 


10-174 


6^ 


H 


1.38-1.43 (m, 2H), 1.44-1.52 (m, 2H), 
1.65-1.80 (m, 4H), 1.88-2.00 (m, 3H), 
2.68 (t, J= 6.0 Hz. 2H), 2.69-2.76 (m, 
IH), 2.88-2.98 (m, IH), 2.91 (t. 6.0 
Hz, 2H), 3.00-3.10 (m, IH), 3.25-3.37 
(m, 2H), 4.24 (br s, 2H), 5.61 (q, e/ = 
7.5 Hz, IH), 7,18-7.39 (m, 4H), 8.42 
(br s, IH), 8.44 (s, IH), 10.05 (d, «/ = 
7.2 Hz. IH). 
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to 



No. 






^H-NMR (CDCI3) 


10-175 


OH 


nBu 


0.99 (t, 7.5 Hz. 3H), 1.02-1.28 (m, 
6H), 1.36-1.52 (m, 8H), 1.62-1.80 (m, 
8H). 1.92 (br d. «/= 12.0 Hz, IH), 2.64 
(t, J= 6.0 Hz, 2H), 2.89 (t, J= 6.0 Hz, 
2H), 3.45-3.62 (m, 3H), 4.07-4.15 (m, 
2H). 8.30 (s, IH). 10.28 (br s. IH). 


10-176 


o 


nBu 


0.98 (t, 7.5 Hz, 3H), 1.20-1.51 (m, 
14H), 1.58-1.91 (m, 8H), 2.41-2.50 (m, 
IH), 2.63 (t. J== 6.0 Hz, 2H), 2.88 (t, J 
= 6.0 Hz, 2H), 4.12 (br t, J- 7.5 Hz, 
2H), 4.36 (d, J= 5.4 Hz, 2H), 8.26 (s, 
IH), 10.50 (br s. IH). 


10-177 


OH 


nBu 


0.98 (t, J= 7.5 Hz, 3H), 1.15 (d, J = 

6.6 Hz, 3H), 1.37-1.53 (m, 4H), 1.44 
(sextet, J= 7.5 Hz, 2H), 1.61-1.81 (m, 
6H), 2.66 (t, J= 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.09 (br t, c/= 7.5 Hz, 
2H), 4.39-4.48 (m, IH), 4.98 (d, J = 

2.7 Hz, IH), 7.23-7.39 (m, 5H), 8.33 
(s, IH). 10.10 (d. J== 7.5 Hz. IH). 


10-178 


OH 


nBu 


0.98 (t, J= 7.2 Hz, 3H). 1.15 (d, J = 
6.9 Hz. 3H), 1.37-1.53 (m, 4H), 1.44 
(sextet, «/= 7.2 Hz, 2H), 1.62-1.80 (m, 
6H), 2,66 (t. J= 6.0 Hz, 2H), 2.90 (t, J 
= 6.0 Hz, 2H), 4.09 (br t, J = 7 .2 Hz, 
2H), 4.39-4.49 (m, IH), 4.98 (d, J = 
2.7 Hz, IH), 7.23-7.40 (m, 5H), 8.33 
(s. IH), 10.10 (d. J= 6.9 Hz. IH). 


10-179 


0 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.37-1.50 (m,. 
4H), 1.43 (sextet, J = 7,5 Hz, 2H), 
1.54 (d, J= 7.5 Hz, 3H), 1.63-1.80 (m, 
6H), 2.63 (t, J=e,0 Hz, 2H). 2.88 (t, J 
= 6.0 Hz, 2H), 4.12 (br t, J= 7.5 Hz, 
2H), 5.69-5.79 (m, IH), 7.45-7.51 (m, 
2H), 7.55-7.61 (m, IH), 8.05-8.09 (m, 
2H), 8.28 (s, IH), 10.73 (d, c/= 6.9 Hz, 
IH). 


10-180 




nBu 


0.99 (t, J = 7.5 Hz, 3H), 1.37-1.60 (m, 
4H), 1.43 (sextet, J = 7.5 Hz, 2H), 
1.64 (d. J= 6.9 Hz, 3H), 1.65-1.80 (m, 
6H), 2.63 (t. e7=6.0 Hz, 2H), 2.89 (t, J 
= 6.0 Hz. 2H), 4.12 (br t. «/= 7.5 Hz, 
2H), 5.69-5.79 (m, IH), 7.45-7.51 (m, 
2H), 7.55-7.61 (m, IH), 8.05-8.09 (m, 
2H), 8.28 (s. IH). 10.73 (d, c/= 7.2 Hz. 
IH). 
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S 1 4 1 



Cr^N-^Me 



No. 


R' 




^H-NMR (CDCla) 


11-001 


v 


nBu 


1.01 (t, J= 7,2 Hz, 3H), 1.42-1.54 (m, 
2H), 1.65-1.79 (m, 2H), 1.79 (s, 6H), 
2.13 (s, 3H), 2.41 (s, 3H), 4.13 (t, e/ = 
7.8 Hz, 2H), 7.16-7.22 (m, 2H), 7,26- 
7.33 (m, 2H), 7.42-7.46 (m, 2H), 8.25 
(s, IH), 10.40 (br s, IH). 


11-002 


V 

ex 


Bn 


1 79 (s GH) 2 13 (e 3H). 2.29 ^s. SK). 
5.50(br s, 2H), 7.09-7.47 (m, lOH), 8.35 
.(s, IH), 10.35 (br s, IH). 


11-003 






1.05-1.32 (m, 4H), 1.58-1.91 (m, 7H), 
1.79 (s, 6H), 2.12 (s, 3H), 2.38 (s, 3H), 
4.01 (br s, 2H), 7.16-7.21 (m, IH), 
7.26-7.32 (m, 2H), 7.43-7.46 (m, 2H), 
8.24 (s, IH). 10.39 (br s. IH). 


11-004 


HO^ 




1.00-1.30 (m, 4H), 1.55-1.90 (m, 7H), 
2.18 (s, 3H), 2.40 (s, 3H), 3.89-4.00 (m, 
2H), 4.03 (br s, 2H), 5.26-5.32 (m, IH), 
7.26-7.43 (m, 5H), 8.33 (s, IH), 10.72 
(br d, */= 6.9 Hz, IH). 


11-005 






1.00-1.30 (m, 4H), 1.60-1.92 (m, 7H), 
2.17 (s, 3H), 2.39 (s. 3H), 3.90 (d, J = 
6.0 Hz, 2H), 4.04 (br s, 2H), 5.50-6.56 
(m, IH), 7.26-7.44 (m, 5H), 8.30 (s, 
IH). 10.73 (d, J= 8.1 Hz, IH). 


11-006 


0 — 




1.00-1.30 (m, 4H), 1.56-1.88 (m, 7H), 
1.90-2.00 (m. 2H), 2.18 (s, 3H), 2.39 (s, 
3H), 2.71 (t, J = 8.1 Hz, 2H), 3.46 
(quint, J= 6.9 Hz, 2H), 4.03 (br s, 2H), 

7 1/17 Qr» f-nrs ft Q9 /a 1 U\ Q Qfl /V^-w 

1 .14- ( .ou ^m, Oil/, o.o^ xtijf y,*)o {or 

s. IH). 


11-007 


HO^ 


nBu 


0.99 (t, J= 7.5 Hz, 3H), 1.39-1.51 (m, 
2H), 1.62-1.73 (m, 2H), 2.18 (s, 3H), 
2.42 (s, 3H), 3.89-4.00 (m, 2H), 4.12 
(dd, J= 9.0 Hz, J= 5.1 Hz, 2H), 5.26- 
5.32 (m, IH), 7.26-7.43 (m, 5H), 8.32 
(s. IH). 10.72 (br d. J= 6.9 Hz. IH). 


11-008 




nBu 


1.00 (t, c/= 7.5 Hz, 3H), 1.41-1.53 (m, 
2H), 1.64-1.74 (m. 2H), 2.16 (s, 3H), 
2.41 (s, 3H), 3.91 (d, J 5.7 Hz, 2H), 
4.13 (t, J= 7.5 Hz, 2H), 5.50-5.57 (m, 
IH), 7.28-7.45 (m, 5H). 8.30 (s, IH), 
10.73 (br d. J=S.l Hz, IH). 


11-009 


Me Ma 




0.84 (d, c/= 6.6 Hz, 6H), 1.06-1.85 (m, 
21H), 2.17 (s, 3H), 2.38 (s, 3H), 4.00 

(br s, 2H), 4.09-4.18 (m, IH), 8.31 (s, 
IH), 9.77 (d. J= 7.5 Hz, IH). 
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«14 2 ^ 



No. 






^H-NMR (CDCI3) 


11-010 




1 


0.60-0.65 (m, 2H), 0.77-0.84 (m, 2H), 
1 05-1.26 to. bWi 1 59-1 85 (m 6H> 
2.18 (s, 3H), 2.88 (s, 3H), 2.89-2.98 (m, 

IH), 4.00 (br s, 2H), 8.32 (s, IH), 9.89 
(br s, IH). 


11-011 




1 


0.86-2.19 (m, 15H), 2.19 (s, 3H), 2.38 
(s. 3H). 2.72-2.91 Cm 2H) 3.94 Cbr s. 
2H), 5.37-5.44 (m, IH), 7.06-7.16 (m. 
3H), 7.34-7.37 (m, IH), 8.38 (s, IH), 
10.22 (br d. J= 8.7 Hz, IH). 


11 A 1 O 

11-012 


Me 




0.92 (t, 7.6 Hz, 3H), 0.95 (d, .7=6.6 
Hz, 3H), 1.06-1.85 (m, 14H), 2.18 (s, 

0 T_T\ 0 on 0 Tjr\ 0 on 0 00 1 T_T\ 
3H), 2.39 (s, oti), 0,20-0.29 (m, IH), 

3.34-3.42 (m, IH), 4.03 (br s, 2H), 8.32 

(s, IH), 9.95 (br s, IH). 


11-013 


>r 


o' 


0.98 (s, 9H), 1.07-1.23 (ra, 5H), 1.62- 
1.83 (m, 6H), 2.18 (s, 3H), 2.39 (s. 3H), 
3,26 (d, c7= 6.0 Hz, 2H), 4.03 (br s, 2H), 
8.33 (s, IH), 10.06 (br s. IH). 


11-014 






1.05-1.23 (m, 5H), 1.62-1.87 (m, 6H), 
2.18 (s, 3H), 2.39 (s, 3H), 4.00 (br s, 
2H), 4.62 (d, J= 5.4 Hz, 2H), 6.25-6.31 
(m, 2H), 7.35 (s, IH), 8.34 (s, IH), 
10.23 (br s, IH). 


11-015 




J 

Me 


0.88 (d, e/= 6.9 Hz, 3H), 0.93 (t, 7.5 
Hz, 3H), 1.16-1.30 (m, IH), 1.35-1.48 
(m, IH), 1,89-2.00 (m, IH), 2.19 (s, 
3H), 2.39 (s, 3H), 4.03 (br s, IH), 4.64 
(d, J= 6.0 Hz, 2H), 7.20-7.38 (m, 5H), 
8.37 (s, IH). 10.30 (br s. IH). 


11-016 




Me 


u.yu ^t, e/ — /.ii riz, oti), u.yo \t, e/ — / .O 
Hz, 3H), 1.17-1.32 (m, IH), 1.35-1.49 
(m, IH), 1.88-2.00 (m, IH), 2.18 (s, 
3H), 2.39 (s, 3H), 2.93 (t, J= 7.5 Hz, 
2H), 3.62-3.69 (m, 2H), 4.06 (br s, 2H), 
7,17-7.31 (m, 5H), 8.33 (s, IH), 10.03 
(br 8, IH). 


11-017 






0.98 (s, 9H), 2.18 (s, 3H). 2.40 (s, 3H), 
4.34 (br 8, 2H), 7.20-7.37 (m, BH), 8.34 
(s. IH), 10.31 (br s, IH). 


11-018 






0.99 (s, 9H), 2.17 (s, 3H), 2.39 (s, 3H), 
2.91 (t, c/= 7.5 Hz, 2H), 3.63-3.70 (m, 
2H), 7.16-7.31 (m, 5H), 8.30 (s, IH), 
10.01 (br s, IH). 


11-019 


5X 




2.19 (s, 3H), 2.53 (s, 3H), 4.63 (d, c/ = 
5.7 Hz, 2H), 5.34 (s, 2H), 6.33 (m, 2H), 
7,21-7.37 (m, 6H), 8.38 (s, IH), 10.18 
(br s, IH). 



250 



wo 03/070277 



^14 3 



No. 






^H-NMR (CDCls) 


11-020 




Vo 


2.19 (s, 3H), 2.53 (s, 3H), 2.92 (t, J 
= 7.5 Hz, 2H), 3.62-3.69 (m, 2H), 
5.34 (s, 2H), 6.35 (m, 2H), 7.17- 
7.32 (m, 5H), 7.35 (t, J = 1.5 Hz, 
IH). 8.34 (s. IH). 9.92 (br s. IH). 


11-021 






0.45-0.66 (m, 4H), 1.08-1.18 (m, 
IH), 2.19 (s, 3H), 2.45 (s, 3H), 4.11 
(d, e/= 6.9 Hz, 2H), 4.64 (d, J= 5.7 
Hz, 2H), 7.20-7.38 (m, 5H), 8.36 (s, 
IH). 10.31 (br s, IH). 


11-022 






0.47-0.61 (m, 4H), 1.09-1.17 (m, 
IH), 2.19 (s, 3H), 2.45 (s, 3H), 2.93 
(t, J= 7.8 Hz, 2H), 3.63-6.70 (m, 
2H), 4.12 (d, 6.9 Hz, 2H), 7.17- 
7.32 (m, 5H). 8.33 (s, IH), 10.03 
(brs, IH). 


11-023 


H 


hBu 


1.00 (t, J - 7.5 Hz, 3H), 1.40-1.53 
(m, 2H), 1.63-1.73 (m, 2H), 2.18 (s, 
3H), 2.42 (s, 3H), 4.13 (t, J= 8.1 
Hz, 2H), 5.73 (br s, IH), 8.31 (s, 
IH), 9.62 (brs. IH). 


11-024 






1.05-1.26 (m. 6H). 1.66-1.77 (m, 
4H), 1.83-1.92 (m, IH), 2.19 (s, 
3H), 2.41 (s, 3H), 4.08 (br s, 2H), 
4.97 (d, e/= 4.5 Hz, 2H), 7.50 (t, J= 
7.5 Hz, 2H), 7.61 (t, c/ = 7.5 Hz, 
IH), 8.02-8.06 (m, 2H), 8,32 (s, 
IH). 10.78 (br s. IH). 


11-025 




Bn 


2.19 (s, 3H), 2.33 (s, 3H), 4.98 (d, J 
= 4.5 Hz, 2H), 5.52 (br s, 2H), 7.14 
(d, 7.5 Hz, 2H). 7.29-7.36 (m, 
3H), 7.50 (t, J= 7.5 Hz, 2H), 7.61 
(t, J= 7.5 Hz, IH), 8.03 (d, J= 7.5 
Hz, 2H), 8.41 (s, IH), 10.74 (br s, 
IH). 
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^14 4 



nBu 



No. 


R' 


R» 


^H-NMR (CDCI3) 


12-001 






1.04 (t, */= 7.3 Hz, 3H), 1.42-1.54 
(m, 2H), 1.67-1.78 (m, 2H), 2.28 (s, 
3H), 2.94 (t, J - 7.3 Hz, 2H), 3.65- 
3.72 (m, 2H), 4.12-4.18 (m, 8H), 8.29 
Cs, IH). 9.91 (t, e7= 5.5 Hz, IH). 


12-002 


€1 




1.04 (t, J= 7.3 Hz, 3H), 1.43-1.55 
(m, 2H), 1.70-1.80 (m, 2H), 2.44 (s, 
3H), 2.97 (m, 2H), 3.67-3.74 (m, 2H), 
4.18 (t, 7.9 Hz, 3H), 6.55 (m, IH), 
6.90-6.94 (m, IH), 7.19-7.46 (m, 8H), 
8.50 (s, IH), 8.79 (brs, IH), 10.14 (t, 
J= 5.8 Hz, IH). 


12-003 




Et 


0.98 (t, J= 7.5 Hz. 3H), 1.16 (t, J = 
7.5 Hz, 3H), 1.38-1.51 (m, 2H), 
1,60-1.72 (m, 2H), 2.43 (s, 3H), 2.53 
(quint, J= 7.5 Hz, 2H), 4.09 (t, J = 
7.8 Hz, 2H), 4.64 (d, J= 6.0 Hz, 2H), 
7.20-7.38 (m, 5H), 8.38 (s, IH), 10.30 
(br s, IH). 


12-004 




Et 


1.00 (t, J= 7.5 Hz, 3H) , 1.16 (t, J = 
7.5 Hz, 3H), 1.40-1.52 (m, 2H), 
1.61-1.73 (m, 2H), 2.43 (s, 3H), 2.52 
(quint, c/= 7.5 Hz, 2H), 2.94 (t, J = 
7.8 Hz, 2H), 3.63-3.70 (m, 2H), 4.11 
(t, J = 7.8 Hz, 2H), 7.17-7.32 (m, 
5H). 8.35 (s. IH). 10.04 (br s. IH). 
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IS-OOl 




0.99 (t, J= 7.5 Hz, 3H), 1.08 (t, </= 7.5 
Hz, 3H), 1.19 (t. J = 7.5 Hz, 3H), 
1.38-1.50 (m, 2H), 1.58-1.72 (m, 4H), 
2.50 (quint, c/=7.6 Hz, 2H), 2.62-2.68 
(m, 2H), 4.06 (m, 2H), 4.64 (t, J= 6.0 
: Hz, 2H), 7,23-7,37 (m, 5H), 8.40 (s, 
IH). 10.32 (br s. IH). 


13-002 


Hi 9 

■ — H — '■ 


1.01 (t, J= Hz, 3H), 1,09 (t, J= 7.5 
Hz, 3H), 1.19 (t, J ^ 7.5 Hz, 3H), 
1.40-1 52 (m 2H'i 1 54-1 73 Cm 4H^ 
2.50 (quint, e7= 7.5 Hz, 2H), 2,62-2.68 
(m, 2H), 2.93 (t, J:= 7.8 Hz, 2H).. 
3.63-3.70 (m, 2H), 4.04-4.10 (m, 2H), 
7.18-7.32 (m, 5H), 8.37 (s, IH), 10.06 
(br s, IH), 


13-003 


o 


Hz, 3H). 1.38rl.50 (m, 2H), 1.53-1,72 
(m, 4H), 2.19 (s,3H), 2.62-2,68 (m, 
2H), 4.04-4.10 (m, 2H), 4.64 (d, e/= 6.7 . 
Hz, 2H). 7.21-7.38, (m, 5H), 8.36 .(s, 
IH). 10.30 (br s, IH). 


13-004 




Hz, 3H). 1.40-1.52 (m, 2H). 1.53-1.72 
(m, 4H), 2.18 (s, 3H), 2.62-2.68 (m, 
2H), 2.93 (t, J= 7.6 Hz. 2H)/3.63-3.70 
(m, 2H). 4.04-4.10 (m, 2H), 7.18-7.32 
(m, 6H). 8.31 (s. IH). 10.03 (br s. IH). 


13.-005. 




u.«7o «/ — / .0 nZ| 0£i^, x.oo-JL.oo ^m, 
6H), 1.62-1.72 (m. .6H), 2.54 (s, .3H), 
2.62 (t. c/=6.1 Hz, 2H), 2.83 (t, e7=6.4 
Hz. 2H), 4.10 (t, J = 7,9 Hz, 2H), 
7.21-7.38 (m, 2H), 7.55 (d, e/= 7.6 Hz, 
IH). 8,38 (s. IH). 8.79 (br s. IH). 


i8-:oo6 




0.97, (t, J= 7,3 Hz, 3H), 1.38-1.53 (m, 
6H), 1.62-1.75 (m, 6H), 2.62 (t, c/=6.1 
Hz, 2H), 2,83 (t, J ^ 6,1 Hz, 2H), 4.10 
(t. «/=?.7.9 Hz, 2H),- 7.32-7 .47* (m, 3H>. 
7.72-7.75 (m. lH), 8-39 (s, IH), 9.18 
(brs. IH), 


13-007 


. H Clv^ 
•BnOYNW^CI 


0.97 (t. c/= 7.3 Hz, 3H),.1.34-1.46 (m, 
2H), 1.72-1.82 (m, 2H), 4.03 (t. c/=7.3 
Hz, 2H), 5.21 (s, 2H), 7.06 (d, J= 2.1 
Hz, IH), 7.23-7.40 (m. 8H), 7.95 (s, 

IH), 8.15 (br s, IH)..^ 


13-008 




0.96 (d, J= 7.3 Hz, 3H), 1.36-1.56 (m, 
6H), 1.58-1.71 (m, 4H), 1.71-1.81 (m, 
2H), 2.57 (t, c/= 6.0 Hz, 2H), 2.85 (t, J 
- 6,3 Hz, 2H), 3.08-3.20 (m, 2H). 3.18 
(t, J= 5.0 Hz, 2H), 3.92 (t, 5.0 Hz, 
2H), 4.06 (tlike, 2H), 6.87-7,00 (m, 
6H), 


13-!009 




0.98 (t, J= 7.6 Hz, 3H), 1.22 (t, c/=7.6 
Hz, 3H), 1.36-1.51 (m, 2H),. 1,61-1.72 
(m, 2H), 2.19 (s.* 3H), 2.73 (quint. J = 
7,5 Hz, 2H), 4.08 (t, J'= 7.8 Hz. 2H), 
4.64 (d, J= 6.0 Hz. 2H), 7.20-7,39 (m, 
5H). 8.35 (s. IH). 10.03 (br s. IH). 
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13-010 




1.00 (t, e/= 7.5 Hz, 3H), 1.23 (t. J= 7.5 Hz. 
3H), 1.40-1.52 (m, 2H), 1.61-1.73 (m, 2H). 
2.19 (s, 3H), 2.73 (quint, c/= 7.5 Hz, 2H). 
2.93 (t, «/= 7,5 Hz, 2H), 3.63-3.70 (m, 2H), 
4.08 (t, 7.5 Hz, 2H), 7,17-7.32 (m, 5H). 
8.31 (s, IH), 10.03 (br s. IH). 



13-011 




0.98 (t, J= 7.5 Hz, 3H), 1.06 (t, J= 7.5 Hz, 
3H), 1.38-1.50 (m. 2H), 1,61-1.77 (m, 4H), 
2.66 (t, </= 7.8 Hz, 2H), 4,05 (t, J= 7,8 Hz, 
2H), 4.64 (d, c/= 6.0 Hz, 2H), 6.28 (d, J = 
7.8 Hz, IH), 7.20-7.40 (m, 5H), 8,44 (d, 
7.8 Hz. IH). 10.21 (br s, IH) 



13-012 



1.00 (t, J- 7.5 Hz, 3H). 1.06 (t, J= 7.5 Hz, 
3H), 1.39-1.55 (m, 2H), 1.61-1,77 (m, 4H), 
2.66 (t, J= 7.8 Hz, 2H). 2.93 (t, J'= 7.8 Hz, 
2H), 3.62-3.70 (m, 2H), 4.06 (t, J= 7,8 Hz, 
2H), 6,27 (d, 7.5 Hz, IH), 7.18-7.32 (m, 
5H), 8.41 (d, J= 7.5 Hz, IH), 9.95 (br s, 

m 



13-013 




0.98 (t, J= 7.3 Hz, 3H), 1,37-1.49 (m, 2H), 
1,76-1.86 (m, 2H), 4.08 (t, 7,3 Hz, 2H), 
7.26 (d. J= 2.4 Hz, IH), 7.32-7.54 (m, 8H), 
7,76-7,79 (m, IH), 8.92 (d, J= 2.4 Hz. IH), 
9.29 (s, IH). 



13-014 




0.99 (t, c/= 7,3 Hz, 3H), 1.38-1.50 (m, 2H), 
1.60 (d, J= 7,0 Hz), 1.77-1.87 (m, 2H), 4.09 
(dt, 7.1, 3,7 Hz, 2H), 5.32 (dt, 7.3, 
7.0 Hz, IH), 7,21-7.48 (m, 5H). 7.69 (d, J = 
2.7 Hz, IH), 8,83 (d, J= 2.7 Hz, IH), 10.29 
(d, </= 7.9 Hz). 



13-015 




MeO 



^^^^ 



Me 



0.98 (t, J= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.76-1.86 (m, 2H), 2.54 (s, 3H), 4.06 (t, / = 

7.3 Hz, 2H), 7.18-7.59 (m, 4H), 8.70 (d, «/= 

2.4 Hz, IH), 8.84 (br s, IH). 



13-016 




0.98 (t, 7,3 Hz, 3H), 1.38-1.46 (m, 2H), 
1.57 (d, </= 7.0 Hz, 3H), 1.70-1.80 (m. 2H), 
3.97 (dt, ./= 4,3, 7.0 Hz, 2H), 5,29 (q, J = 

7.3 Hz, 2H), 7.21-7.40 (m, 5H), 7.69 (d, 

2.4 Hz, IH), 8.62 (d, 2.4 Hz. IH). 10.08 
(d. J= 7.3 Hz, IH). 



13-017 




0.99 (t, c/= 7.3 Hz, 3H), 1.37-1.49 (m, 2H), 
1.59 (d, J= 7.0 Hz, 3H), 1.77-1.87 (m, 2H), 
4.00-4,15 (m, 2H), 5.31 (dt, J= 7.6, 7.3 Hz, 
IH), 7.21-7.43 (m, 3H), 7.65 (d, J= 2.7 Hz» 
IH), 8.61 (d. e/= 2.7 Hz, IH). 10.19 (d, J = 
7.6 Hz. IH). 



13-018 




0,99 (t, J= 7.3 Hz, 3H), 1.38-1.50 (m, 2H). 
1.60 (d, e/= 7.0 Hz), 1.77-1.87 (m, 2H), 4.09 
(dt, J= 7.1, 3.7 Hz, 2H), 5.32 (dt, c/= 7.3, 
7.0 Hz, IH). 7.21-7.48 (m, 5H), 7,69 (d, «/= 
2.7 Hz, IH), 8.83 (d, c/= 2.7 Hz, IH), 10.29 
(d. J= 7.9 Hz), 



254 



wo 03/070277 
^14 7 



PCT/JP03/01725 



No. 


mm 


»H-NMR (CDCls) 


13-019 




0.90 (t, J=7.2 Hz, 3H), 1.23-1.71 (m, 12H), 
2.41 (br t, 6.0 Hz, 2H), 2.68 (br t, J = 
6.0 Hz, 2H). 3.27 (s 3H') 3 70-4 00 (m 
2H), 4.01 (s, 3H), 7.11-7.61 (m, 6H), 


13-020 




0.99 (t, 7.2 Hz, 3H), 1.08 (t, J= 7.5 Hz, 
3H), 1.39-1.73 (m, 6H), 2.18 (s, 3H), 2.63- 
2.69 (m, 2H), 3.89-3.99 (m, 2H), 4.08 (s, 
2H). 5.26-5.32 (m, IH), 7.27-7.43 (m, 5H), 
8.31 (s. IH). 10.72 (d. e/= 5.7 Hz. IH). 


13-021 




0.99 (t, J= 7.5 Hz, 3H), 1.23 (t, J= 7.5.Hz, 
.3H). 1.39-1.52 (m, 2H), 1.63-1.74 (m, 2H), 
2.19 (s, 3H), 2.74 (q, 7.5 Hz, 2H), 3.89- 
4.00 (m, 2H), 4.09 (s, 2H), 5.26-5.32 (m, 
IH), 7.26-7.43 (m, 5H), 8.32 (s, IH), 10.72 
(d. 7=7.2 Hz. IH). 


13-022 




1.00 (t, J = 7.5 Hz, 3H), 1.19-1.26 (m, 2H), 
1.45 (sextet, J= 7.5 Hz, 2H), 1.52-1.62 (m, 
IH), 1.72 (quint, 7.5 Hz, 2H), 1.81-1.87 
(m, IH), 1.92-2.07 (m, 2H), 3.40 (br s,lH), 
3.47 (br s, IH), 3.89-3.99 (m, IH), 4.17- 
4.26 (m, IH), 4,57-4.71 (m, 2H), 7.20-7.38 
(m. 5H). 8.44 (s. IH). 10,30 (br s. IH). 


13-023 




1.01 (t, 7.5 Hz, 3H). 1.18-1.30 (m, 4H), 
1.43-1,60 (m, 2H), 1.64-1.81 (m, 2H), 1,78 
(s, 6H), 1.89-2.05 (m, 2H), 3.33 (br s,lH), 
3.47 (br s, IH), 3,92-4.01 (m, IH). 4.21- 
4.31 (m, IH), 7.24-7.32 (m, 3H), 7.43-7.46 
(m, 211), 8,33 (s. IH), 10.42 (br s. IH). 


13-024 




1.00 (t, 7.5 Hz, 3H), 1.17-1,26 (m, 2H), 
1.39-1.60 (m, 4H), 1.55 (d, J= 3,0 Hz, 3H), 
1.68-1.85 (m, 2H), 1.90-2.07 (m, 2H), 3.37 
(br s,lH), 3.47 (br s, IH), 3.88-4,01 (m, 
IH), 4.17-4.30 (m, IH), 5.30 (quint, 7.5 
Hz, IH), 7.18-7.41 (m, 5H), 8,40 (s, IH), 
iU.o4 ^,a, </ — /.o rlz, Irlj. 


13-025 


HO. ^ 


1.00 (t, J= 7.2 Hz, 3H), 1.19-1.26 (m, IH), 
1.41-2.10 (m, 9H), 3.39 (br s.lH), 3.49 (br 

s, IH), 3.89-3,99 (m, 3H), 4.20-4.30 (m. 
IH). 5.29 (q, c/= 6.0 Hz, IH), 7.26-7,43 (m, 
5H) 8 40 Ca \W\ 10 71 (A ,/= 7 9 W'7 im 


13-026 




1,01 (t, c/= 7.5 Hz, 3H), 1,20-1.31 (m. 2H), 
1.41-1.55 (m, 2H), 1.70-1.88 (m, 4H), 1.90- 
2.08 (m, 2H), 3.38 (br s,lH), 3.48 (br s, 
IH), 3.90 (d, t7= 4,8 Hz, 2H), 3.95-4.02 (m, 
IH), 4.20-4.31 (ra, IH), 5.50-5.58 (m, IH), 
7.26-7.44 (m, 5H), 8.39 (s, IH), 10.74 (d, J 
= 7.8 Hz, IH), 


13-027 




1.00 (t, e/= 7.5 Hz, 3H), 1.08 (t, e/=7.5 Hz, 
3H), 1.40-1.72 (m, 6H), 2.17 (s, 3H), 2.63- 
2.68 (m, 2H), 3.90 (d, 7= 5.7 Hz. 2H), 4.11 
(br s, 2H), 5.54 (s, IH), 7.26-7.44 (m, 5H), 
8.30 (s. IH), 10.74 (br d. 7.8 Hz. IH). 
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13t028 




1.00 (t, c/= 7.5 Hz. 3H), 1.23 (t, J= 7.6 Hz, 
3H), 1.41-1.53 (m, 2H), 1.65-1.78 (m. 2H), 
2.18 (s, 3H). 2.74 (quint, J= 7.8 Hz, 2H), 
3.90 (d, c/= 5.7 Hz, 2H), 4.11 (br s, 2H), 
5.50-5.57 (m, IH). 7.26-7.44 (m, 6H), 8.30 
(s. IH). 10.74 (br d. </= 7.5 Hz. IH). 


13-029 




0.70 (t, 7.2 Hz, 3H), 1.11 (sextet, J = 
7.2 Hz, 2H), 1.54 (quint, J= 7.2 Hz, 2H), 
1.61 (s, 3H), 1.81 (s, 3H), 3.70-3.86 (m, 
2H), 5.34 (quint, */= 7.2 Hz, IH), 7.17-7.58 
(m, lOH), 8.43 (s, IH), 10,41 (d, J= 7.8 Hz, 
IH). 


13-030 


xro 


0.72 (t, 7.5 Hz, 3H), 1.12 (sextet, c/ = 
7.5' Hz, 2H), 1.57 (quint, J= 7.5 Hz, 2H), 
1.78 (s, 3H), 1.82 (s, 6H). 3.81 (t, J= 8.4 

Hz, 2H). 7.16-7.57 (m, lOH), 8.37 (s, IH), 
10.49 (br s, IH). 


13-031 


HO 

^ "U 


0,70 (t, c/= 7.2 Hz, 3H)» 1.10 (sextet, «/ = 
7.2 Hz, 2H), 1,54 (quint. J= 7.2 Hz, 2H), 
1.83 (s, 3H), 3.76-3.86 (m, 2H), 3.91-4.03 
(m, 2H), 5,29-5.36 (m, IH), 7.16-7.57 (m, 
lOH), 8.48 (s, IH), 10.82 (d, J = 6.6 Hz, 
IH). 


1.3-032 


*o 


0.70 (t, J- 7.2 Hz, 3H), 1.01 (s, 9H), 1.11 
(sextet. c/= 7.2 Hz. 2H). 1.54 (quint, c7=s 7.2 
Hz, 2H), 1,83 (s, 3H). 3.29 (t, J 4.8 JI?, 
2H). 3.80 (t, 7,2 Hz? 2H), 7,20-7,67 (m. 
2H), 7.60-7.60 (m, 3H); 8.46 (s, IH), 10.15 
(br s. IH). 


18-033 




0.71 (t, J==^ 7.5 Hz, *3H), 1.11 (sextet, J = 
7.5 Hz, 2H), 1.56 (quint, 7.5 Hz, 2H), 
1.82 (s, 3H), 3.81 (dd, c/= 6.0 Hz, 3.6 Hz, 
2H), 3.93 (d, J= 6.0 Hz, 2H), 5.53-5,61 (m, 
IH), 7.19-7.57 (m, lOH), 8.44 (s, IH), 10,83 
(d. </= 8.4 Hz. IH). 


13-034 




0.99 (t, e/= 7.2 Hz, 3H), 1.45 (sextet, J = 
7,2 Hz, 2H), 1.58 (d. c/= 7.2 Hz, 3H), 1.64- 
1.77 (m, 4H), 1,83-1.92 (m. 2H), 2.60 (t, J= 
6,0 Hz, 2H), 2.74 (t, J= 6.0 Hz, 2H), 4.00- 
4.10 (m. 2H), 5.30 (quint,. J = 7.2 Hz, IH), 
7,19-7.42 (m, 5H), 8.23. (s, IH), 10.34 (d, J 
= 7.5 Hz. IH). 


13-035. 




0.98 (t, J = 7.5 Hz, 3H), 1.44 (sextet, J = 
7.5 Hz, 2H), 1.60-1.70 (m, 2H), 1.69-1.80 
(m, 2H), 1.83-1.93 (m, 2H), 2.62 (t. J= 6.0 
Hz, 2H), 2.75 (t, J= 6.0 Hz, 2H), 3.89-3.98 
(m. 2H), 4.00-4.08 (m. 2H). 5.26-6.32 (m. 
IH), .7.27-7.43 (m, 6H), 8.27 (s, IH), 10.75 
(d. c7= 6.4 Hz. IH). 


13-036 




0.99 (t, J - 7.2 Hz, 3H), 1,45 (sextet, J = 
7.2 Hz, 2H), 1.62-1.78 (m, 4H), 1.83-1.93 
(m, 2H), 2.61 (t, */= 6.0 Hz, 2H), 2.75 (t, 
6,0 Hz, 2H). 3.91 (d, J =6.0 Hz, 2H), 4.06 
(t, J = 7.2 Hz, 2K), 6.60-5.58 (m. iH), 
7.27-7.45 (m, 5H), 8.28 (s. IH). 10.76 (t, 
7.5 Hz. IH). 
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13^037 




0.99 (t, e7= 7.2 Hz, 3H), 1.18-1.51 (m, 8H), 
1.61-1,77 (m, 6H), 1,83.1.92 (m, 2H), 1.96- 
2.02 (m, 2H), 2.61 (t, J- 6.0 Hz. 2H), 2.73 
(t, c/= 6.0 Hz, 2H), 3.90.4.01 (m, IH), 4.03 

(t, c7= 7.2 Hz, 2H), 8.24 (s, IH), 9.86 (d, J = 
7.5 Hz, IH). 


13-038 




0.99 (t, </= 7,5 Hz, 3H), 1.13-1.30 (m, 2H), 
1.45Xse3ctet, J= 7.5 Hz, 2H), 1.59-1.92 (m, 
15H), 2.61 (t, J= 6.0 Hz, 2H), 2.74 (t, J = 
6,0 Hz, 2H), 3.28 (t, «/= 6.0 Hz, 2H), 4.04 
(t, J= 7.5 Hz. 2H), 8,25 (s, IH). 9.96 (br s, 
IH). 


13-039 




7.5* Hz, 2H), 1.52-1.78 (m, lOH), 1.82-1.91 
(m, 2H). 1,99-2.11 (m, 2H), 2.61 (t, c/= 6.0 
Hz, 2H), 2.73 (t, J'= 6.0 Hz, 2H), 4.02 (t, J 
= 7.5 Hz, 2H), 4.36 (sextet, J'= 6.6 Hz, IH), 
8.24 (s, IH). 9.91 (d. c/= 6,9 Hz. IH). 


13-040 


'I S 


0,99 (t, </=7.2 Hz, 3H), 1.05-1.29 (m, 6H),- 
i.io </ — o.D xiz, OiX/t -i.ffcu ^soxteii, «/ — 
7.2 Hz, 2H). 1.59-1.92 (m, IIH), 2.61 (t, </= 
6.0 Hz, 2H), 2,73 (t, 6.0 Hz, 2H), 3.93- 
4.13 (m. 1H+2H), 8.24 (s. IH), 9.85 (d, J = 
8.7 Hz, IH). 


13-041 




0.99 (t. cr= 7.2 Hz, 3H), 1.45 (sextet, 
7.2 Hz, 2H). 1.60-1.78 (m. 4H), 1.83-1.91 

6,0 Hz, 2H). 3.70 (d, *;'= 6.0 Hz, 2H), 4.06 
(t, J = 7.2 Hz, 2H). 5,38-5.46 (m, IH), 
7.26-7.45 (m, 5H), 8.23 (s, IH), 10.73 (t, J = 
8.7 Hz, IH). 


13-042 






0.99 (t. t/= 7,5 Hz, 3H), 1.45 (sextet, J = 
7.5 Hz, 2H), 1.58 (d, */= 7.2 Hz, 3H), 1.68 
(quint, J= 7.5 Hz, 2H), 2.82 (t, J =6.0 Hz, 
2H), 4.00 (t, J= 6.0 Hz, 2H), 4.05 (t, J= 7.5 
Hz, 2H), 4.58 (s, 2H), 5.29 (quint, J= 7.2 
Hz, IH), 7.23-7.42 (m. 6H), 8.17 (s, IH), 
10.25 (d, J= 7.5 Hz. IH). 


13-043 






0,99 (t, J= 7,2 Hz, 3H), 1,03-1.30 (m, 4H), 
1.18 (d, J= 6.6 Hz, 3H). 1.45 (sextet, J = 
7.2 Hz, 2H), 1.60-1,84 (m, 9H), 2.82 (t, V = 
6,0 Hz. 2H), 3.92-4.13 (m, 5H), 4.59 (s, 
2H), 8.18 (s, IH), 9.77 (d, J= 8.1 Hz, IH). 


13-044 






1.01 (t, c/= 7.5 Hz, 3H), 1.47 (sextet, c/ = 
7.5 Hz, 2H), 1.71 (quint, J= 7.5 Hz, 2H), 
1.79 (s, 6H). 2.82 (t, J =6.0 Hz, 2H), 4.00 
(t, J= 6.0 Hz, 2H), 4.05 (t, J= 7.5 Hz, 2H). 
4.54 (s, 2H), 7,26-7.34 (m, 3H), 7,42-7.46 
(m, 2H). 8.11 (s. IH). 10.34 (br s. IH). 


13-045 




0.99 (t, J= 7.6 Hz, 3H), 1.19-1.52 (m. 8H). 
1.62-1.79 (m, 8H), 1.80-1.88 (m, 2H), 1.91- 
2.02 (m, 2H), 2.71 (t, J= 6.0 Hz, 2H), 2.93 
(t, J= 6.0 Hz, 2H). 3.93-4.02. (m, IH), 4,16 
(br t, J= 7,5 Hz, 2tt). 8,29 (s, IH), 9.86 (d, 
J=6.9 Hz. IH). 
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No. 


mm 


^H-NMR (CDCls) 


13-046 




1.00 (t, c/'= 7.2 Hz. 3H), 1.47 (sextet, J 
= 7.2 Hz. 2H). 1.63-1.74 (m, 6H), 
1.83-1.90 (m. 2H), 2.72 (t, *7=6.0 Hz. 
2H), 2.96 (t. */-= 6.0 Hz, 2H), 4.23 (br 
t. J= 7.2 Hz, 2H),4.96 (d. J^A.h Hz. 
2H), 7.50 (t, J'= 7.6 Hz. 2H), 7.61 (t, J 
= 7.5 Hz. IH). 8.04 (d. 7,5 Hz, 2H), 
8.29 (s.lH). 10.79 (br s, IH). 


18-047 




0.99 (t. J= 7.2 Hz, 3H), 1.22-1.49 (m. 
6H), 1.60-1.78 (m, 6H). 1.94-2.01 (m, 
2H), 2.82 (t, J= 6.0 Hz. 2H). 3.91-4.05 
(m. 5H), 4.60 (s, 2H). 8.18 (s. IH). 
9.79 (d, ^=6.3 Hz, IH). 


13-048 


— ^ 


) 


0.98 (t, J= 7.2 Hz. 3H). 1.10-1.29 (m. 
6H). 1.40-1.56 (m, 8H). 1.66-1.82 (m. 
8H), 1.93 (br t, J= 12.0 Hz, IH), 2.66 
(t, J= 6.0 Hz, 2H), 2.98 (t, </= 6.0 Hz, 
2H), 3.78-3.87 (m, 2H), 4.00-4.12 (m, 
IH), 4.16 (br t. 7.2 Hz, 2H), 7.29 
(br s. IH). 8.00 (s. IH). 


13-049 


a 0 




0.99 (t. J- 7.2 Hz. 3H), 1.46 (sextet, J 
= 7.2 Hz, 2H). 1.61-1.73 (m, 6H), 1.87 
(sextet, J= 6.0 Hz, 2H). 2.74 (t, J = 
6.0 Hz, 2H), 2.96 (t, c/= 6.0 Hz, 2H), 
4.19 (br t, c/= 7.2 Hz, 2H), 4.68 (d, J= 
6.0 Hz. 2H). 7.15 (dd, e7= 8.4 Hz, 2.4 
Hz, IH). 7.23-7.29 (m, IH), 7.39 (d, J 
= 2.4 Hz. IH), 8.31 (s.lH), 10.43 (br s, 
IH). 


13-050 






0.99 (t. 7.2 Hz. 3H), 1.45 (sextet. J 
= 7.2 Hz, 2H). 1.63-1.79 (m. 4H). 1.89 
(quint, 6.0 Hz. 2H), 2.63 (t, </= 6.0 
Hz. 2H), 2.76 (t. e/= 6.0 Hz, 2H). 4.05 
(t. J= 8.1 Hz. 2H), 4.68 (d, J= 6.0 Hz, 
2H), 7.15 (dd, e/= 8.7 Hz, 2.4 Hz, IH), 
7.25-7.29 (m, IH), 7.38 (d, J^2A Hz, 
IH). 8.27 (s.lH). 10.44 (br s. IH). 
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flsojgm^^MVNfeo mmLtzmmshtm^ib'^^. 38,ooo dpm © 

PH]CP55940 (i^igS 0.5 nM : NEN Life Science Products ^m.) ^T^y-^^m 
mWi (0.6% ^MmT)V:/'K>^'^tS 60 mMTtis-HCimm^ (pH7.4) . 1 mM 
EDTA> 3mMMgCl2) 25•C^ 2 ^^©'f >^i^-'> a ^^frJfe-o fco 

10 >dFa^-i/3 >CD^x 1% sJ^Uxf^l/V-f ^ >iaabfei'7;^7'f ;Vi$'-C-C 
^ii. 0.1% BSA ^^t? 50 mMTris-HCllgijM (pH 7.4) izxm^'i^. Wif^i^ 

IOaM © WIN55212.2 (US 5081122 |B«® A > ^ tf >' -f Y ^mi^T 
=r-;^b, Sigma aiS) ^ftTr-^ffl^U^ ^r^ftl^^CMt ^Mtfefli^tr® 50% 

15 PI^^iE (iCBofii) ^^ibtzo ife^ft-arfe© Ki ^ttt. n^titz ICbo ^tt i: 

["H] CP55940 © Kd fil e. @ m b o 
^15 1 

Ki (nM) 



1-5 


>5000 


61 


1-23 


>5000 


29 


1-50 


>5000 


39 


1-51 


n.t. 


23 


1-52 


n.t. 


35 


1-56 


n.t. 


54 


1-6 


>5000 


9 


1-57 


4134 


6 


1-69 


n.t. 


33 


1-60 


2097 


18 


1-62 


n.t. 


44 


1-63 


n.t. 


43 


1-74 


n.t. 


48 
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1-77 


n.t. 


53 


1-84 


>5000 


35 


1-85 


n.t. 


25 








mi 5 2 










Ki (nM) 




CBIS^^ 


: CB2Si^f^ 


11-13 


n.t. 


6 


11-14 


>5000 


2 


11-17 


n.t. 


8 


11-39 


906 


2 


11-40 


n.t. 


0.5 


11-41 


n.t. 


1 


11-42 


>5000 


0.3 


11-44 


321 


1.1 


11-45 


386 


1.2 


11-46 


3226 


2 


11-49 


1116 


2.9 


11-74 


704 


1.2 


11-78 


1015 


8 


11-80 


>5000 


2.2 


11-88 


n.t. 


8 


11-89 


n.t. 


8 


11-92 


1312 


6 


11-93 


1537 


3 



n.t.: not tested 
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{b-^tl Ki (nM) 



2-004 


nt 


101 


3-010 


nt 


57 


3-038 


1252 


12 


4-001 


2851 


28 


4-002 


746 


17 


4-003 


680 


44 


4-052 


1497 


24 


4-053 


254 


6 


4-054 


482 


6 


4-056 


551 


8 


4-061 


124 


2.5 



ibmi Ki (nM) 

CB1S^# CB2§§{*: 

4-062 >5000 4 

4-101 890 1.5 

4-102 908 1.6 

4-104 54 6 

4-105 91 2.1 

4-301 1769 8 

4-302 >5000 10 

4- 310 512 9 

5- 005 391 16 
5-006 390 14 



5 b b CBl JLit CB2 CHO mi^^. Sctfe-fb^tl^fe^iD b 15 

^^'f^^spi-i-i/a >©^> 7;r;»/;:^3»;> 4 juM. SIGMA 1±) 

mXX ZO^F^'f >^a.'<-i/3 > Lfco INHCI §^i)D bTM^S§#±$^^fc^^ 
±m'¥(D cAMPM^fe Cyclic AMP kit (*^-T -fx ;^ ^ ^ 7 ^ J 7.=r < y ^liif) 

SfflVNTSO^bfeo 7 ;r;i'Xrj i; >aniStk:«ts cAMP 7 ;*•;!/ y v^fij 
«i)fco ^t^^-ri:*5D> iili^fb^iJtix CBl X(i CB2 S^<*:l;:^btZ=rr:;;^ 



15 
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^15 4 










(nM) 


1-5 


6.5 


1-23 


2.6 


1-51 


2.8 


1-6 


2.7 


1-57 


5.5 


^15 5 






CB2g^«: ICjo 




(nM) 


1-46 


5.4 


1-39 


13.7 


1-49 


2.2 


1/4 


1 R 






1-93 


0.6 


^15 6 










ICso (nM) 


3-038 


28.6 


4-001 


64.2 


4-053 


7.9 


4-054 


4.2 


4-056 


4.3 


4-061 


2.3 


4-062 


1.3 


4-101 


1.4 


4-102 


1.7 


4-104 


9.8 



262 



wo 03/070277 



PCT/JP03/01725 



S 1 5 7 




CB1 a St*: ICso (nM) 


3-109 


2.7 


11-001 


1.2 


11-002 


0.4 


13-006 


1.6 


11-011 


0.6 


11-012 


7.8 


11-013 


7.5 


13-023 


0.3 


10-041 


3.5 


10-045 


1.2 


13-030 


0.7 


10-050 


2.0 


10-058 


2.4 


10-059 


6.1 


13-044 


1.8 


10-089 


9.4 


10-103 


6.3 



5 vt7;:^5!j>:?-Hy-f s CBl RX^ CB2 ^^Hf-ifimm^^^t ^UU 

U^MA icRi^v <>;^t::fe{j-« Compound 48/80 -5 Wi$iJ?a)^ 

10 Inagaki S> 0 (Eur J Pharmacol 1999;367:361-371)* — SPaSt^ UT ^il*ff o 

tc oW^M'&.lCK^-^t) 7. 0=^}i>U^htc'^U^^ compound 48/80 (3 |xg/50 nl/site) 

UftBS^S bfeSSSJfll't'iaSASf^&nS^Si:: compound 48/8O0gJ«{C J; D^5!^* 
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7^h7b KD*>:M;y~;v> SV*>:^t^y^• KS^#:(::T=rr:;^ hf^ffi*^^ 
■r^*#i|&CD^*^ 3 mS'g^ife^'fb'^tltts compound48/80 J;-oril^$n-5 

5 U;feo 



1 5 8 





^@«§i(il:KiM(nlVI) 


IC50(nM) 




flS(CBI) 


(CB2) 


CB1 


082 


100 mg/kg(p.o.) 


H270 


80 


1.2 


68.7 


7.9 




11-86 


12 


1.1 


16.8 


1 




4-101 


35 


0.6 


60.3 


1.4 




10-035 


12 


0.1 


29.0 


0.2 




WIN55212- 
2 


7 


6 


12.2 


1.1 


70* 


THO 


40 


9.2 


11.4 


6.6 


98**# 



*p<0.05, **p<0.01, # 10mg/kg(i.p.) 

10 ±$i0mMM-SUib^tltc compound 48180 M^^^i^Mt ^^^ih-^^ 

^:^ 2SS^<*:7>^rr-;;^ SR144528 *fflv^*c:i:^3:J: -eoS^f*:^ 

^tt^30V^■CfFfifli^^T^ofco ^filiittx SR141716A SR144528 ©^tl-?*! 

15 ^S'Cfelfe'fb'&tl© compound 48/80 g|fS^^»=WTSS!l 11*^1* Ufco ^^M^fe 
^« Welch's t-test'CfTV>> ^tJi^^tt 5%J: bfco EI 1 H ^-f <k d f-x 1-270 © 
compound 48/80 m%0^iZi^ t i^m^m\t. ijy^MJ^ Y im^^^T> 
^zfn;^ b © SR141716A C J:-3TJtiit$nfco iLOCtt'b^ CBlS^<*:&:^ 
b -c ^ 5^ «l «!) # ffl fl» $ tl T v^ s c: i: A^SI^ $ tl o 
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Y 2 =rr:^ yo SR144528 t: J;o-Clg*i$n-5il JlIB^It 

5 c:n?.(Z)M^tt> CBl 2iI>'/Xt± CB2 Sg^Trfr:;;^ ^tS^^ 



10 tSiftiaf %*)0-eH:«:VAo r^^^^^j *IBM'fb-&%> -S^ 

1 

15 fflfi 

(ing/:it7 7'-b;V) 
MttJSK^ 2 5 0 

y'yyy mm) 200 

20 -^th 4 6 0 m g 

mmm2 

mm. 

25 «^4J5g^ 2 5 0 

-fe;i/D-;^ 4 0 0 

=.mib^^$R (ta-A) 1 0 
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^fp 6 6 5 m g 

JBES8bT#Sja6 6 5 mg<D^^CfS« 

M^J^J 3 



filtt^^ 0.25 
j:^^—;^ 25.75 

•^v^=7yV2Z (^uxi*jy))/-tu^^» 7 4. 0 0 

10 -^ti- 10 0. 00 

- 3 o°CK:^&4PU^ 5!5«aBi::^"ro ■:5V^•c^£^g«S;^x > i/ ;^ 
jsl^J«»J 4 

15 Omg<&^t{^Sd(ii>i®J:5Ciiii-r^ : 

Sffi^tS- 6 0mg 

=ryyy 4 5 m g 

eg(imt4-fe;i/D-;^ 3 5mg 

4? U tf-;i/tf P 'J H > (^k^J 1 0 4m g 

20 :h b U A*;VJj?=Spi'^f->7*>r> 4. 5mg 

U ^^v^^i/t? A 0. 5mg 

US-g 

^ti- 1 5 Omg 

5K:L/Tfl|fej|il)|ffi?fe5 O-CTJlg^ibTNo. IS^ifJ'aU. S . .1. S V> fcilf o 
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Stt^^ 8 0mg 

fyyy 5 9 m g 

eSi!iS^tt-ir;Vn->^ 5 9mg 

'J VK'^^^^^'J'A 2 m g 

10 -^tf 2 0 0 m g 

x>r>. -ir;i/D-;^. :fe J:i>';^xT U v^TtJ^j^J/i^ASii-^Ls 
No. S. £D^'5V^K:^lb■r®g■^^75=->*7-fe;l/^o 2 0 0 m 

gf'OSS^t-^o 

15 «tt^^ 2 2 5 mg?£^tf^^Jtti)J0<to(c:l^iSf -5 : 

fSttfiStS- 2 2 5 mg 

l^y-feUF 2 0 0 0 m g 



•^ti- 2 2 2 5 m g 

«ttJ5K»5 Omglc^tt!glS^Rl»ii)i®<fc^t^SiJfi"r§ : 

Mttfig^ 5 0mg 

25 :h h u «j7 A*;i/7j?:^p->^f-;H2;v/D-:^ 5 0mg 

1.25ral 
0 . 10ml 
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mn q . V . 

fe^ q. V. 

mmyktim^'^m smi 

m^^^^'i^ o . 4 5^\yi/:rU. S. ^ V^ 13 . :h h 'J A * dp 
^m^^ 1 0 Omg 

mmmmmi^ u -t u k i o o o m i 
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5 i^mmMo 

S -fb ^ tl -e * IS * © $g H ^ 1 «IB « 0 SO o 

15 5. iti>±i:y-f\^§.mii^T=i-:^Vi^^^^t^ih-^mifis^{i) : 




RMiT;i/:^;V> ^:-C ( = RM -R* i^^. R^JiOXttS-^fef). R* 

7';v3dps/, 7)v^)v^:fs z^i/^-^i^^^sr. gjfe^nt vn-c ^ 
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mtt 0-2 D ; 

;R2*s^i:-C (=R3) -R* (^4"^ R^liOXJiSf 

d[^;i/5^:tA^e>5&s^A^e.SW$n^S-e 1 -a^msJ^^nxvNT* J;v^TU- 
7. ^' K§§#T=r = ::^ hf^fflS^Sf^S^h^feASx ^ (II) : 




15 (s;tfi, RM^g^fe$n•cv^t^» J;v^^^]fSSx^iS; : -c ( = z) w-rs 

; 
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mfi 0 ~ 2 ©^^T$) D ; 

^:tA>^>)&5^ip?.5i^$n«ST! i~2tam§«^^ntv>-c* j;v^TU-;l/■c- 
9 . R2*SS5 : - C ( = Z) W-R8 (^tfj, ZttOXttS ; WttOXJiS ; 

X tt - ^ Jc 39: o T S J^i $ n r V N T % cfc V > ^ 7^ D ® ? § -g- ^ V N T % J; V N T ;!/ u 

> t? -5 H * © 15 ffl^ 7 ^ X ^ 8 ^IBiJ 0 tniSi* ^!| o 

10. itj>±\f J ^ \'^mi:^Tn^7.Yfi^m^^-r?>ib-^<^ifi. A (111) : 



^fe$nT^^Tt» J:v^T?y^ ti^Dd^j/^ ■7;i/3:¥J'> 

)]/:ir^i/s 7 . 7 )V^)]/7.))/y ^ 7 )\/^ )^/7.)^f•^i^-)^^. — 

yti-5L\t^ : - Y1-Y2-Y3-R'' Y ^ Sth' Y ^ « ^ n-en3tt3i U T # 

20 i^^x^iEm$n•c^^T^» J;v^r;i/=JFi/ v-cfe D ; Y2{d:#iS•&^ -0-^ -0 
-C (=0) -0-C ( = 0) -0-x -0-C ( = 0) -NR'»-> -0 
-SOg-s -NR"-. -NR'^-C (=0) -NR*"- S O2-S -NRf 
-C (=NH) -NR^-C (=0) -0-^ -NRb-C (=0) - N R 
-NR^-C ( = 0) -NR*'-S02-x -NR^'-C (=S) - N R >' 




,10 
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-C (=S) -NR^-. -NR^- SOa-NR^-s - N R " - C ( = NH) - 
NR'>-^ - S-> - S0^-0-^ - SO2-NR''-. - SOg-NR^-C ( = 
0) -NR»'-^ -C (=0) -0-> -C ( = 0) -NR^-x -C ( = 0) - 
NR^-C ( = 0) -> -C (=0) -NR^-C (=S) -s -C (=S) -N 
5 R''-^ -C (=S) -NR^-C (=0) -s -C ( = NH) -NR''-^ -C 
( = 0) -C (=0) -NR*'-C ( = NR*) -Xtt-C (=0) - N R 
-NR^-TffeD ; R»ttjaife$n-CVNt fea;V^7;^=^>n/^ iStfe$nTV^T*> J:V^ 

5t?^5^^ Sg6 $ n t t J; V^*;l//t^ ^ -iV^:^ 

i^Ti-Y. fa^fe$n•cv^T'& J:v^7 ^ >'^ tFD:^5/, 

20 -S0-> -SOg-x -NH-^ -C ( = 0) -s -CHg-s -C (=0) - 

NH-xtt-NH-c ( = 0) --^fet) ; R''ttSSl$n•rv^t J:v^iKlg]iS; 
^x^iS^^^^i^■cv^T *)cfcvN:Ki|]sa;^-efes) x^$n^^x^\) ; 

t <& J:v>p!7;i/A^-Y ;^^ 'f v^:ti/T:^ Bgi$ V%T 4) <k T s; y s t h* 
DdFJ/, ^i^s T;i/^ = ;i/:r#5'> T 
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YMi#iie#> M^fe$n-cv^•r J;v^z;^^^>^ 7jv^-\y>^ 

-O-x -S-x -SO-s -S02-^ -NH-. -C (=0) -CHa 
-C (=0) -NH-E -3itt-NH-C (=0) -"Cfet) ; Ett^i^^X 

R ^ Miosis 'sr DJi^SV/Xtt¥ISW«S-&>f)S^a v^■r <& J:v^sm$i^T 
v^-t J:v^T;i/:5r;i/X(d:i5; : - Y 8 -R« (Sil^s YB|i#ig-&. sm$i^•rl/^•c 
<b ^^^T)]/^]y>. T)V^~V>^ TJl^^-]y>. -0-. -S-^ -S0-^ 
10 -S02-> -NH-. -C (=0) -^ -C (=0) -NH-E-Xtt-NH 
-C(=0)-TfeD ; E»*#ig^3ittjl^$nTVNr * J;VNT;V=5Fl/>T?fe D ; 
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